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which act as MCH receptor antagonists. These compositions are useful in phamiaceutlcal connposltions whose use 
includes prophylaxis or treatment of improving memory function, sleeping and arousal, anxiety, depression, mood 
disorders, seizure, obesity, diabetes, appetite and eating disorders, cardiovascular disease, hypertension, dysllpi- 
demia, myocardial infarction, binge eating disorders including bulimia, anorexia, mental disorders including manic de- 
pression, schizophrenia, delirium, dementia, stress, cognitive disorders, attention deficit disorder, substance abuse 
disorders and dysldneslas including Parkinson's disease, epilepsy, and addiction. 
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Description 

Field of the Invention 

5 [0001] The present invention relates to compounds which act as antagonists for MCH receptors and to the use of 
these compounds in phamiaceutical compositions. 

Background of the Invention 

10 [0002] Melanin Concentrating IHomione (MCIH), a cyclic peptide, has been Identified as the endogenous iigand of 
the orphan G-proteIn coupled receptor SLC-1 . See, for example, Shimomura et al., Biochem, Biophys, Res. Commun, 
261, 622-26 (1999). Studies have Indicated that MCIH acts as a neurotransmitter/neuromodulator to alter a number of 
behavioral responses such as feeding habits. For example, Injection of MCH into rats has been reported to increase 
their consumption of food. Reports Indicate that genetically engineered mice which lacic MCH show lower body weight 

15 and Increased metabolism. See Saito et at., TEM, voi. 11 ,299 (2000). As such, the literature suggests that discovery 
of MCH antagonists that Interact with SCL-1 expressing cells will be useful in developing obesity treatments. See 
Shimomura et ai., Biochem. Biophys. Res. Commun. 261 , 622-26 (1999). 

[0003] G protein-coupled receptors (GPCRs) share a common structural motif. Ail these receptors have seven se- 
quences of between 22 to 24 hydrophobic amino adds that fomn seven alpha helices, each of which spans the mem- 

20 brane. The fourth and fifth transmembrane helices are joined on the extracellular side of the membrane by a strand of 
amino acids that forms a relatively large loop. Another larger loop, composed primarily of hydrophilic amino acids, joins 
transmembrane helices five and six on the Intracellular side of the membrane. The carboxy tennlnus of the receptor 
lies intracellularty, and the amino temiinus lies in the extracellular space. It Is thought that the loop joining helices five 
and six, as well as the carboxy temninus, Interact with the G protein. Currently, Gq, Gs, Gi, and Go are G proteins that 

25 have been Identified as possible proteins that Interact with the receptor. 

[0004] Under physiological conditions, GPCRs exist in the cell membrane In equilibrium between two different states 
or conformations: an "inactive" state and an "active" state. A receptor in an Inactive state is unable to link to the intra- 
cellular transduction pathway to produce a biological response. Changing the receptor conformation to the active state 
allows linkage to the transduction pathway and produces a biological response. 

30 [0005] A receptor may be stabilized in an active state by an endogenous Iigand or an exogenous agonist ligand. 
Recent discoveries, including but not exclusively limited to, modifications to the amino acid sequence of the receptor, 
provide alternative mechanisms other than llgands to stabilize the active state conformation. These approaches effec- 
tively stabilize the receptor in an active state by simulating the effect of a Iigand binding to the receptor. Stabilization 
by such ligand-independent approaches is termed "constitutive receptor activation." In contrast, antagonists can com- 

35 petitlvely bind to the receptor at the same site as agonists, but do not activate.the intracellular response initiated by 
the active fomn of the receptor, and therefore inhibit the intracellular responses by agonists. 
[0006] Certain 2-aminoqulnazollne derivatives have been reported to be NPY antagonists which are said to be ef- 
fective in the treatment of disorders and diseases associated with the NPY receptor subtype Y5. See PCT Patent 
Application 97/20823. Quinazollne derivatives have also been found to be useful by enhancing antitumor activity. See 

40 PCT Patent Application 92/07844. And also the quinoline derivatives which have an antagonist activity for MCH receptor 
are known in these patents, WO03/070244, WO03/1 05850, WO03/45313. WO03/045920. and WO04/04726. 
[0007] Recently, our current knowledge of human obesity has advanced dramatically. Previously, obesity was viewed 
as an oppugnant behavior of inappropriate eating In the setting of appealing foods. Studies of animal models of obesity, 
biochemical alterations in both humans and animals, and the complex interactions of psychosocial and cultural factors 

^5 that create receptiveness to human obesity indicate that this disease in humans is multrfaceted and deeply entrenched 
in biologic systems. Thus, it is almost certain that obesity has multiple causes and that there are different types of 
obesity. Not only does MCHR1 antagonist have potent and durable anti-obesity effects in rodents, it has surprising 
antidepressant and anxiolytic properties as well (Borowsky et al.. Nature Medicine, 8, 825-830, 2002). MCHR1 antag- 
onists have been reported to show antidepressant and anxiolytic activities in rodent models such as social Interaction, 

50 forced swimming test and ultrasonic vocalization. These findings indicate that MCHR1 antagonists could be useful for 
treatment of obesity patients with multiple causes. Moreover, MCHR1 antagonists could be used to treat subjects not 
only with obesity, but also those with depression and anxiety. These advantages make it different from NPY receptor 
antagonists, with which anxiogenlc-like activity can be expected, as NPY Itself has anxlolytic-like effect. 
[0008] Obesity Is also regarded as a chronic disease and the possibly of long-tenn treatment is a concept that is 

55 receiving more attention. In this context, It is noteworthy that the depletion of MCH leads to hypophagia as well as 
leanness (Shimada et al, Nature, 396, 670-674, 1998). By contrast, NPY (Erickson et al., Nature, 381 , 415-418, 1996), 
as well as the Y1 (PedrazzinI et al. , Nature Medicir^e, 4, 722-726, 1 998) and Y5 receptors (Marsh et al. , Nature Medicine, 
4, 718-721, 1998), disrupted mice maintained a stable body weight or rather became obese. Considering the above 
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reports, MCHR1 antagonists can be more attractive than Y1 or Y5 receptor antagonists in temns of long-temri treatment 
of obese patients. 

[0009] Obesity, which is the result of an imbalance between caloric intake and energy expenditure, is highly correlated 
with insulin resistance and diabetes in experimental animals and human. However, the molecular mechanisms that 

5 are involved In obesity-diabetes syndromes are not clear During early development of obesity, increase insulin secre- 
tion balances insulin resistance and protects patients from hyperglycemia (Le Stunff, et al. Diabetes 43, 696-702 
(1989)). However, after several decades, p ceil function deteriorates and non-insutin-dependent diabetes develops In 
about 20% of the obese population (Pederson, P. Diab. Metab. Rev. 5, 505-509 (1 989)) and (BrancatI, F. L.. et al., Arch. 
Intern. Med. 159, 957-963 (1 999)). Given its high prevalence in modem societies, obesity has thus become the leading 

10 risk factor for NIDDM (Hill, J. O., et aL, Science 280, 1371-1374 (1998)). However, the factors which predispose a 
fraction of patients to alteration of insulin secretion in response to fat accumulation remain unknown. 
[0010] Whether someone is classified as ovenveight or obese is generally detemiined on the basis of their body 
mass index (BMt) which is calculated by dividing body weight (kg) by height squared (m^). Thus, the units of BMI are 
kg/m^ and it is possible to calculate the BMI range associated with minimum mortality in each decade of life. Overweight 

15 Is defined as a BMI in the range 25-30 kg/m^, and obesity as a BMI greater than 30 kg/m^ (see TABLE below). There 
are problems with this definition in that it does not take Into account the proportion of body mass that is muscle In 
relation to fat (adipose tissue) . To account for this, obesity can also be defined on the basis of body fat content: greater 
than 25% and 30% in males and females, respectively. 



CLASSIFICATION OF WEIGHT BY BODY MASS INDEX (BMI) 


BMI 


CLASSIFICATION 


<18.5 


Undenveight 


18.5-24.9 


Nonnal 


25.0-29.9 


Overweight 


30.0-34.9 


Obesity (Class 1) 


35.0-39.9 


Obesity (Class II) 


>40 


Extreme Obesity (Class III) 



[0011] As the BMI increases there is an increased risk of death from a variety of causes that is independent of other 
risk factors. The most common diseases with obesity are cardiovascular disease (particularly hypertension), diabetes 
(obesity aggravates the development of diabetes), gall bladder disease (particularly cancer) and diseases of repro- 
duction. Research has shown that even a modest reduction In body weight can correspond to a significant reduction 
in the risk of developing coronary heart disease. ^ 

[0012] Compounds marketed as anti-obesity agents include Orlistat (XENICAL'^^) and Sibutramine. Orlistat (a lipase 
inhibitor) inhibits fat absorption directly and tends to produce a high incidence of unpleasant (though relatively harmless) 
side-effects such as diarrhea. Sibutramine (a mixed 5-HT/noradrenaline reuptake inhibitor) can increase blood pressure 
and heart rate in some patients. The serotonin releaser/reuptake inhibitors fenfluramine (Pondimin^**) and dexfenflu- 
ramine (Redux^^) have been reported to decrease food intake and body weight over a prolonged period (greater than 
6 months). However, both products were withdrawn after reports of preliminary evidence of heart valve abnormalities 
associated with their use. Accordingly, there is a need for the development of a safer anti-obesity agent. 
[001 3] Obesity considerably increases the risk of developing cardiovascular diseases as well. Coronary insufficiency, 
atheromatous disease, and cardiac insufficiency are at the forefront of the cardiovascular complication Induced by 
obesity. It is estimated that If the entire population had an ideal weight, the risk of coronary insufficiency would decrease 
by 25 % and the risk of cardiac insufficiency and of cerebral vascular accidents by 35%. The incidence of coronary 
diseases is doubled in subjects less than 50 years of age who are 30% overweight. The diabetes patient faces a 30% 
reduced lifespan. After age 45, people with diabetes are about three times more likely than people without diabetes to 
have significant heart disease and up to five times more likely to have a stroke. These findings emphasize the Inter- 
relations between risks factors for NIDDM and coronary heart disease and the potential value of an integrated approach 
to the prevention of these conditions based on the prevention of these conditions based on the prevention of obesity 
(Peny, I, J., et al.. SAfJ 31 0.560-564 (1995)). 

[0014] An increasing number of children and adolescents are overweight. Although not all overweight children will 
necessarily become ovenveight adults, the growing occurrence of obesity In childhood is likely to be reflected in in- 
creasing obesity In adult years. The high prevalence of obesity in our adult population and the likelihood that the nation 
of the future will be even more obese demands a re-examination of the health Impltoations of this disease. See, Health 
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Implications of Obesity. NIH Consens. Statement Online 1985 Feb 11-13; 5(9):1-7. 

[0015] "Clinical obesity" Is a measurement of the excess body fat relative to lean body mass and Is defined as a 
body weight more than 20% above the Ideal body weight. Recent estimates suggest that 1 in 2 adults In the United 
States is clinically obese, an increase of more than 25% over the past decades. Flegai M.D. et al., 22 Int. 1 Obes. 
5 Relat Metab. Disor. 39 (1 998). Both overweight conditions and clinical obesity are a major health concerns worldwide, 
in particular because clinical obesity Is often accompanied by numerous complications, i.e., hypertension and Type II 
diabetes, which in turn can cause coronary artery disease, stroke, late-stage complications of diabetes and premature 
death. (See, e.g., Nishlna P.M. et al., 43 Mets^. 554 (1994)). 

[0016] Although the etiologic mechanisms underlying obesity require further clarification, the net effect of such mech- 
10 anisms leads to an imbalance between energy intake and expenditure. Both genetic and environmental factors are 
likely to be involved In the pathogenesis of obesity. These Include excess caloric Intake, decreased physical activity, 
and metabolic and endocrine abnomiallties. 

[00171 Treatment of overweight conditions and clinteal obesity via pharmaceutical agents are not only of Importance 
with respect to the conditions themselves, but also with respect to the possibility of preventing other diseases that are 
IS associated with, e.g., clinical obesity, as well as enhancement of the positive feeling of "self that often accompanies 
those who are ovenweight or clinically obese and who encounter a significant reduction in body weight. Given the 
foregoing discussion, It Is apparent that compounds which help in the treatment of such disorders would be useful and 
would provide an advance in both research and clinical medicine. The present invention is directed to these, as well 
as other, important ends. 



20 



30 



SUMMARY OF THE INVENTION 



[0018] The present invention Is drawn to compounds, whfch bind to and modulate the activity of a GPCR referred to 
herein as MCH, and uses thereof. The term MCH, as used herein, includes the human sequences found in GeneBank 
25 accession number NM.005297, naturally-occuning allelic variants, mammalian orthologs, biologically active fragments 
and recombinant mutants thereof. 

[0019] One aspect of the present Invention relates to certain substituted heterocyclic compounds represented by 
Fomiula (I): 



(I) 

35 wherein Q Is: 



40 



45 





1 

or * 
(IV) 



is selected from the group consisting of: 



(I) c,.,6 a"<yi. a"cl 

50 c^.^e ^1^' substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• oxo, 

55 • C1.5 alkoxy, 

• 0^.5 alkoxy substituted by substituent(s) independently selected from the group consisting of: 

cart30cyclic aryl, 
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heterocyctyl, and 
•• heterocyctyl substituted by 0^.5 altcyl, 

alkylcarbonyloxy, 
carbocyclyloxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by substltuent(s) Independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 

carboxy, 
•• carbamoyl, 
•• nitro, 

cyano, 
•• amino, 

carbocyclic aryl, 

carbocyclic aryl substituted by 0^.5 alkoxy, 
•• C^,5 alkoxy, 

alkoxy substituted by halogen, 
•• C^.5 alkyi, and 

0^.5 alkyI substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
carboxy, 
0x0, 

mono-Ci.5 alkylamino, 
dl-C^.5 alkylamino, 

mono-C^.5 alkylamlno substituted by carbocyclic aryl, 

di-C^.5 alkylamlno substituted by carbocyclic aryl, 

mono-C^.5 alkylamlno substituted by halogenated carbocyclic aryl, 

di-C^.5 alkylamlno substituted by halogenated carbocyclic aryl, 

carbocyclic arylcarbonylamino, and 

carbocyclk: arylcarbonylamino substituted by halogen, 

heterocyclyloxy, 

heterocyclyloxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• carboxy, 
•• carbamoyl, 

nitro, 

cyano, 
•• amino, 
•• carbocyclic aryl, 

carbocyclic aryl substituted by 0^1.5 alkoxy, 
•• alkoxy, 

alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•~ hydroxy, and 
carboxy, 

alkyi, and 

alkyI substituted by substltuent(s) independently selected from the group consisting of: 
halogen, 



6 



EP 1464 335 A2 



10 



•~ hydroxy, and 
carboxy, 

substituted heterocyclyhethylideneaminooxy. 

alkoxycarbonyl, 
0^.5 alkoxycarbonyl substituted by carbocycllc aryl, 
mono-C^.5 alkytaminocarbonyl, 
di-Ci.5 alkylamlhocarbonyl, 
mono-C^.s alkylamino, 

nnono-C^.5 alkylannlno substituted by substltuent(s) independently selected from tlie group consisting of: 



15 



— cyano, 

carbocyciic aryl, and 
heterocyclyl, 

dl-C^.5 alkylamino, 

di-C^.5 alkylamino substituted by substltuent(s) independently selected from the group consisting of: 



20 



2S 



30 



35 



40 



•• cyano, 

•• carbocycllc aryl, and 
heterocyclyl, 

• mono-carbocyclic arylamino, 

• mono-carbocyclic arytamino substituted by substituent(s) independently selected from the group consist- 
ing of: 

halogen, 
•• hydroxy, 

carboxy, 
•• carbamoyl, 
•• nitro, 
•• cyano, 
•• amino, 
•• carbocyciic aryl, 

carbocyciic aryl substituted by 0^.5 alkoxy, 
•• C1.5 alkoxy, 

alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, and 
carboxy, 



45 



0^.5 alkyi, and 

0^.5 alkyI substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•~ hydroxy, and 
carboxy, 



50 



55 



di-carbocyclic arylamino, 

di-carbocycltc arylamino substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 

carboxy. 
•• carbamoyl, 
•• nitro, 

cyano, 
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amino, 
— carbocyclic aryli 

carbocyclic aryl substituted by 0^.5 alkoxy, 
C1.5 alkoxy, 

alkoxy substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
hydroxy, and 
carboxy, 

alkyi, and 

alkyI substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
hydroxy, and 
carboxy, 

mono-heterocyclylamino, 

mono-heterocyclylamino substituted by 8ubstltuent(s) Independently selected from the group consisting 



of: 




— 


halogen. 


— 


hydroxy, 


— 


carboxy, 


— 


carbamoyl, 




nitro, 


— 


cyano, 


— 


amino, 


— 


carbocyclic aryl. 




carbocyclic aryl substituted by alkoxy. 


— 


C1.5 alkoxy, 


— 


C1.5 alkoxy substituted by substituent(s) independently selected from the group consisting of: 




halogen, 




•~ hydroxy, and 




carboxy. 


— 


0^.5 alkyi, and 




atkyt substituted by substituent(s) Independently selected from the group consisting of: 



halogen, 
hydroxy, and 
carboxy. 



di-heterocyclylamino, 

dl-heterocyclylamino substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• carboxy. 
w carbamoyl, 
•• nitro, 

cyano, 
•• amino, 

carbocyclic aryl, 

carbocyclic aryl substituted by 0^.5 alkoxy, 
C^.s alkoxy, 

M 0^.5 alkoxy substituted by substituent(s) Independently selected from the group consisting of: 
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halogen, 
hydroxy, and 
carboxy, 

alkyi, and 

M 0^.5 atkyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, and 
carboxy, 

0^.5 alkylcarbonylamino, 

C^.s alkylcarbonylamino substituted by substituent(s) independently selected from the group consisting of: 

alkylcarbonylamino, 
carbocyclic arylcarbonylamino, and 
heterocyclyl, 

0^.5 alkoxycarbonylamino, 
carbocyclic arylcarbonylamino, 
heterocyclyl carbonylamino, 
carbocyclic arylsuifonylamino, 

carbocyclic arylsuifonylamino substituted by substituent(s) independently selected from the group con- 
sisting of: 

nitre, 
•• C^.g alkyl. 

mono-C^,5 alkylamino, and 
•• di-Ci.5 all^lamino, 

C1.5 alkylthio. 

alkylthio substituted by substituent(s) independently selected from the group consisting of: 

•• mono-carbocyclic arylaminocarbonyl, 

mono-carbocyclic arylaminocarbonyl substituted by halogen, 

dl-carbocyclic arylaminocarbonyl, 

di-carbocyclic arylaminocarbonyl substituted by halogen, 
•• mono-carbocyclic arylamino, 

mono-carbocyclic arylamino substituted by halogen, 

di-carbocyclic arylamino, 

- di-carbocyclic arylamino substituted by halogen, 
•• carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s} independently selected from the group consisting of: 

•M halogen, and 
C^.galkoxy, 

carbocyclic arylthio, 

carbocyclic arylthio substituted by substituent(s) independently selected from the group consisting of: 

w halogen, 

- 0^.5 alkyl, and 

0^.5 alkyl substituted by halogen, 

carbocyclic arylsulflnyl, 

carbocyclic arylsulflnyl substituted by substituent(s) Independently selected from the group consisting of: 
•• halogen, 
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0^.5 alkyl, and 

alkyi substituted by halogen, 

• carbocyciic arylsuifonyl, 

• carbocyciic arylsuifonyl substituted by substituent(8) Independently selected from the group consisting of: 

•• halogen, 
C^,5 alkyI, and 

alkyI substituted by halogen, 

• heterocyclylthio, 

• heterocyclylthio substituted by substituent(s) Independently selected from the group consisting of: 

•• nitro, and 
C1.5 aikyi, 

• cycloalkyi, 

• cycloalkyi substituted by alkyi, 

• cycloalkyi substituted by carbocyciic aryl, 

• cycloalkenyl, 

• carbocyclyl, 

• carbocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
- C1.5 alkyl. 

alkoxy, 
C2.5 aikenyl, and 

C2.5 aikenyl substituted by substltuent(s) Independently selected from the group consisting of: 
carbocyclk; aryl, and 

carbocyclk: aryl substituted by alkylsulflnyl, 

• carbocyciic aryl, 

• carbocyciic aryl substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 
•• carboxy, 

carbamoyl, 
•• cyano, 

nitro, 
•• amino, 

•• alkylcarbonylamino, 

03.5 cycloalkylcarbonylamino, 
•• alkyl, 

alkyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

hydroxy, 

carboxy, 

carbamoyl, 

0x0, 

carbocyclte aryl, 
heterocyclyl, 

mono-carfoocyclic arylamino, 
dl-carbocyclic arylamino, 

mono-carbocyclic arylamino substituted by substltuent(s) independently selected from the group 
consisting of: 
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halogen, 
•••• nitro, 

alkyi, 

•••• C-,.5 alkoxy, and 

MM 0^.5 alkoxy substituted by halogen, 

•M dl-carbocycllc arylannino substituted by substituent(s) Independently selected from the group con- 
sisting of: 

halogen, 
nItro, 

alkyi, 
C1.5 alkoxy, and 
MM alkoxy substituted by halogen, 

C2.5 alkenyl, 
C^.g alkoxy, 

alkoxy substituted by substituent(s) independently selected from the group consisting of: 

•M halogen, and 
•M carbocyclb aryl, 

caitocycllc aryloxy, 
alkoxycarbonyl, 
0^.5 alkylcarbonyloxy, 
mono-C-1.5 alkylamino, 
di-Ci.5 alkylamino, 
mono-carbocyclic arylamino, 
mono-carbocyclic arylamino substituted by halogen, 
di-carbocyclic arylamino, 
dl-carbocyclic arylamino substituted by halogen, 
mono-carbocyclic arylaminocarbonyl, 

mono-carbocyclic arylaminocarbonyl substituted by substltuent(s) selected from the group consisting 
of: 

•M halogen, 

•M nItro, 

•M alkyi, 

— C^.s alkoxy, and 

•M C).5 alkoxy substituted by halogen, 

dl-carbocycllc arylaminocarbonyl, 

dl-carbocycllc arylaminocarbonyl substituted by substituent(s) selected from the group consisting of: 

•M halogen, 

•M nitro, 

•M q.s alkyi, 

•M 0^.5 alkoxy, and 

•M alkoxy substituted by halogen, 

mercapto, 
C^.g alkylthio, 

alkylthio substituted by halogen, 

alkylsulfonyl, 

cycloalkyi, 
carbocycltc aryl, and 
heterocyclyl, 
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• heterocyctyl, and 

• heterocyctyl substituted by substituent(s) independently selected from the group consisting of: 
•• halogen, 

hydroxy, 

carboxy, 

carbamoyl, 

cyano, 
•• nitro, 

amino, 
••0^.5 alkyi, 

altyi substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
carboxy, and 
carbamoyl, 

aikyi substituted by carbocyclic aryl, 
•• aikoxy, 

•• C1.5 aikoxy substituted by halogen, 

aikoxy substituted by carbocyclic aryl, 
carbocyclic aryl, and 
carbocyclic aryl substituted by halogen, 
(ii) C2.8 alkenyl, and 

alkenyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• 0x0, 

• C1.5 aikoxy, 

• aikoxy substituted by carbocyclic aryl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
hydroxy, 
•• nitro, 
•• alkyI, 

•• alkyI substituted by halogen, 
•• aikoxy, and 

0^.5 aikoxy substituted by halogen, 

» heterocyclyl, and 

• heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

hydroxy, 
nitro, 

alkyI, and 
•• C1.5 aikoxy, 

(ili) C2.5 alkynyl, and 

C2.5 alkynyl substituted by carbocyclic aryl, 
(iv) C^^2 cycloalkyi, and 

cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 

• alkyI, 

• alkyI substituted by substituent(s) independently selected from the group consisting of: 
•• hydroxy, 
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0X0, and 
carbocycllc aryl, 

mono-C^.s alkylamlno, 

mono-Ci.5 alkylamlno substituted by carbocycllc aryl, 
di-C^.g alkylamlno, 

di-Ci.g alkylamlno substituted by carbocycllc aryl, 
carbocycllc arytearbonylamino, 
carbocycllc aryl, and 

carbocycllc aryl substituted by substituent(s) Independently selected from the group consisting of 

•• halogen, 
•• C1.5 alkoxy, 

alkyi, and 
0^.5 alkyI substituted by halogen, 

(v) cycloalkenyl, and 

C3.6 cycloalkenyl substituted by alkyI, 
(vl) carbocyciyi, and 

carbocyclyl substituted by 8ubstltutent(s) Independently selected from the group consisting of: 

• hydroxy, and 

• nitro, 

(vil) carbocycllc aryl, and 

carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
cyano, 
nitro, 

CMoalkyl. 

C1.10 alkyI substituted by substituent(s) independently selected from the group consisting of: 

— halogen, 
•• hydroxy, 
carboxy, 
carbamoyl, 
•• 0x0, 

C1.5 alkoxy, 
carbocycllc aryloxy, 
•• mono-C^.5 alkylamino-N-oxy, 
di-Ci.5 alkylamino-N-oxy, 
mono-Ci.5 alkylamlno, 
•• di-C^.g alkylamlno, 

mono-C^.5 alkylamlno substituted by carbocycllc aryl, 
di-Ci.5 alkylamlno substituted by carbocycllc aryl, 
•• mono-carbocyclic arylamino, 

di-carbocycllc arylamino, 
•» carbocyclylimino, 

carbocyclylimino substituted by carbocyclk: aryl, 
•• mono-carbocyclic arylamino, 
•• dl-carbocycllc arylamino, 

mono-carbocyclic arylamino substituted by alkoxy, 
di-cart)ocycllc arylamino substituted by alkoxy, 
mono-carbocyclic arylamlnocarbonyl, 
di-carbocycllc arylamlnocarbonyl, 

mono-carbocyclic arylamlnocarbonyl substituted by alkoxy, 
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di-carbocyclic arylaminocarbony) substituted by aikoxy, 
carbocycilc aryl, 

carbocycilc aryl substituted by substituent(s) independently selected f ronn the group consisting of: 

halogen, 

C^.g all<yl, and 

0^.5 alkyi substituted by halogen, 

•• heterocyclyl, and 

— heterocyclyl substituted by alkyI, 

C2.5 alkenyl, 

C2.5 alkenyl substituted by carbocycilc aryl, 
C1.9 aikoxy, 

C^^ aikoxy substituted by substituent(s) Independently selected from the group consisting of: 

•• hydroxy, 
halogen, 
•• carboxy, 

•• mono-Ci.5 alkylamino, 
di-Ci.5 alkylamino, 
carbocyclic aryl, 
halogenated carbocycilc aryl, 
heterocyclyl, 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

•~ halogen, 

heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of; 

halogen, 
C^.s alkyI, and 

alkyI substituted by halogen, 

C2.5 aikenytoxy, 

cycloalkoxy, 

alkylcarbonyloxy, 
carbocyclic aryloxy, 

carbocycilc aryloxy substituted by substituent(s) Independently selected from the group consisting of: 

— halogen, 
hydroxy, 
carboxy, 
carbamoyl, 
cyano, 
nitro, 

•• amino, 

alkyI, 

alkyI substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
hydroxy, 
carboxy, and 
carbamoyl, 

aikoxy, and 

aikoxy substituted by halogen, 
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• heterocyciyloxy, 

• heterocyclyloxy substituted by substttuent(s) Independently selected from the group consisting of: 

halogen, 

hydroxy, 
•• carboxy, 
•• carbamoyl, 

cyano, 
•• nitro, 
•• amino, 
•• C^.g alkyi, 

0^.5 alkyI substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
M» carboxy, and 
carbamoyl, 

0^.5 alkoxy, and 

0^.5 alkoxy substituted by halogen, 

• (carbocyclic aryl)S(0)20, 

• carboxy, 

• carbamoyl, 

• alkoxycarbonyl, 

• mono-C^.s aikylaminocarbonyl, 

• dl-C^.5 aikylaminocarbonyl, 

• mono-C^.s aikylaminocarbonyl substituted by carbocyclic aryl, 

• dl-C^.5 aikylaminocarbonyl substituted by carbocyclic aryl, 

• mono-carbocyclic arylamlnocarbonyl, 

• di-carbocycllc arylamlnocarbonyl, 

• mono-carbocyclic arylaminocarbonyi substituted by 0^.5 alkyl. 

• dl-carbocyciic arylamlnocarbonyl substituted by 0^.5 alkyl. 

• amino, 

• mono-C^.5 alkylamino, 

• dl-C^.5 alkylamino, 

• mono-C^.5 alkylamino substituted by cyano, 

• di-C^.5 all^lamino substituted by cyano, 

• mono-carbocyclic arylamino, 

• di-carbocyclic arylamino, . 

• alkytearbonylamino, 

• cycloalkylcarbonylamino, 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocyclic aryl. 
» C).5 alkoxycarbonylamlno. 

• carbocyclic arylsulfonylamino. 

• carbocyclic arylsulfonylamino substituted by alkyl. 

• (carbocyclic aryl)NHC(0)NH. 

• (carbocyclic aryl)NHC(0)NH substituted by 0^.5 alkoxy. 

• (carbocyclic aryl)NHC(0)NH substituted by haloganated 6^.5 alkoxy. 

• carbocyclic aryl azo. 

• carbocyclic aryl azo substituted by mono-C^.5 alkylamino. 
» carbocyclic aryl azo substituted by di-C^.5 alkylamino. 

• alkylthio, 

• alkylthio substituted by halogen. 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by substituent(s) independently selected from the group consisting of: 
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•• halogen, 

nitro, 
•• cyano, and 
•• alkyl. 

• aminosulfonyl, 

• heterocyclytthio, 

• atkylsutfonyl, 

• mono-C^.s alkylaminosulfonyl, 

• di-C-i .5 alkylaminosulfonyl, 

• heterocyclylsutfonyl, 

• cycloalkyi, 

• cycloalkyi substituted by C^^s alkyl, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substituent(s) Independently selected from the group consisting of: 

•• alkyl, and 

alkyl substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

C^.g alkyl, 
•• carbocycllc aryl, and 

halogenated carbocycllc aryl, 

• alkoxycarbonyl substituted by carbocycllc aryl, and 
(vlil) heterocyclyl, and 

heterocyclyl substituted by substrtuent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• carboxy, 

• carbamoyl, 

• cyano, 

• nitro, 

• amino, 

• C1.5 alkyl, 

• C1.5 alkyl substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
carboxy, 
carbamoyl, 
0x0, 

alkylcarbonyloxy, 
carbocycllc arylcarbonylamino, 
carbocycllc arylcarbonylamino substituted by halogen, 
0^.5 alkoxycarbonyl, 
•• alkylthio, 

C1.5 alkylthio substituted by carbocycllc aryl, 

C^.g alkylthio substituted by halogenated carbocyclic aryl, 

carbocyclic aryl, 

•• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of 

halogen, and 
nitro, 
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heterocyciyi, and 

M heterocyclyl substituted by substituent(8) Independently selected from the group consisting of: 

halogen, 

alicyl, and 
0^.5 alicyl substituted by halogen, 

C1.5 alkoxy, 

alkoxy substituted by halogen, 
C1.5 alkoxy substituted by carbocyclic aryl, 
carbocycllc aryioxy, 

carbocyclic aryioxy substituted by substituent(s) Independently selected from the group consisting of 

halogen, 

nitro, 

cyano, 

hydroxy, 

carboxy, 
•• carbamoyl, 
•• amino, 

alkyi, 

0^.5 alkyI substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

hydroxy, 
•M carboxy, and 
••• carbamoyl, 

mono-C^.5 alkyiamino, 
•• di-Ci.5 alkyiamino, 

0^.5 alkylcarbonylamino, 
•• C3.6 cycioalkycarbonylamino, 
•• C1.5 alkoxy, 

C^.s alkoxy substituted by halogen, 

C3.6 cycloaikyi, 

C2.5 alkenyl, 

C2.5alkynyl, 
•• carboxy, 

alkoxycarbonyl, 
•• mono-C^,5 alkylaminocarbonyl, 
•• di-C-,.5 alkylaminocarbonyl, 

mono-C3^ cycloalkylaminocarbonyl, 

di-Ca^ cycloalkylaminocarbonyl. 
M mono-Ci.5 alkylaminocarbonylamino, 

di-C^.g allcylamlnocarbonylamino, 

mono-C3^ cycloalkylaminocarbonyiamino, 
^ di-C3^ cycloalkylaminocarbonyiamino, 
•• alkylthio, 

•• C1.5 alkylthio substituted by halogen, 

alkylsulfinyl, 
C<|.5 alkylsulfinyl substituted by halogen, 
** C^.s alkylsulfonyl, and 

alkylsulfonyl substituted by halogen, 

heterocyclyloxy, 

heterocyclyloxy substituted by substltuent(s) independently selected from the group consisting of: 
halogen. 
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•• nitro, 
hydroxy, 
carboxy, 
carbamoyl, 
cyano, 
amino, 
0^.5 alkyl, 

0^5 allcyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
carboxy, and 
carbamoyl, 

— 0^.5 alkoxy, and 

alicoxy substituted by halogen, 

• mono-C^.s alkylamino, 

• di-C^.5 alkylamino, 

• mono-carbocyclic arylamino, 

• mono-carbocyclic arylamino substituted by halogen, 

• alkytoarbonylamino, 

• C^^salkylthio, 

• C2.5 alkenylthio, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by halogen, 

• carbocyclic arylthio substituted by C1.5 alkoxycarbonyl. 

• heterocyclytthio, 

» heterocyclylthio substituted by C.1.5 alkyl, 

• 0^.5 all^lsulflnyl, 

• alkylsulfonyl, 

• carbocyclic arylsulfinyl, 

• carbocyclic arylsulfinyl substituted by halogen, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
C^.s alkoxy, 
alkyl, and 
M alkyl substituted by halogen, 

• alkoxycarbonyl, 

• alkoxycarbonyl substituted by carbocyclic aryl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
nitro, 

C1.5 alkyl, 
M 0^.5 alkyl substituted by halogen, 
alkoxy, and 

alkoxy substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• C1.5 allcyl. 
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Ct.5 alkyi substituted by halogen, 
alkoxy, and 
alkoxycarfoonyl; 

R2 is selected from the group consisting of: 

hydrogen, halogen, hydroxy, carboxy, carbamoyl, amino, C^.g alkyI, C^.g alky! substituted by halogen, 61,5 
alky! substituted by hydroxy, C1.5 alkyI substituted by carboxy, C^.g alkyl substituted by carbamoyl, C^.g alkoxy, 
alkoxy substituted by halogen. -NHNHg, -NHNHBoc. -N(R2a)(R2b). morpholino, 4-acetyl-plperazyl. or 
4-phenyl-plperazyl, 

wherein R^a 's hydrogen or C^.g alkyl and Rat Is C^.g alkyl, cycloalkyi, or C^.g alkyl substituted by substltuent 
(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• carboxy, 

• carbamoyl, 

• C1.5 alkoxy. 

• amino, 

• -NHBoc, 

• 03.5 cycloalkyi, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent{s) independently selected from the group consisting of: 

halogen, 
C1.5 alkyl, 

— alkoxy, and 

- -SO2NH2. 

• heterocyclyl, and 

C3-6 cycloalkyi, carbocyclic aryl, carbocyclic aryl substituted by substituent(s) Independently selected from the 
group consisting of: 

• halogen, 

• C-,.5 alkyl, 

• alkoxy, and 

• a group of Formula (V): 



wherein Boc is carbamic acid te/t-butyl ester and G Is C1.5 alkyl or 0^.5 alkyl substituted by substituent(s) Inde- 
pendently selected from the group consisting of: 

• carbocyclic aryl, 

• halogenated carbocyclic aryl. and 

• carbocyclic aryl substituted by alkoxy; 

or R2 is methylamino or dimethylamino when Q is Fomiula (II) and Y is a single bond or -CHg-; 
Each T Is independently selected from the group consisting of halogen, hydroxy, carboxy, carbamoyl, amino, cyano, 
nitro, C1.5 alkyl, C^.g alkyl substituted by halogen, C^.g alkyl substituted by hydroxy, C^.g alkyl substituted by car- 
boxy, C1.5 alkyl substituted by carbamoyl. C2.5 alkenyl, C2.5 alkynyl, C„ cycloalkyi, 0^.5 alkoxy. C1.5 alkoxy sub- 




(V) 
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stituted by halogen, carbocyclic aryl, heterocyclyl, and -N(R2a)(R2b); 
pi8 0,1.2.3,4or5; 

L is selected from the group consisting of Fonnulae (VI) to (XXi): 





(XII) • (xni) 




.^/%X^B-^'^ 'y^^'-A^^^^B^^ «j^/N-AN-''^'"B^*^ 

Cxvii) ' (xviiD ' (XIX) 




wherein R3 and R4 are independently hydrogen or C^.^ alkyl; and A and B are independently a single bond, 
or-(CH2)2-; 

and 
Y represents: 
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(i) -C(0)NR5-, -C(S)NR5-, -C(0)0-, -S(0)2-. -C(0)-. -C(S)-, a single bond, or -CHg- when L is selected from 
the group consisting of Formulae (VI) to (Xllll); or 

(ii) -C(0)NR5-, -C(S)NR5-, -C(0)0- or-OC(O)- when L is selected from the group consisting of Formulae (XIV) 
to (XXI): 

wherein R5 is hydrogen or C^.g alkyi, or when Y is -C(0)NR5- then R5 and R^ together with the nitrogen they are 
bonded fomn a heterocyclyl group; 

wherein carbocyclic aryl is phenyl, naphthyl, anthranyl, phenanthryl, or biphenyl; 

carbocyclyl is 10,11 -dihydro-5-oxo-dibenzo[a,d]cycloheptyl, 1-oxo-indanyl, 7,7-climethyl-2-oxo-bicyclo[2.2.1] 
heptyl, 9H-fluorenyl, 9-oxo-fluorenyl, acenaphthyl, anthraquinonyl, C-fluoren-9-ylidene, indanyi, indenyl, 
1,2,3,4-tetrahydro-naphthyl, or bicyclo[2.2.1]heptenyl; 

heterocyclyl is 1,2,3,4-tetrahydro-isoquinolyl, 1,2,3-thiadia2olyl, 1,2,3-tria2olyl, 1 .2-dihydro-3-oxo-pyrazolyl. 
1 ,3,4-thiadiazolyl, 1,3-dioxo-isoindolyl, 1 ,3-dioxolanyl, 1H-indolyl, 1 pyrrolo[2,3-c]pyridyl, IH-pyrrolyl, 1-oxo-3H- 
isobenzofuranyl, 2,2',5',2"-terthiophenyl, 2,2'-bithiophenyl, 2,3-dihydro-1-oxo-isoindolyl. 2.3-dihydro-benzo[1 ,4]dl- 
oxinyl, 2,3-dihydro-benzofuryl, 2,4-dihydro-3-oxo-pyrazolyl, 2H-ben2opyranyl, 2-oxo-benzopyranyl, 2-oxo-pyrro- 
lidlnyl, 3,4-dihydro-2H-benzo[1.4]oxazlnyl, 3.4-dihydro-2H-ben2o[b][1,4]dloxeplnyl, 4H-benzo[1 ,3]dioxinyl, AH- 
benzopyranyl, 4-oxo-1,5,6,7-tetrahydro-indolyl, 4-oxo-3,4'dihydro-phthalazinyl, 4-oxo-benzopyranyl, 9,10,10-tri- 
oxo-thioxanthenyl, 9H-carbazolyl, 9H-xanthenyl, azetidinyl, benzimidazolyl, benzo[1 ,3]dioxolyl. benzo[2,1,3]oxa- 
diazolyl, benzo[1,2,5]oxadiazolyl, benzo[b]thlenyl, benzofufyi, benzothiazolyl, cinnolyl, furyl, imidazo[2,1-b]thia- 
zolyl, imidazolyl, isoxazolyl, morpholino, morpholinyl, oxazolyl, oxolanyl, piperazyl, piperidyl, piridyl, pyrazolo[5,1 -b] 
thiazoiyi, pyrazolyl, pyrazinyl, pyridyl, pyrimidyl, pyrrolidyl, quinolyl, quinoxalyl, thiazolidyi, thiazolyl, thienyl, thlola- 
nyl, 2,3-dihydro-benzofuryl, tetrahydro-thienyl, or benzofuranyl; and 

halogen is fluoro, chloro, bromo, or iodo; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 

[0020] One aspect of the present invention pertains to phamiaceutical compositions comprising at least one com- 
pound, as described herein, in combination with a pharmaceuticaily acceptable canier. 

[0021] One aspect of the present invention pertains to methods for the prophylaxis ortreatment of improving memory 
function, sleeping and arousal, anxiety, depression, mood disorders, seizure, obesity, diabetes, appetite and eating 
disorders, cardiovascular disease, hypertension, dyslipidemia, myocardial infarction, binge eating disorders including 
bulimia, anorexia, mental disorders Including manic depression, schizophrenia, delirium, dementia, stress, cognitive 
disorders, attention deficit disorder, substance abuse disorders and dyskinesias including Parkinson's disease, epilep- 
sy, and addiction comprising administering to an individual suffering from said condition a therapeutteally effective 
amount of a compound, as described herein, or a phamiaceutical composition thereof. 

[0022] One aspect of the present invention pertains to methods for the prophylaxis ortreatment of an eating disorder, 
obesity or an obesity related disorder comprising administering to an individual suffering from the condition a thera- 
peutically effective amount of a compound, as described herein, or a phamiaceutical composition thereof. 
[0023] One aspect of the present invention pertains to methods for the prophylaxis or treatment of anxiety, depres- 
sion, schizophrenia, addiction, or epilepsy comprising administering to an individual suffering from the condition a 
therapeutically effective amount of a compound, as described herein, or a pharmaceutical composition. 
[0024] One aspect of the present invention pertains to compounds of the present invention, as described herein, or 
a phamiaceutical composition thereof, for use in a method of treatment of the human or animal body by therapy 
[0025] One aspect of the present invention pertains to compounds of the present invention, as described herein, or 
a phanmaceutical composition thereof, for use In a method of prophylaxis or treatment of an eating disorder, obesity 
or an obesity related disorder of the human or animal body by therapy. 

[0026] One aspect of the present invention pertains to compounds of the present invention, as described herein, or 
a phamiaceutical composition thereof, for use in a method of prophylaxis ortreatment of anxiety, depression, schizo- 
phrenia, addiction, or epilepsy of the human or animal body by therapy. 

[0027] One aspect of the present invention pertains to compounds of the present invention, as described herein, for 
the manufacture of a medicament for use In the prophylaxis or treatment of an eating disorder, obesity or obesity related 

disorders. 

[0028] One aspect of the present invention pertains to compounds of the present invention, as described herein, for 
the manufacture of a medicament for use in the prophylaxis ortreatment of anxiety, depression, schizophrenia, addic- 
tion, or epilepsy. 

[0029] One aspect of the present invention pertains to methods of decreasing food intake of an individual comprising 
administering to the individual a therapeutically effective amount of a compound, as described herein, or a pharma- 
ceutical composition thereof. 

[0030] One aspect of the present invention pertains to methods of inducing satiety in an individual comprising ad- 



21 



EP1464 33SA2 



ministering to said individual a therapeuticaily effective amount of a compound, as described herein, or a pharmaceutical 
composition thereof. 

[0031] One aspect of the present invention pertains to methods of controlling or reducing weight gain in an individual 
comprising administering to said individual a therapeutically effective amount of a compound, as described herein, or 

5 a phamnaceutical composition thereof. 

[0032] One aspect of the present invention pertains to methods of modulating a MCH receptor in an Individual com- 
prising contacting the receptor with a compound, as described herein. In some embodiments, the compound is an 
antagonist. In some embodiments, the modulation of the MCH receptor Is for the prophylaxis or treatment of an eating 
disorder, obesity or obesity related disorder. In some embodiments, the modulation of the MCH receptor reduces food 

10 Intake of the individual. In some embodiments, the modulation of the MCH receptor Induces satiety in the Individual. 
In some embodiments, the modulation of the MCH receptor controls or reduces weight gain of the individual. In some 
embodiments, the modulation of the MCH receptor Is for prophylaxis or treatment of anxiety, depression, schizophrenia, 
addiction, or epilepsy. 

[0033] In some embodiments, the individual is a mammal. 

15 [0034] In some embodiments, the mammal Is a human. 

[0035] In some embodiments, the human has a body mass Index of about 18.5 to about 45. In some embodiments, 
the human has a body mass index of about 25 to about 46. In some embodiments, the human has a body mass index 
of about 30 to about 45. In some embodiments, the human has a body mass index of about 35 to about 45. 
[0036] One aspect of the present Invention pertains to methods of producing a phamnaceutlcal composition com- 

20 prising admixing a compound, as described herein, and a pharmaceutlcally acceptable carrier. 

[0037] This application claims priority to US Provisional Patent Applications, Serial No. 60/458,530, filed March 31 , 
2003; Serial No. 60/495,91 1 , filed August 1 9, 2003; Serial 60/51 0,1 86, filed October 9, 2003; and Serial No. 60/530,360, 
filed December 16, 2003; all of which are Incorporated herein by reference in their entirety. 

25 Detailed Description of the Invention 

[0038] One aspect of the present invention relates to certain substituted heterocyclic compounds represented by 
Fonmula (I): 

30 

(D 

35 

or a phamiaceutically acceptable salt, hydrate or solvate thereof, wherein Q, L, Y, and are as described herein, 
supra and infra. 

[0039] It is appreciated that certain features of the Invention, which are, for clarity, described In the context of separate 
embodiments, may also be provided in combination in a single embodiment. Conversely, various features of the in- 
40 ventlon which are, for brevity, described in the context of a single embodiment, may also be provided separately or in 
any suitable subcombination. 

[0040] In some embodiments of the present invention, R2 is selected from the group consisting of: 

hydrogen, halogen, hydroxy, carisoxy, carbamoyl, amino, Ci.5 aikyi substituted by hydroxy, 0^5 aikyi substituted 
45 by cartjoxy, C1.5 alkyl substituted by carbamoyl, C^.^ alkoxy, C^.g alkoxy substituted by halogen, -NHNH2, -NHN- 

HBoc, -N(R2a)(R2b). morpholino, 4-acetyl-piperazyl, or 4-phenyl-pipera2yl, 

wherein Rga is hydrogen or C^.g alkyl and is 0^.5 aikyi, C3.6 cycloalkyl. or 0^.5 alkyl substituted by substituent 
(s) independently selected from the group consisting of: 

50 

• halogen, 

• hydroxy, 

• cartsoxy, 

• cari^amoyl, 
55 • C1.5 alkoxy, 

• amino, 

• -NHBoc, 

• C3^ cycloalkyl, 
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• carbocycllc aryl, 

• carbocycllc aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 

Ci.5all(yi, 
M C^.salkoxy, and 
•• -SO2NH2, 

• heterocyclyl, and 

C3.6 cycloalkyi, carbocyciic aryl, carbocycllc aryl substituted by substltuent(s) Independently selected fronn the group 
consisting of: 

• halogen, 

• C1.5 alkyi, 

• alkoxy, and 

• a group of Fomnuta (V): 



wherein Boc is carbamic acid ferf-butyl ester and G is alkyi or 0^.5 alkyi substituted by substltuent(s) independently 
selected from the group consisting of: 

• carbocyciic aryl, 

• halogenated carbocycik) aryl, and 

• carbocyciic aryl substituted by alkoxy. 

[0041] In some embodiments of the present invention, R2 is -N(R2a)(R2b). wherein Rga is hydrogen or C^.g alkyi and 
R2b is C1.5 alkyI, cycloalkyl. or C1.5 alkyi substituted by substrtuent(s) Independently selected from the group 
consisting of: 

• halogen, 

• hydroxy, 

• carboxy, 

• carbamoyl, 

• alkoxy, 

• amino, 

• -NHBoc. 

• C3.6 cycloaikyi, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

•• C^. 5 alkyi, 

— 0^.5 alkoxy, and 

- -SO2NH2. 

• heterocyctyl, and 

cycloaikyi, carbocycllc aryl, carbocyciic aryl substituted by substituent(s) independently selected from the group 
consisting of: 




(V) 



• halogen, 
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• Ci.5 alkyi, 

• 0^.5 aikoxy, and 

• a group of Formula (V): 

(V) 

wherein Boc is carbamic acid tert-butyl ester and G is 0^.5 alkyI or 0^.5 allcyi substituted by substituent(s) Independently 
selected fronn the group consisting of: 

• carbocyclic aryl, 

• halogenated carbocyclic aryl, and 

• carbocyclic aryl substituted by aikoxy. 

[0042] In some embodiments of the present Invention, Rg is -N(R2a)(R2b). wherein Rga is hydrogen or C^s alky! and 

R2b «s C1.5 aikyi or C3.6 cycloalkyl. 

[0043] in some embodiments of the present invention, is selected from the group consisting of: 
(0 alkyI, and 

C1.8 alkyI substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• 0x0, 

• C^.g aikoxy, 

• aikoxy substituted by carbocyclic aryl, 

• C-,.5 alkylcarbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 
•• nitro, 

M alkyi, and 
aikoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by 0^.5 alkyI, 

• alkoxycarbonyl, 

• mono-C^.5 aikylaminocarbonyl, 

• dl-Ci.5 aikylaminocarbonyl, 

• mono-Ci.5 alkylamlno, 

• mono-C^.g alkylamino substituted by cyano, 

• mono-C^.g alkylamino substituted by carbocyclic aryl, 

• dl-C^.s alkylamino, 

• di-C^.g alkylamino substituted by cyano, 

• di-C^.s alkylamino substituted by carbocyclic aryl, 

• mono-carbocyclte arylamino, 

• mono-carbocyclic arylamino substituted by halogen, 

• mono-carbocycric arylamino substituted by alkyI, 

• di-carbocycllc arylamino, 

• di-carbocyciic arylamino substituted by halogen, 

• dl-carbocyclic arylamino substituted by 0^.5 alkyI, 

• Ci .5 alkoxycarbonylamino , 

• carbocyclic arylcarbonytamino, 

• carbocyclic ary tsulf onylamino , 
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• carfoocyclic aryisulfonylamino substituted C1.5 alkyi, 

• Ci.5allcytthio, 

• alkylthlo substituted by substltuent(s) Independently selected from the group consisting of: 
•• carbocyclic aryl, 

•• carbocyclic aryl substituted by halogen, and 
M carbocyclic aryl substituted by alkoxy, 

• carbocyclic arylthio, 

• heterocyclylthio, 

• heterocyclylthio substituted by nitro, 

• heterocyclylthio substituted by alkyI, 

• C3.6 cycloalkyi, 

• C3.6cycloalkenyl, 

• carbocydyl, 

• carbocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• C^^salkyl, 

0^.5 alkoxy, 
•• C2.5 alkenyl, and 

C2.5 alkenyl substituted by substltuent(s) independently selected from the group consisting of: 
carbocyclic aryl, and 

carbocyclic aryl substituted by alkylsulfinyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by 8ubstituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• nitro, 

alkyI, 

0^.5 aikyi substituted by substituent(s) independently selected from the group consisting of: 

— 0x0, 

carbocyclic aryl, and 
••• heterocyclyl, 

•• C2.5 alkenyl, 
•• 0^.5 alkoxy, 

•• alkoxy substituted by halogen, 

alkoxy substituted by carbocyclic aryl, 

carbocyclic aryloxy, 
M mono-carbocyclic arylaminocarbonyt, 

mono-carbocycllc arylamlnocarbonyl substituted by halogen. 
•• di-carbocyclic arylamlnocarbonyl, 

di-carbocyclic arylamlnocarbonyl substituted by halogen, 

carbocyclic aryl, and 

heterocyclyl, 

• heterocyclyl, and 

» heterocyclyl substituted by substltuent(s) Independently selected from the group consisting of: 

•• C1.5 alkyI, 

atkyi substituted by carbocyclic aryl, 
•• alkoxy, 

M CI -5 alkoxy substituted by carbocyclic aryl, 
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carbocycllc aryl, and 

carbocyclic aryl substituted by halogen, 

(ii) C2.7 alkenyl. and 

C2.7 alkenyl substituted by substltuent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• nitro, and 
•• alkoxy, 

(Hi) C2.5 alkynyl, and 

C2.5 alkynyl substituted by carbocyclic aryl, 

(iv) cycloalkyi, and 

cycloalkyi substituted by substituent(s) independently selected from the group consisting of 

• Ci.5alkyl, 

• alkyl substituted by 0x0, 

• 0^.5 alkyt substituted by carbocyclic aryl, and 

• carbocyclic aryl, 

(v) carbocyclyl, 

(vi) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• carboxy, 

• carbamoyl, 

• C^.^o substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 

hydroxy, 
•• 0x0, 

carbocyclic aryloxy, 

carbocyclic aryl, and 
- carbocyclic aryl substituted by alkyl, 

• C1.7 alkoxy, 

• alkoxy substituted by 8ubstituent(s) independently selected from the group consisting of: 
halogen, 

carbocyclic aryl, and 
halogenated carbocyclic aryl, 

• C2.5 alkenyloxy, 

• Cs^cycloalkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by nitro, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• alkoxycarbonyl, 

• mono-C^.s alkylaminocarbonyl, 

• di-C^.5 alkylaminocarbonyl, 
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• mono-C^.5 alkylaminocarbonyl substituted by carbcx;yclic aryl, 

• di-Ci .5 alkylaminocarbonyl substituted by carbocycllc aryl, 

• amino, 

• mono-C^.g ailcylamlno, 

• di-C^.5 alkylamino, 

• mono-C^.s allcylamino substituted by cyano, 

• di-C^.g alkylamino substituted by cyano, 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocycllc aryl. 

• alkoxycarbonyiamino, 

• (carbocycllc aryl)NHC(0)NH, 

• (carbocycllc aryl)NHC(0)NH substituted by C^.g alkoxy. 

• (carbocyclic aryl)N-HC(0)NH substituted by haloganated C^.g alkoxy, 

• carbocyclic aryl azo, 

• carbocyclic aryl azo substituted by mono-C^.g alkylamino. 

• carbocycllc aryl azo substituted by di-C^.g alkylamino, 

• 0^-5 alkylthio, 

• C^.s alkylthio substituted by halogen, 

• carbocyclic arylthio, 

• carbocycllc arylthio substituted by nitro, 

• carbocyclic arylthio substituted by cyano, 

• aminosulfonyl, 

• mono-C^.5 alkylaminosulfonyl, 

• di-C^.s alkylaminosulfonyl, 

• heterocyclylsulfonyl, 

• cycloalkyi, 

• C3.6 cycloalkyi substituted by alkyi, 

• carbocycllc aryl, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

C1.5 alkyl. 

carbocyclic aryl, and 
halogenated carbocycllc aryl. 

(vii) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of 

• halogen, 

• nitro. 

• amino, 

• hydroxy, 

• C1.5 alkyl, 

• alkyl substituted by substituent(s) Independently selected from the group consisting of: 

halogen. 
•• hydroxy, 

C1.5 alkylthio, 
M 0^.5 alkylthio substituted by carbocyclic aryl, 
M C^.g alkylthio substituted by halogenated carbocyclk: aryl, 
•• carbocyclic aryl, 

M carbocyclic aryl substituted by halogen, and 
•• heterocyclyl, 

• C1.5 alkoxy. 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by alkyl. 
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• carbocyclic aryloxy substituted by aikoxy, 

• mono-C^.g alkylamino, 

• dl-Ci.5 alkylamino. 

• Ci.5alkytthio, 

• C2.5 alkenytthio, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by C1.5 alkoxycarbonyl, 

• alkylsulfonyi, 

• carbocyclic arylsutfonyl, 

• carbocyclic arylsulfonyl substituted by alkyi, 

• alkoxycarbonyl, 

• alkoxycarbonyl substituted by carbocyclic aryl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• nltro, 

aikyi, and 

alky! substituted by halogen, 

• heterocyclyl; 

wherein carbocyclic aryl Is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1,2,3,4-tetrahydronaphthyl, 1-oxo-indanyl, 9-fiuorenyl, 9H-fluorenyl. 9-oxo-9H-fluorenyl, adamant- 
ly, blcyclo[2.2.1]heptenyl, blcyclo[2.2.1]heptyl, indanyl, Indenyl, or menthyl; 

heterocyclyl Is 1 ,2,3-triazoiyl, 1H-indolyl, 1H-pyrrolyl, 2,3-dihydro-1-oxo-isoindolyl, 2,3-dihydro-benzo[1 ,4]dioxi- 
nyl, 2,3-dihydro-benzofuryl, 2,4-dihydro-3-oxo-pyrazoiyl, 2H-benzopyranyl, 2-oxo-benzopyranyl, 3,4-dihydro-2W-ben- 
zo[b][1 ,4]dioxepinyl, 4,5,6,7-tetrahydro-benzo[b]thienyl, 4^#■benzo[1 ,3]dioxinyl. 4-oxo-1 ,5,6,7-tetrahydro-lndolyl, 
4-oxo-benzopyranyl, 9H-carbazoIyl, 9H-xanthenyl, azetidinyl, ben2o[1,3]dioxolyl, benzo[2,1,3]oxadiazolyl, benzo 
[1,2,5]oxadiazolyl, benzo[2,1,3]thiadlazolyt, benzo[b]thlenyl, benzofuryl, benzothlazolyl, furyl, imldazo[2,1-b]thlazotyl, 
Imldazolyl, isoxazolyl, morpholino, morpholinyl, oxazolyl, phenanthro[9,10-d]oxa2olyl, piperidyl. pyrazoiyi, pyridyl, py- 
rimidyl, quinolyl, quinoxalyl, tetrahydrofuryl, thiazolyl, orthlenyl; and 

halogen is fluoro, chioro, bromo, or lodo; 
or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
[0044] In some embodiments of the present invention, Q Is Fomnula (It); 

is selected from the group consisting of; 

(i) C1.8 alkyi, and 

alkyI substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• 0x0, 

• aikoxy, 

• 0^.5 aikoxy substituted by carbocyclic aryl, 

• C<,.5 alkytearbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by nltro, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by aikyi, 

• alkoxycarbonyl, 

• mono-C^,5 alkylaminocarbonyl, 

• di-C^.5 ail^laminocarbonyl, 

• mono-Ci.5 alkylamino, 

• mono-C^.5 alkylamino substituted by cyano, 

• mono-C^.5 alkylamino substituted by carbocyclk; aryl, 

• di-Ci.5 alkylamino, 
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• CII-C1.5 alkylamino substituted by cyano, 

• dl-Ci.5 alkylamino substituted by carbocycllc aryi. 

• mono-carbocycllc arylamino, 

• di-carbocycllc arylamino, 

• alkoxycarbonyiamlno, 

• carbocycllc arytearbonylamino, 

• carbocyclic arylsulfonylamino, 

• carbocyclic arylsulfonylamino substituted 0^.5 alkyi, 

• 0^.5 alkytthio, 

• alkylthio substituted by substituent(s) independently selected from the group consisting of: 
carbocyclic aryi, 

carbocyclic aryi subst'ttuted by halogen, and 
carbocycllc aryi substituted by alkoxy, 

• carbocyclic arylthio, 

• heterocyciylthio, 

• heterocyciylthio substituted by C^.g alkyI, 

• cycloalkyi, 

• cycloalkenyl, 

• carbocyclyl, 

» carbocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

— halogen, 
•• C1.5 alkyI, 
•• C1.5 alkoxy, 

C2.5 aikenyl, and 

C2.5 aikenyl substituted by substituent(s) independently selected from the group consisting of: 
carbocyclic aryi, and 

cartocyclk: aryi substituted by 0^.5 alkylsulfinyl, 

• carbocyclic aryi, 

• carbocyclic aryi substituted by sub8tituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 

nitro, 
•• C1.5 alkyI, 

•• alkyl substituted by substituent(s) Independently selected from the group consisting of: 
0x0, 

carbocycllc aryi, and 
M« heterocyclyl, 

C2.5 aikenyl, 
•• C1.5 alkoxy, 

— alkoxy substituted by halogen, 

•• C1.5 alkoxy substituted by carbocycllc aryi, 
•• carbocyclic aryloxy, 

mono-carbocyclic arylamlnocarbonyi, 

mono-carbocycllc arylamlnocarbonyi substituted by halogen, 

di-carbocyclic arylamlnocarbonyi, 

di-carbocyclic arylamlnocarbonyi substituted by halogen. 
m carbocyclic aryi. and 

heterocyclyl. 

• heterocyclyl. and 
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• heterocyctyl substituted by substituent(s) independently selected from the group consisting of: 

•• alkyi, 

alkyI substituted by carbocyciic aryl. 
•• 0^.5 alkoxy, 

0^.5 alkoxy substituted by carbocyclb aryl, 
^ carbocyciic aryl, and 

carbocyciic aryl substituted by halogen, 

(ii) C2.7 alkenyl, and 

C2.7 alkenyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyciic aryl. 

• carbocyciic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
nitro, and 
•• alkoxy, 

(iil) C2.5 alkynyl, and 

C2.5 alkynyl substituted by carbocyciic aryl, 

(iv) C3.6 cycloalkyi, and 

C3.6 cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 

• C1.5 alkyI, 

• alkyI substituted by 0x0. 

• 0^.5 allQrl substituted by carbocyciic aryl, and 

• carbocyciic aryl, 

(v) carbocyclyl. 

(vi) carbocyciic aryl, and 

carbocyciic aryl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• C1.5 alkyI, 

• all^l substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
•• 0x0, 

carbocyciic aryloxy, 

carbocyciic aryl, and 

carbocyciic aryl substituted by 0^.5 alkyi, 

• C1.5 alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

carbocyciic aryl, and 
•» halogenated carbocyciic aryl, 

• C2.5 alkenytoxy, 

• cycloalkoxy, 

• carbocyciic aryloxy, 

» carbocyciic aryloxy substituted by alkoxy, 

• alkoxycarbonyl, 
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• mono-C^.s aikylaminocarbonyi, 

• dl-C^.s atkylaminocarbonyl, 

• mono-C^.s alkylaminocarbonyl substituted by carbocycllc aryl, 

• di-Ci.5 alkylaminocarbonyl substituted by carbocyclic aryl. 

• amino, 

• mono-C^.g alkylamino, 

• dl-Ci,5 alkylamino, 

• mono-C^.g alkylamino substituted by cyano, 

• di-C^.5 alkylamino substituted by cyano, 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocyclfe aryl, 

• (carbocyclic aryl)NHC(0)NH. 

• (carbocyclic aryl)NHC{0)NH substituted by C1.5 alkoxy, 

• (carbocyclic aryiyNHC(0)NH substituted by haloganated C^s alkoxy, 

• Ci,5 alkylthio, 

• all^lthio substituted by halogen. 

• carbocyclic arylthio, 

» carbocyclic arylthio substituted by cyano, 

• mono-Cv5 alkylaminosulfonyl, 

• di-C^.g alkylaminosulfonyl, and 

• carbocyclic aryl, 

(vil) heterocyclyl, and 

heterocyciyi substituted by substituent(s] independently selected from the group consisting of: 

• halogen, 

• nitro, 

• alkyi, 

• alkyI substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
alkylthio, 

C1.5 alkylthio substituted by carbocyclic aryl, 
•• C^.g alkylthio substituted by halogenated carbocyclic aryl, 
carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 
heterocyclyl, 

• C1.5 alkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkyI, 

• alkylthio, 

• C2.5 alkenylthio, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by C^.g alkoxycarbonyl, 

• 0^.5 alkytsulfonyl, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by 0^.5 alkyi, 

• C1.5 alkoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• nltro, 

0^.5 alkyI, and 

0^.5 alkyI substituted by halogen, 
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• heterocyclyl; 

R2 is methylamino or dimethylamino when Y is a single bond or -CH2-: 
wherein carbocycllc aryl Is phenyl, naphthyl. or anthranyl; 

carbocyclyl is 1 ,2,3,4-tetrahydronaphthyl. 1-oxo-lndanyl, 9-fluorenyl, 9-oxo-9H-fluorenyl, blcyclo[2.2.1]hep- 
tyl, Indenyl, or menthyl; 

heterocyclyl Is 1,2,3-triazolyl, 1H-lndolyI, 1H-pyrrolyl, 2,3-dihydro-1-oxo-lsoindolyl, 2,3-dihydro-benzo[1 ,4] 
dioxinyl, 2,3-dihydro-benzofuryl, 2,4-dihydro-3-oxo-pyrazotyl, 2H-benzopyranyl, 2-oxo-benzopyranyl, 3,4-dlhydro- 
2Afbenzo[b][1 .4]dioxepinyl, 4-oxo-benzopyranyl, 9H-carbazolyl, 9H-xanthenyl, azetidinyl, benzo[1 ,3]dloxolyl, ben- 
zo[2,1 .3]oxadiazolyl, benzo[1 ,2,5]oxadlazolyl, benzo[b]thlenyl, benzofuryl, benzothlazolyl, furyl, imidazo[2,1-b]thl- 
azolyl, Imidazolyl, isoxazolyl, morpholino, pyrazolyl, pyridyl, pyrimidyl, quinolyl, quinoxalyl, thiazolyl, orthienyl; and 

halogen is fluoro, chloro, bromo, or lodo; 

or a phamriaceutically acceptable salt, hydrate, or solvate thereof, 

[0045] In some ennbodlnnents of the present Invention, Is selected from the group consisting of: 

(i) atkyi, and 

alkyi substituted by substltuent(s) independently selected from the group consisting of: 

• Ci.galkoxy, 

• C1.5 alkoxy substituted by carbocycllc aryl, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by halogen, 

• mono-Ci.5 alkylamino, 

• mono-Ci.5 alkylamino substituted by substituent(s) Independently selected from the group consisting of: 

•• cyano, and 
carbocycllc aryl, 

• dl-Ci.5 alkylamino, 

• di-Ci.5 alkylamino substituted by substituent(s) Independently selected from the group consisting of: 

cyano, and 
carbocycllc aryl, 

• mono-carbocyclic arylamino, 

• di-carbocycllc arylamino, 

• carbocycllc arylsutfonylamino, 

• carbocycllc arylsutfonylamino substituted by C1.5 alkyI, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substltuent(s) Independently selected from the group consisting of: 

— halogen, 
•• nitro, 

•• C^. 5 alky I, 

- alkyI substituted by substltuent(s) Independently selected from the group consisting of: 

0x0. and 
carbocyclic aryl, 

M 0^.5 alkoxy, 

alkoxy substituted by halogen, 

• heterocyclyl, 

• heterocyelyl substituted by carbocyclic aryl, and 

• heterocyclyl substituted by halogen, 

(ii) C2.7 alkenyl, and 
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C2.7 alkenyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by alkoxy, 

(iii) C2.5 alkynyl, and 

C2.5 alkynyl substituted by carbocyclic aryl, 

(iv) 0^ cycloalkyi, and 

C3.6 cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 

• alkyi, and 

• alky! substituted by carbocyclic aryl. 

(v) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• alkyi, 

• aikyi substituted by halogen, 

• alkoxy, 

• 0^.5 alkoxy substituted by substituent(s) independently selected from the group consisting of: 

— halogen, and 
carbocyclic aryl, 

carbocyclic aryl substituted by halogen, 

• C2.5 alkenyloxy, 

• mono-C^.5 alkylamino, 

• di-C^.s alkylamino, 

• mono-C^.5 alkylamino substituted by cyano. 

• di-Ci.5 alkylamino substituted by cyano, 

• C<,.5 alky Ithio, and 

• alkylthio substituted by halogen, 

(vi) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyI, 

• 0^.5 alky! substituted by substituent(8) independently selected from the group consisting of: 

hydroxy, and 

— carbocyclic aryl, 

• C^. 5 alkoxy, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by aikoxycarbonyl, 

• aikoxycarbonyl, 

• carbocyclic aryl, 

» carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

— alkyt, and 

M alkyI substituted by halogen, 
L is Formula (VII); 
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Y is a single bond or -CH2S 

R2 is methylamino or dimethylannino; 

wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl is 1H-indolyl, lAfpyrrolyl, 2,3-dihydro-benzo[1 .4]dioxinyl. 4-oxo-benzopyranyl, 9/fcarbazolyl, 
azetldlnyl. benzo[1,3]dioxolyl, benzo[b]thienyl, furyl, imldazo[2,1-b]thlazolyl, pyrazolyl, pyridyl. or thienyl; and 
halogen is fluoro» chloro, bromo, or lodo; 

or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 
[0046] In some embodiments of the present invention, p is 0; R3 and R4 are hydrogen; A Is a single bond or -CH2-; 
and B is a single bond or -CHg-; or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[(M)47] In some embodiments of the present Invention, Is selected from the group consisting of: 

(i) 0^.5 alicyl. and 

C1.5 alkyi substituted by substituent(s) independently selected from the group consisting of: 

• mono-Ci.5 alkylamino, 

• mono-C^.g alkylamino substituted by cyano, 

• di-C^.5 alkylamino, 

• di-Ci.5 alkylamino substituted by cyano, 

• mono-carbocyclic arylamino, 

• di-carbocyclic arylamino, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• •halogen, and 

• alkoxy. 

• heterocyclyl, and 

• heterocyclyl substituted by carbocyclic aryl, 

(li) C2.5 alkenyl, and 

C2.5 alkenyl substituted by carbocyclic aryl, 
(iiO carbocyclic aryl, and 

carbocyclte aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• alkoxy, 

• C<|.5 alkoxy substituted by halogen, and 

• C2.5 alkenyloxy, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• 0^.5 alkyI, 

• alkyt substituted by carbocyclic aryl, 

• alkoxy, and 

• C1.5 alkoxycarbonyl; 

wherein carbocyclic aryl Is phenyl or naphthyl; 

heterocyclyl is 1 H-indolyl, azetldlnyl, or benzo[1 .3]dloxolyl; and 

halogen Is fluoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or soh^ate thereof. 

[0048] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound is se- 
lected from the group consisting of: 
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ethyl 4,6-dichloro-3-{[(cis-4-{[4-{dimethylamino)quinolin-2-yl]amino}-cy^^ 
boxylate; 

3- [{2-[(cis-4^[4-(djmethylamino)quinolln-2-yl]amjno}cyclohexyl)-am^no]eth^ 
N'^,N^-dimethyl-N2-(cis-4-{[2-(2-phenyl-1HMndol-3-yl)ethyl]amino}K:yclohe^^ 
N2-[cis-4-({[1-(djphenylmethyl)azetldln-3-yl]methyl}amlno)cyclohexyl]-N^NK^ 
N2-(cjs-4-{[(2,6-dimethoxybenzyl)amjno]methyl}cyclohexyl)-N^N*-dimethy!quinol^ 
N2.(cls-4-{[(2-ethoxyben2yOamlno]methyl}cyclohexyl)-N^,N^-dimethylqum 
N2-[cls-4-({[(4-methoxy-1-naphthyl)methyI]amlno}methyl)cyclohexyl]-N^N^ 

4- bromo-2-{{[(cis-4^[4-(dlmethyIamlno)quinolln-2-yl]amino)cyclohexyl)-methyl]am 
N2-[cjs-4-({[(5-bromo-1H-indol-3-yl)methyl]aminomethyl)cyclohexyl]-N^,N'*-dl^ 
N^-(ci8-4-{[(5-bromo-2,4K:limethoxybenzyl)amino]methyl}cyctoh6xyl)-N^,N^-di^ 
N2.(cls-4-{[(3,3-dlphenylprop-2-en-1-yl)amlno]methyl}cyclohexyl)-N^,N^-di^ 
N^,N^-dlmethyl-N2-(cls-4-{[(2,4,6-trimethoxybenzyl)amlno]methyl)K:yclohexyl)qu 
N2-(cis-4-{[(2,5-diethoxybenzyl)amino]methyl}cyclohexyl)-N*,N*-dlmethylquinollne^^ 
N2-(cjs-4-{[(2,4-diethoxybenzyl)amlno]methyl}cyclohexyl)-N^,N^-dimethylquinollne-2 
N2-(cls-4-{[(3,5-dibromo-2-methoxybenzyl)amlno]methyl}cyclohexyl)-N^N^-dimethylqul^ 
N^,N^-dimethyl-N2-(cls-4-{[(2,4,5-triethoxybenzyl)amlnolmethyl}-cyclohexyl)quino 
N^,N^-dimethyl-N2-(cis-4-{[(2,4,54rimethoxybenzyl)aminolmethyl}-cyclohexyl)qulnolm 
N2^cis-4-({[2-(allyloxy)benzyl]amlno]methyl)cyclohexyl]-N^,N^-dimethylquinoline-2,^ 
N2^cis-4-({((7-methoxy-1 ,3-ben2odloxol-6-yl)methyl]amino}methyl)-cyclohe)cyl]-N*,N*-djmethylqulnoline-2,^^^ 
amine; 

N2-{cls-4-[2-(4-bromo-2-trifluoromethoxy-phenyl)-ethyIammo]K:yclohexyl)-N^,^ 

N2-[cjs-4-(4-bromo-2-trifluoromethoxy-benzyl)aminoK:yclohexyl]-N^,N^-dlmethyl-qu^ 

N2-[cls-4-(4-bromo-2-trifluoromethoxy-benzyl)amlno-cyclohexyl]-N^-methyl-qulnolln^^^ 

N244-[2-(4-bromo-2-trlfIuoromethoxy-phenyl)-ethylamlno]K7clohexyl}-N*-meth^ 

N^-methyl-N2-{cis-4-[(2-trifluoromethoxy-benzyl)ammo-methyl]-cyclohex^ 

N2^cls-4-[(4-bromo-2-trifluorometho)cy-benzyl)amlno-methyl]-cyclohexyl}-N*-m 

N24cls-4-[(4-bromo-2-trifluoromethoxy-benzyl)amino-methyl]-cyc!ohex^ 

N^,N*-dlmethyl-N2-{cis-4-[(2«trifluoromethoxy-benzyl)amlno-methyl]<:yclohexyl}-qum 

cis-N-(3,5-dimethoxybenzyl)-N'-(4-methylquinolln-2-yl)cyclohexane-1,4-diamlne; and 

cis-N-(3,5-dlchlorobenzyl)-N'-(4-methytqulnolln-2-yl)cyclohexane-1 ,4-dlamine; 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0049] In some embodiments of the present Invention is selected from the group consisting of: 

(i) C<|.5 alkyi, and 

alky! substituted by substltuent(s) independently selected from the group consisting of: 

• hydroxy, 

• 0X0, 

• q.5all<oxy, 

• 0^.5 alkoxy substituted by carbocyclic aryi, 

• 0^.5 alkylcarbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
•• nitro, 

Ci.5 alky I, 

alkoxy, and 
M 0^.5 alkoxy substituted by halogen, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by 0^.5 alkyI, 

• mono-C^.s alkylaminocarbonyi, 

• dl-C^.5 alkylaminocarbonyi, 

• mono-C^.s alkylamino, 

• di-C^.5 alt^lamino. 
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• mono-carbocyclic arylamino, 

• dl-carbocyclic arytamino, 

• mono-carbocyclic arylamino substituted by halogen, 

• di-carbocyclic arylamino substituted by halogen, 

• carbocyclic afylcarbonylamino, 

• alkoxycarbonylanriino, 

• alkylthio, 

• alkylthio substituted by substltuent(s) independently selected from the group consisting of: 
carbocyclic aryl, and 

Carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, and 
Ci.salkoxy, 

• carbocyclic arylthio, 

• heterocyclylthio, 

• heterocyclylthio substituted by aikyi, 

• cycloalkyi, 

• cycloalkenyl, 

• carbocyclyl, 

• carbocyclyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

— Ci.5alkyl, 
C^.salkoxy, 
C2.5 alkenyl, and 

^ C2.5 alkenyl substituted by substituent(s) independently selected from the group consisting of: 
carbocyclic aryl, and 

carbocyclic aryl substituted by C1.5 alkylsulflnyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

hydroxy, 
•• nltro, 
•• C^. 5 alky I, 

alkyi substituted by substituent(s) independently selected from the group consisting of: 

— 0x0, 

carbocyclic aryl, and 
heterocyclyl, 

•• C^.5alkoxy, 

alkoxy substituted by halogen. 
M 0^.5 alkoxy substituted by carbocyclic aryl, 

carbocyclic aryioxy, 

mono-carbocyclic arylaminocarbonyl, 

mono-carbocyclic arylaminocarbonyl substituted by halogen. 

dl-carbocyclic arylaminocarbonyl. 

dl-carbocyclic arylaminocarbonyl substituted by halogen, 

— carbocyclic aryl. and 

— heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by substrtuent(s) independently selected from the group consisting of: 
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Ci.5 alkyi, 

C1.5 alky! substituted by carbocycllc aryl, 
alkoxy, 

alkoxy substituted by carbocyclic aryl, 
carbocyclic aryl, and 
M carbocyclic aryl substituted by halogen, 

(11) C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) Independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
•• nitro, 

(iiO C3.Q cycloalkyi, and 

C3.6 cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 

• C1.5 alkyi, 

• alkyi substituted by substituent(s) independently selected from the group consisting of: 
0x0, and 

carbocyclic aryl, and 

• carbocyclic aryl, 

(iv) carbocyclyl, 

(v) carbocyclic aryl, and 

carbocyclk: aryl substituted by 8ubstituent(s) Independently selected from the group consisting of 

• halogen. 

• hydroxy, 

• cyano, 

• nitro, 

• carboxy, 

• carbamoyl, 

• C1.5 alkyi, 

• Ci.5 alkyi substituted by substituent(s) independentiy selected from the group consisting of: 

halogen, 
hydroxy, 
0x0, 

carbocyclic aryloxy, 
carbocyclic aryl, and 
— carbocyclic aryl substituted by alkyi, 

• alkoxy, 

• 0^.5 alkoxy substituted by substituent(s) Independentiy selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• alkoxycarbonyl, 

• mono-C^.5 alkylaminocarbonyl, 

• di-Ci.5 alkylaminocarbonyl, 
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• mono-C^.s alkylaminocarfoonyl substituted by carbcx:yclic aryl, 

• aikylaminocarbonyl substituted by carbocyclic aryl, 

• amino, 

• mono-C^.5 alkylamino, 

• di-Ci.5 allcylamino, 

• C2.5 allcynylcarbonylamino, 

• C2.5 ail<ynytcarbonylamino substituted by carbocyciic aryl, 

• (carbocyciic aryl)NHC(0)NH. 

• (carbocyciic aryl)NHC(0)NH substituted by C^.g allcoxy, 

• (carbocyciic aryl)NIHC(0)NH substituted by haioganated alkoxy, 

• C^.5aikylthio, 

• allcylthio substituted by halogen, 

• carbocyciic arylthio, 

• carbocyciic arylthio substituted by cyano, 

• mono-C^.g alkylamlnosulfonyl, 

• di'C^.5 alkylamlnosulfonyl, and 

• carbocyciic aryl, 

(vi) heterocyclyl, and 

heterocyclyl substituted by substituent(8) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• hydroxy, 

• amino, 

• Ci.5alkyl, 

• 0^.5 alkyi substituted by substftuent(s) independently selected from the group consisting of: 

•• halogen, 
•• 0^.5 alkylthio, 

alkylthio substituted by carbocyciic aryl, 
•• 0^,5 alkylthio substituted by halogenated carbocyclte aryl, 
carbocyciic aryl, 

carbocyciic aryl substituted by halogen, and 
heterocyclyl, 

• alkoxy, 

• carbocyciic aryloxy, 

• carbocyciic aryloxy substituted by halogen, 

• carbocyciic aryloxy substituted by alkyl, 

• carbocyciic aryloxy substituted by alkoxy, 

• mono-C^.5 alkylamino, 

• di-Ci.5 alkylamino, 

• C,.5 alkylthio, 

• 0^.5 alkenylthio, 

• carbocyciic arylthio, 

• C^.gaikylsulfonyl, 

• carbocyciic arylsulfonyl, 

• carbocyciic arylsulfonyl substituted by alkyl, 

• carbocyciic aryl, 

• carbocyciic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
nitro, and 
•• 0^.5 alkyl, 

• heterocyclyl; 
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Lis Formula (VII); 
Y Is -C(0)-; 

wherein carbocycllc aryl Is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1 ,2,3,4-tetrahydronaphthyl, l-oxo-lndanyl, 9-oxo-9Wluorenyl, or indeny; 

heterocyclyl is 1 ,2,3-trlazolyl, lAflndolyl, IW-pyrrolyl, 2,3-dihydro-1-oxo-isoindolyl, 2,3-dlhydro-benzofuryl, 
2,4-dihydro-3-oxo-pyrazolyl, 2H-benzopyranyl, 2-oxo-benzopyranyl, 9H-xanthenyl, benzo[1,3]dloxolyl, benzo 
[2,1,3]oxadiazolyl, benzo[1,2,5]oxadlazolyl, benzo[b]thienyl, benzofuryl, benzothiazolyl, furyl, imidazolyl, Isoxa- 
zolyl, morpholino, pyrazolyl, pyrldyl, pyrlmidyl, quinolyl, quinoxalyl, thiazolyl, or thienyl; and 

halogen is fluoro, chloro, bromo, or lodo; 

or a phamiaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0050] In some embodiments of the present Invention, Rg Is hydrogen, halogen, methyl, trifluoromethyl, methoxy, 
carbamoyl, amino, methylamino, or dimethylamino; p Is 0; R3 and R4 are hydrogen; A is a single bond; B is a single 
bond or -CHg-; or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
[0051] In some embodiments of the present invention, Is selected from the group consisting of: 

(i) alkyl, and 

^1-5 fi^M substituted by substltuent(s) independently selected from the group consisting of: 
0x0, 

carbocyclic aryloxy, 

carbocycllc aryloxy substituted by halogen, 
carbocyclic aryloxy substituted by alkyl, 
carbocyclic aryloxy substituted by C^.g alkoxy, 
mono-C^.s alkylamino, 
dl-Ci.5 alkylamino, 
mono-carbocyclic arylamino, 
di-carbocyclic arylamino, 

mono-carbocyclb arylamino substituted by halogen, 
dl-carbocyclb arylamino substituted by halogen, 

cycloalkyi, 
carbocycllc aryl, 

carbocyclic aryl by substituent(s) independently selected from the group consisting of: 

•• halogen, 

alkyl, and 
0^.5 alkoxy, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

- C1.5 alkyl, 

alkoxy, and 
carbocyclic aryl, 

(11) C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) Independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocycllc aryl substituted by 8ubstituent(8) independently selected from the group consisting of: 

halogen, and 
•• nitro, 

(ill) carbocycllc aryl, and 

carbocyclto aryl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 
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• hydroxy, 

• cyano, 

• nitro, 

• carbamoyl, 

• C,.5allcyl, 

• alkyl substituted by halogen, 

• 0^.5 alkyl substituted by hydroxy, 

• alkoxycarbonyl, 

• C^,5 alkoxy, 

• 0^.5 alkoxy substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, and 
carbocyclic aryl, 

• carbocyclic aryloxy, and 

• carbocyclic aryloxy substituted by alkoxy, 

(Iv) heterocyciyt, and 

heterocyclyl substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• nItro, 

• amino, 

• Ci. 5 alkyl, 

• alkyl substituted by halogen, 

• Ci. 5 alkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by C^.g alkyl, 

• carbocyclic aryloxy substituted by alkoxy, 

• mono-C^.5 alkylamino, 

• di-Ci,5 alkylamino, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by halogen, 

• carbocyclic aryl substituted by nitro, and 

• heterocyclyl; 

wherein carbocyclic aryl is phenyl; 

heterocyclyl is 1 ,2,3-triazolyl, 1H-indolyI, 1H-pyrrolyl, 9H-xanthenyl, benzo[2,1,3]oxadlazolyl, benzo[1,2,5] 
oxadiazolyl, furyl, isoxazolyl, pyrldyl, quinolyl, quinoxalyl, thiazolyl, orthlenyl; and 
halogen Is fluoro, chloro, bromo, or lodo; 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0052] In some embodiments of the present Invention, Is selected from the group consisting of: 

(i) alkyl, and 

alkyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by alkyl, 

• carbocyclic aryloxy substituted by alkoxy, 

• mono-C^.5 alkylamino, 

• di-C^.5 alkylamino, 

• mono-carbocyclb arylamino, 

• di-carbocyclic arylamino, 

• mono-carbocyctk: arylamino substituted by halogen, 

• di-carbocycllc arylamino substituted by halogen, 



40 



EP 1 464 335 A2 



• carbocyclic aryl, 

• carbocyclic aryl by substltuent(s) Independently selected from the group consisting of: 

halogen, 
M alkyl, and 
•• 0^.5 all<oxy, 

and 

• heterocyclyl. 

(ii) carbocyclic aryl, and 

carbocyclic aryl substituted by sub8tltuent(s) Independently selected from the group consisting of: 

• halogen, 

• nitro, 

• hydroxy, 

• cyano, 

• 0^.5 alkyl, 

• C1.5 alkyl substituted by halogen, 

• C^^salkoxycarbonyl, 

• 0^.5 alkoxy, 

• .5 alkoxy substituted by halogen , 

• carbocyclic aryloxy, and 

• carbocyclic aryloxy substituted by alkoxy, 

(Hi) heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• nitro, 

• alkyl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by alkyl, 

• carbocyclic aryloxy substituted by alkoxy, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by halogen, 

• carbocyclic aryl substituted by nitro, and 

• heterocyclyl; 

wherein carbocyclic aryl is phenyl; 

heterocyclyl is 1 Af indolyl, 1 H-pyn^olyl, 9Af xanthenyl, benzo[2,1 ,3]oxadiazolyl, benzo[1 ,2,5]oxadiazolyl. furyl, 
isoxazolyl, pyridyl, thiazolyl, orthienyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0053] In some embodiments, compounds of the present Invention are of Formula (1) wherein the compound Is se- 
lected from the group consisting of: 

N-(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amino}cyclohexyl)-3-methoxybenzamide; 

3- bromo-N-(cis-4-{[4-(dimethylamlno)qulnolln-2-yl]amlno)cyclohexyl)-benzamlde; 

4- bromo-N-(cls-4-{[4-(dimethylamlno)qulnolln-2-yQamlno}cyclohexyl)-benzamide; 
N-(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-2,1,3-benzoxadlazole-5-carboxamide; 

3- chloro-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)-ben2amide; 

4- chloro-N-(cls-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)-benzamide; 
4-chloro-N-{cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino)cyclohexyl)-3-nltrobenzamide; 
3-cyano-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl)amino}cyclohexyl)-benzamide; 
3,5-dichloro-N-(cis-4^[4-(dlmethylamino)quinolin-2-yl]amino}-cyclohexyl)benzamlde; 
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3.4- dichloro-N-{cis-4^[4-(dimethylamino)quinolin-2-yl]amino}-cyclohexyl)b 
N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyciohexyl)-2,2-dipheny)ac^^ 
N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)-3,4-difl 
N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amlno}cyclohexyl)-3,5-dlfluorobenzamide; 
N-(cls-4-{[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl)-4-fluoroben 
N-(cis-4-{[4-(dlmethylamjno)qujnolin-2-yl]amino}cyclohexy!)-3-fluoro-5-^ 
N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)-4-methyl-3-^ 
N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexytV3-nitrobenzamide; 
N-(cis-4-{[4-(dimethyIamino)quinolin-2-yl]amlno}cyc!ohexyl)-2-phenoxybutanamld^ 
N-(cls-4-{[4-(dlmethylamjno)qujnolln-2-y{]amjno}cyclohexyl)-2-phenoxyprop 
N-{cls-4-{[4-(djmethylamlno)qulno!in-2-yl]amino}cyclohexyl)-3-methylbenza 
N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amlno}cyclohexyl)-3-(trif 
4-bromo-N-(cis-44[4-(dimethylamlno)quinolin-2-yGamlno}cyclohexyl)-3-methylben 
N-(cis-4-{[4-(dimethylamino)qujnolin-2-yl]amino}cyclohexyl)-3-iodobenzamlde; 
3-chloro-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-2,4-drfluoro^^ 
N-(cls-4-{[4-(dlmethylamino)qulnolin-2-y}]amino}cyclohexyl)-2,5-dlmethyl-3-fu 
3-chloro-N-(cls-4^[4-(dimethylamlno)qujnoljn-2-yl]amino)cyclohexyl)-4-fluorobenzamide^ 
N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)-3-fluoro-4-meth^ 
N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-3,5-dimethoxybe^^ 
N-{cjs-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-3,5-bis(trifluoro^ 
{2E)-N-(cls-4-{[4-(dimethylamino)qujnolin-2-yl]amino}cyclohexyl)-3-(4-nltropheny^ 
N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)-4-fluoro-3-met 

2.5- dlchloro-N-(cis-44[4-{dimethylamino)quinolln-2-yl]amjno}-cyclohexyl)thioph 

2- {4KJhlorophenoxy)-N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amlno}-cyclohexy 

3- {2-chlorophenyO-N-(cis-4-{[4-(dimGthylamino)quinolin-2-yl]amino}-cyclohe^^^ 
Ide; 

1- (4-chlorophenyl)-N-{cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno)K7clohexyl)-cyd^ 

3- (2-chloro-6-fluorophenyl)-N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cy^ 

4- carboxamide; 

N-(cts-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyO-3-fluorobenzamide 

N-(cis-4-{[4-(dimethylamino)quinolln-27l]amino}cyc!ohexyl)-4-fluoro-3-(trlfluo 

N-(cis-4-{[4-(dimethylamino)quinoIin-2-yl]amino}cyclohexyl)-5-methyl-2-phenyl-2H 

N-(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)^ 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yi]amino}cyclohexyl)-5-nitro-2-furamid 

N-(cls-4-{[4-{dlmethylamino)qumolin-2-yl]amino}cyclohexyl)-2-phenoxyacete^ 

N-(cjs-4-{[4-(dimethylamino)qulnolln-2-yl]amlno}cyclohexyl)qulnoxaline-2^^ 

2- (3K:hlorophenoxy)-N-{cjs-4-{[4-(dimethylamino)qulnolin-2-yl]amjno}-cyclohe^ 

3- {2.6-dichlorophenyl)-N-(cis-4^[4-(dimethylamino)quinolin-2-yl]amlno}-cycloh 
amide; 

N-(cis-4-{[4-(dimethylamlno}quinolin-2-yl]amino}cyctohexyi)-2-phenoxyn 

N-(cls-4-{[4-(dimethylamlno)quinolln-2-yl]amlno)cyclohexyl)-2-(4-methyl^ 

N-(cis-4-{[4-(dimethylamino)quinoirn-2-yl]amino}cyclohexyl)-2-(^^^^ 

5- bromo-N-(cls-44[4-(dimethylamlno)quinolln-2-yOamlno}cyclohexyl)-thlophene-2K:a*^ 
N-(cis-4-{[4-(dlmethylamino)qulnolln-2-yl]amlno)c7clohexyl)-2-(2,3,6-^^ 
5-{4K:hloro-2-nltrophenyl)-N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino)^^^ 
5-ch!oro-N-(cls-4^[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)-thiophene-^ 
N-(cis-4-{[4-(dlmethylamino)qulnolln-2-yl]amjno)cyclohexyl)-5-jodo-2-furamjde: 
N-(cis-4-{[4-(dimethylamino)quinoIin-2-yl]amino}cyclohexyl)-2-(2-iodophe 
N-(cls-4-{[4-(dimethylamino)qumolin-2-yl]amino}cyclohexyl)-2-(5-me^^ 
(2E)-N-(cls-4-{[4-(dimethylamino)qujnolin-2-yQamlno}cyclohexyl)-3-(3-njtrophenyO^ 
2,2-bis(4-chlorophenyl)-N-(cis-4^[4-(djmethylamino)quinolln-2-yl]-amjno}cycl^ 
N-(cis-4-{[4-(dlmethylammo)qulnolln-2-yl]amino)cyclohexyl)-5-nitro^^ 
N-(cis-4-{[4-{dimethylamjno)quinolin-2-yl]amino}cyclohexyl)-3-methyl-4-nrt^^ 
N-(cis-4-{[4-(dimethylamino)qulnolln-2-yl]amino}cyclohexyl)-3-methoxy-4-n 
5-bromo-N-(cis-4^[4-(dimethylamino)qujnolin-2-yOamlno}cyclohexyl)«2-furam 
4,5-dibromo-N-(cis-4^[4-(dimethylamino)quinolin-2-yl]amino}-cyclohexyl)thlop 
4,5-dlbromo-N-(cls-4^[4-(dimethylamino)quinolin-2-yl]amlno}-cyclohexyO^ 
N-{cls-4-{[4-(dimethylamino)quinoIin-2-yllamlno}cyclohexyl)-2-(1H-indol-3-yO 
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N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amlno}cyclohexyl)-2-(1H-indol-^^^ 

N-(cls-4-{[4-(dlmethylamlno)quinolln-27l]amlno}cyclohexyl)-2-{2-phenyl-1H 

N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)-2-(2,4,6-trlchlor^^ 

3-(benzyloxy)-N-(cls-4-{[4-(djmethylamino)quinolin-2-yl]amino}-cyclohexyl)-^^ 

N-(cls-4-{[4-(dimethylamino)quinolln-2-yl]amin6}cyclohexyO"2i3henoxybenzam^ 

N-(cis-4-{[4-(dimethylamino)quinolin-27l]amlno}cyclohexyl)-2-phenylqui^ 

N-(cis-4-{[4-(dimethyiamino)qumolin-2-yt]amjno}cyclohexyi)-5-(3-nitroph 

N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)-5-nitrothi^ 

N-(cis-4-{[4-(dimethy(amino)quinolin-27l]amlno}cyclohexyl)-1-methyl-4-n^^^ 

N-(cis-4-{[4-(dimethylamino)qulnolin-27l]amlno}cyclohexyl)*4-nitrobenzamlde 

N-(cjs-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-2HTietho^ 

N-(cls-4-{[4-(dlmethylamlno)quinolin-2-yl]amlno}cyclohexyl)-3-fluoro-4-(trtf 

N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino)cyclohexyl)-3,5-dlmethyl-4-n 

N-(cis-4-{[4-{dlmethylamlno)quinolln-2-yl]amlno}cyclohexyl)-2-mesltyl-2-oxoacet^^ 

5-chloro-N-(cls-4^[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl)-2-hydroxyben2a^ 

N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)methyI]-3 

3- bromo-N-[(cls-4-{[4-(djmethylamino)quinolin-2-yl]amino}cyclohexyl)-methyl]-ben2am 

4- bromo-N-[(cjs-4-{[4-(dlmethylamino)qulnolin-2-yl]amlno}cyclohexyl)-methy^ 
N-[(cis-4^[4-(dimethylamino)quinol!n-2-yl]amino}cyclohexyl)methyl]-2,1,3-benzoxadi^^ 

3- chloro-N-[(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexy!)-methyl^^ 

4- chloro-N-[(cls-4-{[4-(djmethylamlno)qujnolin-2-yl]amino}cyclohexyl)-me^ 
4-chloro-N-[(cls-4-{[4-(dim8thylamino)quinolln-2-yl]amlno}cyclohexyl)-methyl^^^^ 

3- cyano-N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)-me 
3,5-dichloro-N-[{cls-4-{[4-(dimethylamino)quinolln-2-yl]amlno}-cyclohexyl)m 

3.4- dichloro-N-[(cis-4-{[4-{dimethylamino)qulnolin-2-yQamlno}-cycIohexyl)methyl]^^^ 
N-[{cis-44[4-(dimethylamlno)qulnoljn-2-yl]amino)cyclohexyl)methyl]-2,2-diphenylac^^ 
N-((cis-44[4-(dimethylammo)quinoljn-2-yl]amlno}cyclohexyl)methyl]-3,4-dlflu 
N-[(cis-44[4-(djmethylamino)quinolln-2-yl]amlno}cyclohexyl)methyl]-3,5-dlfl 
N-[(cjs-4^[4-(dlmethylamino)qujnoljn-2-yl]amlno}cyclohexyl)methyl]-4-fluorobenzam 
N-[{cis-4^[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-3-fluoro-5-(tr^ 
N-[{cls-4-{[4-(dimethylamjno)qulnolln-2-yl]amjno}cyclohexyl)methyl]-4-methyl^^^ 
N-[(cis-4-{[4-{dimethylamlno)quinolin-2-yl]amino)cyclohexyl)methyl]-3-nltroben 
N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)methyl]-2-p^ 
N-[(cjs-4^[4-(dlmethylamjno)quinolin-2-yl]amino}cyclohexyl)methyl]-2-phenoxyp 
N-[(cls-44[4-{dimethylamlno)qulnolin-2-yl]amino)cyclohexyl)methyl]-3-methylbenza^ 
N-[(cis-4-^[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-3-(tri^ 

4- bromo-N-[(cls-4-{[4-(dlmethylamlno)qujnolin-2-yllamlno}cyclohexyl)-methyl]-3-m 
N-[(cls-4-^[4-(dlmethylamjno)qulnolln-2-yl]amlno)cyclohexyl)methy!]-3-lodob 
3-chloro-N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohex^^^ 
N-[(cis-44[4-(dlmethylamino)quinolin-2-yl]amino]cyclohexyl)methyl]-2,5-dimethyl-3-f^ 
3-chloro-N-[(cis-4-{[4-(dlmethylamino)qulnolln-2-yl]amino}cyclohexyl)-methyl]-4-fluoro^ 
N-[(cis-4^[4-(dimethylamlno)qulnolin-2-yl]amlno}cyclohexyl)methyl]-3-fluo 
N-[(cls-4-^[4-(dimethyIamino)quinolin-2-y!]amlno}cyclohexyl)methyl]-3,5-dimet^ 
N-[(cis-4^[4-(dlmethylamlno)quinolin-2-yl]amino}cycIohexyl)methyl]-3,6-bte 
(2E)-N-[(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amino}cyclohexyl)-methy(]^^ 
N-[(cls-4^[4-(dimethylamlno)quinolln-2-yllamlno}cyclohexyl)methyl]-4-fluoro-3-m^ 

2.5- dichloro-N-[(cls-4^[4-(dimethylamlno)quinolin-2-yOamlno}H:yclohexyl)methy^ 

2.6- dichloro-N-[(c{s-4-{[4-(dlmethylamlno)quinolln-2-yQamino)-cyclohexyl)methy^ 
N-[(cls-4H[4-(dlmethylamino)qujnolin-2-yl]amino)cyclohexyl)methyl]-2,4,64ri 
2,4,64rlchloro-N-[(cls-4-{[4-(djmethylamino)quinolin-2-yl]amino]K:yclohe^^^ 
(2E)-3-(2-ch!orophenyl)-N-[(cls-44[4-{dimethylamlno)qulnolin-2-yl]amino}cyclohexyl)-m 

5- bromo-N-[(cis-4-{[4-(dimethylamlno)quinoljn-2-yl]amjno}cyclohexyl)-methyl]^^ 
N-[(cls-4^[4-(dlmethylamino)qulnolln-2-yl]amlno}cyclohexyl)methyl]-2-(2,3,^ 
5-(4<hloro-2-nitrophenyl)-N-[(cis-4^[4-(d^methylamino)quinolin-2-yI]amino}-^^ 
5-chloro-N-[(cls-4-{[4-(dimethyIamlno)quinolln-2-yl]amlno)cyclohexyl)-met 
N-[(cis-44[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-5-jodo-2-furam 
N-[{cis-44[4-(dimethylamino)qulnolin-2-yOamino}cyclohexy!)methyl]-^^ 
(2E)-N-[(cis-4H[[4-(dlmethylamlno)quino|jn-2-yl]amino}cyclohexyl)-methyO-3 
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2,2-bls{4-chlorophenyl)-N-[(cls-4-{[4-(dimethylamjno)quinolln-2-yl]amino}cyclohe^^ 

N-[(cis-4^t4-(dlmethylamlno)qulnolin-2-yl]amino)cyclohexyl)methyl]-5Hiitrothloph 

N-[(cis-4^[4-(dimethylamino)qulnolin-2-yl]amlno]cyclohexyl)methyl]-3-methyl-4^ 

N-[{cis-4^[4-{dimethylamino)qulnolin-2-yl]amino}cyclohexyl)methyl]-3-methoxy-4^ 

N-[cis-4-(4-methyl-quinolln-2-ylamino)-cyclohexyl]-2-phenoxy-nlcotinamlde; 

3,4-difluoro-N-[cis-4-(4-methyl-quinolin-27lamino)-cyclohexyl]-ben2amide; 

3.4- difluoro-N-[cls-4-(quinolin-2-ylamlno)-cyclohexyl]-benzamide; 

2- pheno)(y-N-[c[s-4-(quinolln-2-ylamlno)-cyclohexyq-nicotinamlde; 

3- chloro-N-[cls-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 
N-[cls-4-(4-chloro-qulnolin-2-ylamino)-^lohexyl]-2-phenoxy-nicotinamW^ 
3-methyl-N-[cis-4-(qulnolln-2-ylamjno)-cyclohexyl]-benzamlde; 
3-methoxy-N-[cis-4-(qulnoljn-2-ylamlno)-cyclohe)cyl]-benzamlde; 
3-chloro-N-[cis-4-(qulnolin-2-ylamlno)-cyclohexyl)-benzamide; 
5-nitro-thiophene-3-carboxyllc acid [cis-4-(quinolin-2-ylamjno)-cyclohexyl]-amide; 
5-nitro-thiophene-3-carboxylic acid [cis-4-(4-methyI-quinolin-2-ylamino)-cycIohexyl]-amide; 
3-chloro-4-fluoro-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 

3.5- dimethoxy-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 
3,4-dlchloro-N-[cis-4-(quinolin-2-ylamjno)-cyclohexyl]-benzamlde; 

benzo[2,3 J ]oxadlazole-5-carboxyllc add [cis-4-(quinolln-2-y!amino)-cyclohexyl]-amlde; 
3-methyl-N-[cis-4-{4-methyl-quinolin-2-ylamino)-cyclohexyi]-benzamide; 
3-methoxy-N-[cis-4-(4-methyl-quinoIin-2-ylamino)-cyclohexyl]-benzamide; 
4K:yano-N-[cls-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-benzamide; 

1- methyl-4-nitro-1 H-pyrrole-2-carboxylic acid [cis-4-(quinolln-2-yIannino)-cyclohexyl]-amlde; 
9H-xanthene-9-carboxylic acid [cls-4-(qulnolln-2-ylamino)-cyclohexyl]-amide; 
5-(4-chloro-phenyl)-furan-2-carboxylic acid [cis-4-(qulnolln-2-ylamlno)-cyclohexyl]-arnlde; 

3- nltro-N-[cis-4-(qulnolin-2-yiamino)-cyciohexyl]-benzamide; 

4- fluoro-3-methyl-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-benzamlde; 
3-bromo-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-ben2amide; 

2- (243romo-phenoxy)-N-[cis-4-(quinolin-2-ylamino)-cyclohexyll-nicotinamid©; 

3- cyano-N-[cis-4-(quinolin-2-ylamino)-cyclohexyil-benzamlde; 
N-[cis-4-(qulnolin-2-yiarnino)-cyclohexyl]-trifluoromethyl-benzamlde; 
N-[cis-4-{4-chloro-quinolin-2-ylamlno)-cyclohexyl]-3,4-difluoro-benzamide; 
3,4-dichloro-N-[cls-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl]-benzam 

3- chloro-4-fluoro-N-[cis-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-benzamide; 

4- fluoro-3HTiethyl-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 

1- methyl-4-nitro-1 H-pyiTole-2-carboxyllc acid [cis-4-(4-methyl-quinolin-2-ylamino)'Cyclohexyl]-amlde; 
9H-xanthene-9-carboxylic acid [cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-amide; 

5- bromo-furan-2-carboxylic acid [cis-4-(4-methyl-quinolin-2-ylamino)-cyciohexyl]-amide; 
N-[cis-4-(4-methyi-quinolin-2-ylamino)-cyciohexyl]-2-m-toiyloxy-acetamide; 
N-[cls-4-(qulnolin-2-ylamino)-cyclohexyl]-2-m-tolyioxy-acetamide; 
2,2-diphenyl-N-[cis-4-(quinolln-2-ylamino)-cyclohexyl]-acetamlde; 
5-bromo-furan-2-carboxylic acid [cis-4-(quinolin-2-ylamino)-cycloliexyl]-amide; 

benzo[2,3,1 ]oxadiazole-5-carboxylic acid [cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-amide; 

3-bromo-N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyq-benzamide; 

3-cyano-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 

N-[cls-4-(4-methyl-quinoiin-2-ylamino)-cyclohexyl]-3-trifluoromethyl-benzamide; 

N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyI]-2,2-diphenyl-acetamjde; 

2- (4-fluoro-phenoxy)-N-[cis-4-(quinoiin-2-ylamino)-cyclohexyl]-nicotinamide: 
2-(44luoro-phenoxy)-N-(cis-4-(4-methyl-quinoiin-2-ylamino)-cyclohexyl]-nicotinamide; 
2-(3,4-difluoro-phenoxy)-N-[cis-4-(quinolin-2-yiamino)-cyciohexyl]-nicotinannide; 
2-(3,4-difiuoro-phenoxy)-N-[cis-4-(4-methyl-quinolin-2-ytamino)-cyciohexyl]-nicotinam 
N-[cis-4-(quinoiin-2-ylamino)-cyclohexyl]-2 p-tolyloxy-nicotlnamide; 
N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyi]-2-p-tolyioxy-nicotinamide; 
2-(4-chloro-phenoxy)-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-nicotinamide; 
2-(4<Jhloro-phenoxy)-N-[ds-4-(4-methyl-quinolln-2-ylamlno)<7Clohexyl}-nicotinam 
2-(4-bromo-phenoxy)-N-[cis-4-(quinolin-2-ylamino)-cycloliexyl]-nicotinamide; 
2-(4-bromO'phenoxy)-N-[cis-4-(4-methyl-quinolin-2-yIamino)<jyclohexyl]-nicotinamlde; 
2-{4'methoxy-phenoxy)-N4cis-4-{qulnolln-2-ylamlno)Kjyclohexyll-nicotinamide; 
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2-(4-methoxy-phenoxy)-N-[cis-4-(4-methyl-qulnoljn-2-ylamtno)K:yclohexyl]-nicotlna^ 

2-{3K:hloro-4-fluoro-phenoxy)-N-[cls-4-(qulnolln-2-ylamlno)-cyclohexyll-nlcotin 

2-(3-chloro-4-fluoro-phenoxy)-N-[cis-4-{4-methyl-qulnolin-2-yIammo)-cyclohexyl]-n 

N-[cis-4-(qulnolin-2-ylamino)-cyclohexyl]-2-m-tolyloxy-nicotinamid 

N-[cls-4-(4-methylKiuinolln-2-ylamino)-cyclohexyl]-2-m-tolyloxy-nlcotlnam 

2-(3-methoxy-phenoxy)-N-[cis-4-(4-methyl-quinolln-2-ylamlno)<:yclohexyO-acetamide; 

2-(3K:hloro-phenoxy)-N-[cls-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyll-acetamld 

2-(3K:hloro-4-f!uoro-phenoxy)-N-[cls-4-(4-methyl-qulnolin-2-ylamlno)-cyclohexyO 

2-(3,4-dichloro-phenoxy)-N-[cisr4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl)-acetam 

C-(methyl-phenyl-amino)-N-[ds-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl]-ac^^ 

2-(3,4-dichloro-phenylamino)-N-[cis-4-(4-methyt-quinolin-2-ylamino)<:yclohexyq^ 

2-(3-methoxy-phenoxy)-N-[cis-4-(qulnolln-2-ylamlno)-cyclohexyl]-acetamlde; 

2-(3K:hloro-phenoxy)-N-[cls-4-(quinoljn-2-ylamlno)-cyclohexyl]-acetamide; 

2-(3-chloro-4-fluoro-phenoxy)-N-[cis-4-(qujnolln-2-ylamino)-cyclohexyl]-acet^^ 

2-(3,4-dichloro-phenoxy)-N-[cis-4-(qu(nolin-2-ylamlno)-cyclohexyl]-acetamide; 

C-(methyl-phenyl-amino)-N-[cls-4-(quinolin-2-ylamino)-cyclohexyl]-acetamlde; 

2- (3,4-dichloro-phenylamino)-N-[cjS'4-(qulnolin-2-ylamino)K^clohexyl]-acetamide; 

3- hydroxy-N'[ciS'4-(quino)in-2-ylamino)-cyclohexyl]-benzamide; 
N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-isophthalamlc acid methyl ester; 
N-tcis-4-(quinolin-2-ylamino)-cyclohexy!]-34rlfluoromethoxy-benzamide; 
N-[cjs-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-bis4rmuoromethyl-benzamid 
N-[cis-4-(4-methyl<|uinolin-2-ylamino)-cyclohexyl]-3-trifluoromethoxy-benzam 
N-[cis-4-(4-amino-quinolin-2-ylamlno)-cyclohexyl]-3,4-difluoro-benzamide; 
C-(ethyl-phenyl-amlno)-N-[cis-4-(qulnolin-2-ylamino)-cyclohexyl]-acetamide; 
C-(ethyl-phenyl-amlno)-N-[cis-4-(4'methy!-quinolin-2-ylamino)-cyclohexyl]-acetamlde 

3- hydroxy-N-[cls-4-(4-methyl-qulnolin-2-ylamlno)-cyclohexyl]-benzannlde; 

2- amlno-N-[cls-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyl]-nicotinamide; 

2.3- difluoro-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 

2.4- difluoro-N-[cis-4-{4-methyl-qujnolin-2-ylamino)-cycIohexyl]-benzamide; 
2»5-difluoro-N-[cis-4-(4-methyt-quinotin-2-y]amino)-cyclohexyl]-benzamide; 
2,6-difluoro-N-[cis-4-(4-methyl-qulnolin-2-ylamlno)-cyclohexyl]-benzamide; 

3.5- difluoro-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 
C-[(4-chloro-phenyl)-ethyl-amino]-N-[ci8-4-(4-methyl-quinolin-2-ylamlno)H7ctoh 

4- chloro-3-fluoro-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cycIohexyl]-ben2amide; 
4-fluoro-N-[cis-4-(4HTiethyl-quinolin-2-ylamlno)-cyclohexyl]-benzamide; 

3- fluoro-N-[ci8-4-(4-methyl-quinolin-2'ylamino)-cyclohexyl]-benzamide; 

2- fluoro-N-[cls-4-(4H7iethy!-quinolin-2-ylamlno)-cyclohexyl]-benzamide; 

4- chloro-N-[cis-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-benzamide; 
N-[cls-4-(4-methyl-quinoljn-2-ylamlno)-cyclohexyl]-isophthalamic acid methyl ester; 
3,5-difluoro-N-[cis-4-(qulnolln-2-ylamino)-cyclohexyl]-ben2amide; 
4-chloro-3-fluoro-N-[cis-4-(quinolin-2-ylamlno)-cyclohexyl]-benzamlde; 
C-[(4-chloro-phenyl)-ethyl-amlno]-N-[cls-4-(quinoiln-2-ylamlno)-cyclohe)(yI]-acetamlde; 
6-chloro-N-[cis-4-(4-methyl-quinolln-2-yiamino)-cyclohexyl]-nicotinamide; 
6'dimethylamlno-N-[cis-4'(4-methyl-quinolin-2-ylammo)-cyclohexyq-nicotinamlde; 

3- hydroxymethyl-N-[cls-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-benzamide; 
N-[cis-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyl]-lsophthalamide; 

3- chloro-5-fluoro-N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyciohexyl]-benzamide; 
3,4,5-trifluoro-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 
pyridlne-2-carboxylic acid [cls-4-(4-methyl-qulnoiin-2-ylamlno)-cyclohexyll-amlde; 

4- chloro-pyrldine-2-carboxyIlc acid [cls-4-(4-methyl-qulnolin-2-yiamlno)-cyclohexyl]-amide; 

5- bromo-N-[cis-4-(4-methyl-quinoiin-2-ylamino)-cyclohexyl]-nicotinamide; 
N-[cls-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-6-trifluoromethyi-nicotlnamide; 
3,4-drf[uoro-N-[cis-4-{4-methyl-quinolln-2-ylamino)-cyclohexylmethyl]-benzamide; 
N-[cis-4>(4-methyl-qulnolln-2-ylamino)-cyclohexylmethyl]-2-phenoxy-nicotinamide; 
N-[cls-4-(4-dimethylamino-qulnonn-2-ylamino)-cyclohexylmethyl]-3,4-difluoro-benzamide; 
3,4-difluoro-N-[cis-4-(quinoiln-2-yiamlno)-cyclohexyimethyl]-benzamide; 
2-phenoxy-N-[cis-4-(quinolin-2-y!amino)-cyclohexy!methyl]-nlcotinamide; 
4-methyl-N-{cls-4-[(4-methylqulnoiin-2-yl)amlno]cyclohexyl}benzamide; 
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2-(4-chlorophenoxy)-N-{cls-4-[(4-methylquinolin-2-yl)amino]cyclohexyl}ac0tamide; 

3,4,5-trimethoxy-N-{cis-4-[(4-methylquinolin-2-yl)amino]cyctohexyl}benzami^ 

2-(3,4-difluorophenyl)-NH:is-44(4-methylquinolln-2-yl)amino]cyclohexyl}acetamide; 

2- (2-bromo-4,5-dlmethoxyphenyl)-N^cis-4-[(4-methylquinolin-2-yl)amino]cyclo 
2,6-dimethoxy-N-{cls-4-[(4-methylqulnolin-2-yl)amlno]cyclohexyl)nicotinamid 
N-{cis-4-[(4-methylquinolln-2-yl)amino]cyclohexyl}-4-(trif!uoromethoxy)ben2 
5-ch!oro-N-[cis-4-(4-methyl-quinolin-2-ylamlno)K;yclohexyl)-nicotinamide; and 
5-fluoro-N-[cls-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyl]-nicotlnam^^^ 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0054] In some ennbodlments, compounds of the present invention are of Fomnula (I) wherein the compound Is se- 
lected from the group consisting of: 

3- bromo-N-(cis-4^[4-(dlmethylamino)qulnolin-2-yl]amino}cyclohexyl)-benzamide; 
N*(cis-4-{[4-(dimethytamino)quinolin-2-yl]amino}cyclohexyl)-2,1,3-benzoxadiazote-5-carboxami 

3- chloro-N-(cls-4-{[4-(dimethylamino)qulnolln-2-yl]amlno)cyclohexyl)-benzamlde; 

4- chloro-N-(cis-4-{[4-(dlmethylamlno)quinoiin-2-yl]amlno)cyclohexyl)-benzamide; 
4-chloro-N-(cis-4-{[4-(dimethylamino)qulnolln-2-yl]amino}cyclohexyl)-3-nitrobenzamide; 

3.4- dlchloro-N-{cis-4-{[4-(dimethylamino)quinolin-2-yi]amino}-cydohexyi)benzamide; 
N-(cls-4-{[4-(dimethylamino)qu{nolin-2-yl]amino}cyclohexyl)-3,4-difluorobenzamide; 
N-(cis-4-{[4-(dlmethylamino)qumolin-2-yllamino}cyclohexyl)-4-fluorobenzamjde; 
N-(cis-4-{[4-(dimethylamlno)quinoiin-2-yi]amino}cyclohexyl)-3-nitrobenzamide; 
N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-2-phenoxybutanamide; 
N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohexyl)-2-phenoxypropanamlde; 
N-(cis-4-{[4-(dimethylamlno)qulnolin-2-yl]amino}cyclohexyl)-3-methylbenzamide; 
4-bromo-N-(cis-4-{[4-(dimethylamlno)qulnolin-2-yl]amlno}cyc!ohexyl)-3-methylbenzamide; 
N-(cis-4-{[4-(dimethylamino)qulnolln-2-yl]amino}cyclohexyl)-2,6-dimethyl-3-furamlde; 
3-chioro-N-(cis-4-{[4-(dlmethylamjno)qulnoiin-2-yl]amino}cyclohexyl)-4-fluorobenzamlde; 
N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-3,5-dimethoxybenzamide; 
N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-4-fluoro-3-methy[benzamide; 

2- (4-ch!orophenoxy)-N-(cls-4-{[4-(dimethylamino)quinolln-2-yl]amlno}-cyclohexyi)-acetamlde; 

3- {2Kihlorophenyl)-N-(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amlno)-cyclohexyi)-5-methyllsoxazole-4-carboxam- 
Ide; 

3- (2-chloro-6-fluorophenyl)-N-{cis-4-{[4-(dimethylamino)quinoiln-2-yl]amino}cyclohexyl)-6-methyliso 

4- carboxamide; 

N-(cls-4-{[4-(dlmethylamino)quinolln-2-yl]amlno}cyclohexyl)-4-fluoro-3-(trifluoromethyi)benzamide: 
N-(cls-4-{[4-(dimethylamlno)quinoHn-2-yl]amino}cyclohexyl)-2-(4-methoxyphenoxy)-5-nitrobenzamlde; 
N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-5-nitro-2-furamlde; 
N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohexyl)-2-phenoxyacetamlde; 

2- (3-chtorophenoxy)-N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}-cyciohexyl)-acetamide; 

3- (2,6-dlchlorophenyl)-N-(cis-4^[4-(dimethylamlno)quinolin-2-yl]amlno}-cyclohexyl)-5-methyilsoxa2ole-4-c^ 
amide; 

N-(cls-4-{[4-(dimethylamlno)quinolln-2-yl]amino)cyclohexyl)-2-phenoxynicotinamide; 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-2-(4-methylphenoxy)-nicotinamide; 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-2-(2-thienyl)-1,3-thlazole-4-carboxamide; 

N-(cis-4-{[4-(djmethylamlno)quinolin-2-yl]amino}cyclohexyl)-2-(2,3,6-trlchlorophenyi)-acetamlde; 

N-(cls-4-{[4-{dimethylamino)quinolin-2-yl]amlno)cyclohexyl)-5-iodo-2-furamlde; 

N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)-5-nitrothlophene-2-carboxamide; 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-3-methyl-4-nitrobenzamide; 

N-(cls-4-{[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl)-3-methoxy-4-nitrobenzamide; 

5- bromo-N-(cis-4-{[4-(dlmethylamlno)quinolin-2-yQamlno}cyclohexyi)-2-furamlde; 

4.5- dibromo-N-(cjs-4-{[4-(dlmethylamino)quinolln-2-yl]amino}-cyclohexyl)-2-furamide; 
N-(cis-4-{[4-{dimethylamino)quinoIin-2-yl]amlno}cyclohexyl)-2-(1H-lndoi-3-yl)acetamlde; 
N-(cis-4-{[4-{dimethylamino)qulnolin-2-yl]amlno)cyclohexyl)-6-(3-nitrophenyl)-2-furamide; 
N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-5-nltrothlophene-3-carfooxamide; 
N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyciohexyl)-1-methyl-4-nltro-1Hi3yn'ole-2-ca^^ 
N-(cis-4-{[4-{dimethyIamino)quinolln-2-yl]amlno}cyclohexyl)-4-nrtroben2amide; 
N-(cis-4-{[4-(dimethytamino)quinolin-2-yl]amlno}cyclohexyl)-3'fiuoro-4-(trifluoromethyl)benzamide; 



46 



EP1464 335 A2 



3- bromo-N-[(cis*4-{[4-(dimethy!amjno)quino)in-2'yt]amino}cyclohexyl)-methyl]'ben2am 
N-[(cis-4-{[4-(dimethylamlno)qu[nolin-2-yqamino}cyclohexyl)methyQ-2.1»3-benz 
3K:hloro-N-[(cis-4-{[4-(dimethylamjno)qulnolln-2-yl]amino}cyclohexyl)-methyl> 

4- chloro-N-[(cis-4-{[4-(djmethylamjno)quinolln-2-yl]amjno}cyclohexyl)-methyl]-be 
4-chloro-N-[{cls-4-{[4-(dlmethylamino)qulnolin-2-yl]amino}cyclohexylVmeth^ 
3,4-dichloro-N-[(cis-4-{[4-(dimethylamino)quinolin-2-yf]amlno}-cyclohexyl)methyl>^ 
N-[(cis-4^[4-(dimethylamlno)qulnolin-2-yl]amlno)cyclohexyl)methyl]-3,4-djfluorobenzam 
N-[(cis-4^[4-(djmethylamlno)qulnolin-2-yl]amino}cyclohexyl)methyl]-4-fluorobenzamide^ 
N-[(cls-4^[4-{djmethylamino)quinolln-2-yl]amlno}cyclohexyl)methyl]-3-nitroben2 
N-[(cls-4^(4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-2-phenoxybut^ 
N-[(cls-4^[4-(dimethylamino)qujnol^n-2-yl]amino)cyc!ohexyl)methyl]-2-phenoxypr^ 
N-[(cls-4^[4-(dlmethylamino)qulnolin-2-yl]amlno)cyclohexyl)methyl]-3-methylben 

4- bromo-N-[(cls-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)-methyl]-3-m 
N-[(cis-4^[4-(dimethylamlno)qulnolin-2-yl]amjno}cyclohe)<yl)methyl]-2,5-dimethyl-^ 
3-chloro*N-[(cis-4-{[4-(dimethylamino)quinoljn-2-yl]amino}cyciohexyl)-meth 
N-[(cis-4-{[4-(dimethylamino)qu}nolin-2-yl]amino}cyclohexyl)methyq-3,5-dlmethox^^ 
N-[(cls-44[4-(dimethylamlno)quinolin-2-yl]amino)cyclohexyl)methyl]-4-fluoro-3^^ 
N-[(cis-44[4-(dimethylamino)quinolln-2-yl]amino)cyclohexyl)methyl]-2,4,6-trlmet^^ 
2,4,64richloro-N-[(cis-4-^[4-(dimethylamino)quinolin-2-yqamino}<^ciohexyl)meth^ 
N-[(cls-4^[4-(dimethy!amino)quinolin-2-yl]amino)cyclohexyl)methyl]-2-(2,3,64^^^ 
N-[(cls-4^[4-(djmethylamlno)quinolin-2-yl]amino}cyclohexyl)methyl]-5-iodo-2-fur^ 
N-[(cis-4^[4-(dimethy!amjno)qulnolln-2-yl)amjno)cyclohexyl)methyl]-5-njtrothiophene-2^^ 
N-[(cls-44[4-(dimethylamlno)quinolln-2-yl]amjno)cyclohexyl)methyl]-3-methyl-4-n 
N-[(cis-4^[4-(dimethylamlno)quinolin-2-yllamino}cyclohexyl)methyl]-3-meth^^ 
N-[cls-4-{4-methyl-quinolin-2-ylamino)-cyclohexyl]-2-phenoxy-nlcotinamlde; 
3,4-difluoro-N-[cls-4-(4-methyl-quinoljn-2-ylamjno)-cyclohexyl]-benzamide; 

3.4- difluoro-N-[cis-4-(quinolin-2-yiamino)-cyclohexyl]-benzamide; 

2- phenoxy-N-[cis-4-(quinolln-2-ylamino)-cyclohexyl]-nicotinamlde; 
3*chloro-N-[cis-4-(4-methyi-quinolin-2-ylamino)-cyclohexyt]-benzamlde; 

3- methyl-N-(cis-4-(quinoljn-2-ylamino)-cyclohexyl]-benzamide; 
3-methoxy-N-[cis-4-(quinojjn-2-ylamlno)-cyclohexyl]-benzamide; 
3-chloro-N*[cis-4-(quinolln-2-ylamino)-cyclohexyl]-benzamide; 

5- njtro-thiophene-3-carboxylic acid [cis-4-(quinolin-2-ylammo)-cyclohexyl]-amide; 
5-njtro-thlophene-3-carboxylic acid [cis-4-(4-methyl-qumolin-2-ylamino)-cyclohexyl]-amlde; 
3-chloro-4-fluoro-N-[cis-4-(qujnolln-2-ylamino)-cyclohexyl]-benzarnide; 

3.5- dimethoxy-N-[cls-4-(qulnolln-2-ylamino)-cyclohexyl]-ben2amlde; 
3,4-dichloro-N-[cis-4-(quinolln-2-ylamino)-cyclohexyI]-benzamide; 

benzo[2,3,1 ]oxadiazole-5-cairboxylic acid [cis-4-(quinolln-2-yiamino)-cyclohexyl]'amide; 
3-methyl-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 

3- methoxy-N-[cis-4-(4-methyl-quinolln-2-ylamlno)-cyclohexyl]-benzanriide; 

4- cyano-N-[cls-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyq-benzamide; 

1- methyl-4-nitro-1 H-pyiTole-2-carboxylic acid [cls-4-(qulnolln-2-ylamino)-cyclohexyl]-amide; 
9H>xanthene-9-carboxyilc acid[cls-4-(quinolin-2'ylamino)-cyclohexyi]-amide; 

3- nitro-N-[cls-4-(quinolin-2-ylamino)-cyclohexyl]-benzamlde; 

4- fluoro-3-methyl-N-[cls-4-(quinolin-2-ylamino)-cyc!ohexyl]-benzamlde; 
3-bromo-N-[cis-4-(quinolin-2-ylamino)-cyciohexyl]-benzamlde; 

2- (2-bromo-phenoxy)-N-[cis-4-(quinolin-2-ylamino)K:yclohexyl]-nicotlnamide; 

3- cyano-N-[cis-4-(qulnolin-2-ylamino)-cyclohexyl]-ben2amlde; 
N-[cis-4-(qulnolin-2-ylamino)-cyclohexyl]-trifluoromethyl-benzamide; 
N-[cis-4-(4-chloro-quinoljn-2-ylamino)-cyclohexyl]-3,4-drfluoro-benzamlde; 
3,4-dichloro-N-[cis-4-(4-methyl-quinoIln-2-yIamino)-cyclohexyl]-benzamide; 

3- chloro-4-fluoro-N-[cis-4-{4HTiethyl-qulnolin-2.ylaniino)-cyclohexyl]-benzamlde; 

4- fluoro-3HTiethyl-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 

1 -methyl-4-nitro-1 H-pyiTole-2-carboxyllc acid [cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-amide; 
9H-xanthene-9-carboxylicacid[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl>am 

5- bromo-furan-2-carboxylic acid [cis-4-(4-metliyl-quinolin-2-ylaniino)-cyclohexyl]-amlde; 
N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyi]-2-m-tolyloxy-acetamlde: 
N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-2-n>tolyloxy-acetamide; 
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2,2-dlphenyl-N-[cls-4-(qulnolin-2-ylamino)-cyclohexyl]-acetamjde; 

5-bromo-furan-2-carboxyllc add [cfs-4-(qulnolln-2-ylamino)-cyclohexyl]-amide; 

ben2o[2,3,1 ]oxadiazole-5-carboxylic acid [cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-amide; 

3-bromo-N-[cis-4-(4-methyl-quinolln-2-ylamino)K:yclohexyl)-benzamlde; 

3-cyano-N-[cis-4-(4HTiethyl-qulnolin-2-ylamino)-cyclohexyl)-benzamlde; 

N-[cls-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-3-t!ifIuoromethyl-benzamide; 

N-[cls-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-2,2-diphenyl-acete^ 

2-(4-fluoro-phenoxy)-N-[cls-4-(quinolln-2-ylamlno)K:yclohexyl]-nrc^^ 

2-(44luoro-phenoxy)-N-[cis-4-(4-methyl-quinolin-2-ylami 

2-(3,4-difluoro-phenoxy)-N-[cis-4-{qulnolin-2-ylamino)-cyclohexyl]-nicotlnam 

2-(3,4-difluoro-phenoxy)-N-[cis-4-(4-methy!-quinolin-2-yiamino)-cyclohexyl]-^ 

N-[cis-4-(quinolln-2-ylamlno)-cyclohexyl)-2-p-tolyloxy-nlcotlnamide; 

N-[cls-4-(4-methyl-quinolln-2-ylamlno)-cyclohexyl]-2-p-toly!oxy-nicot^ 

2-(4-chloro-phenoxy)-N-[cis-4-(qulnolln-2-ylamlno)-cyclohexy!]-nicotinamide 

2-(4K:hloro-phenoxy)-N-[cjs-4-(4-methyl-quinolin-2-ylamino)-cyclohe)(yl]-^ 

2-(44>romo-phenoxy)-N-[cis-4-(quinolln-2-ylamino)K:yclohexyll-nicotinamW^ 

2-(4-bromo-phenoxy)-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-nic^^^ 

2-(4-methoxy-phenoxy)-N-[cis-4-(qulnolin-2-ylamino)K:yclohexyl]-nicotinamide; 

2-(4-methoxy-phenoxy)-N-[cls-4-(4-methyl-quinolin-2-ylamino)K:yc^ 

2-(3-chloro-4-fluoro-phenoxy)-N-[cjs-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyO-n^^^ 

N-[cis-4-(quinolin-2-ylamlno)-cyclohexyl]-2-fn-tolyloxy-nicotinamW 

N-[cls-4-(4-methyl-qulnolin-2-ylamino)-cycloh8xyl]-2-ni-tolylo)(y-n 

2-(3-methoxy-phenoxy)-N-[cis-4-(4-methyl-qujnolin-2-y!amino)-cyclohexyl]-a 

2-{3-chloro-phenoxy)-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyc!ohexyl]-acet^^ 

2-(3-chloro-4-fluoro-phenoxy)-N-[cls-4-(4-methyl-qulnolin-2-ylamlno)-cycloh 

2-(3,4-dlchloro-phenoxy)-N-[cls-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-ac^^ 

C-(methyl-phenyl-amino)-N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyn 

2-{3-methoxy'phenoxy)-N-[cis-4-(quinolin-2-ylamjno)-cyclohexyl]-acetamide; 

2-(3K:hloro-phenoxy)-N-[cis-4-(quinolin-2-yIamino)-cyclohe)cyl]-acetamide; 

2-(3-<:hloro-4-fluoro-phenoxy)-N^cls-4-(qulnolin-2-ylamino)-cyclohexyi]-aceta^ 

2- (3,4-dichloro-phenoxy)-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-acetam 
C-(methyl-phenyi-amino)-N-[cis-4-(quino!in-2-ylamjno)-cyclohexyl]-acetamide; 
N-[cls-4-(4-methylK^uinolin-2-ylamino)-cyclohexyl]-3-trifluoromethoxy-ben 
N-[cis-4-(4-amino-qulnolln-2-ylamjno)K:yclohexyl]-3,4-dlfluoro-benzamlde; 
C-(ethyl-phenyl-amjno)-N-[cis-4-(quinoljn-2-ylamino)-cyclohexyl]-acetamlde; 
C-(ethyl-phenyl-amino)-N-[cis«4-(4-methyl-quinolin-2-ylamino)-cyclohex^ 

3- hydroxy-N-[cis-4-(4-methyl-quinolin-2-ylamjno)-cyclohexyl]-benzamide; 

2.4- dlfluoro-N-[cls-4-(4-methyl-qulnolin-2-ylamjno)-cyclohexyl]-benzamide; 

3.5- dmuoro-N-[cls-4-(4-methyl-qujnolin-2-ylarnino)-cyclohexyl]-benzamide; 
C-[(4-chloro-phenyl)-ethyl-amino]-N-[cls-4-(4-methyl-quinolin-2-ylamino)-^^ 

4- chloro-3-fluoro-N4cls-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-benzamide; 
4-fluoro-N-[cis-4-(4-methyl-quinolln-2-ylamino)-cyclohexyl]-benzamide; 

3- fluoro-N-[cis-4-(4-methyl-quino!in-2-ylamino)-cyclohexyl]-benzamlde; 

4- chloro-N-[cls-4-(4-methyi-quinolin-2-ylamino)-cyclohexylhbenzamide; 
N-[cis-4-(4-methylK^uinolin-2-ylamino)-cyclohexyl]-isophthalarnic acid methyl ester; 

3.5- difluoro-N-[cls-4-(quinolln-2-ylamino)-cyclohexyl]-benzamide; 

4- chloro-3-fluoro-N-[cls-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 
C-({4-chloro-phenyI)-ethyl-amino]-N-[cls-4-(qulnolin-2-ylamino)<:yc!ohe)(yl]-^^ 
6-chloro-N-[cis-4-(4-methyl-quinolln-2-ylamino)-cyclohexy!]-nicotlnamlde; 

3- chloro-5-fluoro-N-[cis-4-(4-methyl-quinolln-2-ylamino)-cyclohexyl]-benzami 
3,4,54rifluoro-N^cis-4-(4-methyl-quinolin-2-ylarTilno)-cyclohexyl]-benzamlde; 

5- bromo-N-[cis-4-(4-methyl-quinoljn-2-ylamino)-cyclohexy!]-nicotlnamide; 

4- methyl-N-{cis-4-[(4-methylquinotin-2-yl)amlno]cyclohexyl}benzamide; 
2-(4-chIorophenoxy)-N-{cls-4-[(4-methylqulnolin-2-yl)amino]c7clohexyl}-acetamide; 
3,4,54rimethoxy-N-{cis-4-[{4-methylquinolin-2-yOamino]cyclohexyl}benzamide^ 
2-(3,4-difluo^ophenyl)-N^cis-4-[(4-methylquinolln-2-yl)amino]cyclohexy^]-acetamide; 
2-{2-bromo-4,5-dlmethoxyphenyl)-N^cis-4*[(4-methylquinolln-2-yl)amino]-cyc^^ 

2.6- dimethoxy-N-{cis-4-[(4-methylquinolln-2-yl)amino]cydohexyl}nicot^ 



48 



EP1464 335 A2 



N4cls-4-[(4-methylquinolln-2-yl)amlno]cyclohexyl}-4-(trifluoromethoxy) 
5-chloro-N-[cls-4-(4-methyl-quinolin-2-ylamlno)H:yclohexyl]-nlcotinamide; and 
5-fluoro-N4clsw*-(4HTiethyl-qulnolin-2-ylamino)-cyclohexyO-nlcotinamide; 

or a pharmaceuticalty acceptable salt, hydrate, or solvate thereof. 
[0055] In some embodiments of the present invention. Is selected from the group consisting of: 

Ci.e alkyi, and 

Cms alkyi substituted by substltuent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• cartocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• alkyi, 

** alky! substituted by halogen, 
C^.5 alkoxy, and 

alkoxy substituted by halogen, 

L is Formula (XV); 
Y is -C(0)NR5S 

wherein carbocyclic aryl is phenyl; and 
halogen is fluoro, chloro, or bromo; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 

[0056] In some embodiments of the present Invention, Is selected from the group consisting of: 
Cms ^'M* 

Ci.16 alkyI substituted by substituent(s) Independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent{s) independently selected from the group consisting of: 



•• halogen, 

— 0^.5 alkyI, and 

•» alky! substituted by halogen, 

wherein carbocyclic aryl is phenyl; and 
halogen Is fluoro, chloro, or bromo; 



or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
[0057] In some embodiments of the present invention, R2 is methyl; p is 0; R3 and R4 are both hydrogen; A and B 
are both single bonds; and R5 is hydrogen: or a phannaceutically acceptable salt, hydrate, or solvate thereof . 
[0058] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound is se- 
lected from the group consisting of: 

cis-N-[(1 R)-1-(4-bromophenyl)ethyO-4-[(4-methylquinolin-2-yl)amino]-cycIohexanecarboxamide; 

cis-N-{(1S)-1-[3,5-bis(trifIuoromethyl)phenyl]ethyl}-4-[(4-methylquinolin-2-yl)aml 

cis-N-[(1R)-1-(2-fluorophenyl)ethyl]-4-[(4-methylquinolln-2-yl)amino]-cyclohexanecarboxa 

cis-N-[{1S)-1-(2-fluorophenyl)ethyl]-4-[(4-methylquinolin-2-yl)amino]-cyclohexanecarboxamide; 

cis-4-[(4-methylqulnolin-2-yl)aznlno]-N^(1S)-1-[2-(trifluoromethyl)phenyl]ethyl)-cyclohexanecarbo 

cls-4-[(4-methylquinolln-2-yl)aminoJ-N-{(1S)-1-[3-(trifluoromethyl)phenyl]ethyl}K;ycte 

cis-N-[(1 R)-1 -(4K:hlorophenyl)ethy!l-4-{(4-methylquinolln-2-yl)amlno]-cyclohexanecarboxamide; and 

cis-N-[(1S)-1-(4-chlorophenyl)ethyl]-4-{(4-methylquinolin-2-yl)amino]-cyclohexanecarboxamide; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0059] In some embodiments, compounds of the present tnventton are of Formula (I) wherein the compound is se- 
lected from the group consisting of: 
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cis-N-[(1 R)-i-(4-bromophenyl)ethyl]-4-[(4-methylquinolin-2-yl)aminoKyclohexanecaitox^^ 
cis-N-[(1S)-1-(2-auorophenyl)ethyl]-4-[(4-methylqulnolin-2-yl)amino]-cycloh 

cis-4-[(4-methylqulnolin-2-yl)amlno]-N-{(1S)-1-[2-(trifluoromethyl)ph and 
cls-4-[(4-methylquinolin-2-yl)amlno]-N-{(1S)-1-[3-(trifluoromethyl)pheny^ 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0060] In some embodiments of the present Invention, Is selected from the group consisting of: 

(I) C1.5 alkyi, and 

Ci,5 alkyI substituted by substltuent(s) independently selected from the group consisting of: 

• alkoxycarbonyl, 

• C1.5 alkylthio, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 

alkyI, and 
•• C2-5 alkenyl, 

(II) C3.6Cycloalkyl, and 

63.6 cycloalkyi substituted by carbocyclic aryl, 
(ill) carbocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• Ci.galkyl, 

• 0^.5 alkyI substituted by halogen, 

• C^. 5 alkoxycarbonyl, 

• C1.5 alkoxy, 

• alkoxy substituted by carbocyclic aryl, 

• cycloalkoxy, 

• cartocycllc aryloxy, 

• alkylthio. and 

• carbocyclic aryl, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

• C1.5 alkyI, 

• C1.5 alkyI substituted by halogen, and 

• carbocyclic aryl; 

Lis Formula (VII); 
Yls -C(0)NR5-; 

wherein carbocyclic aryl is phenyl or naphthyl; 
heterocyclyl is 2,3-dihydro-ben2o[1 ,4]dioxinyl, 
3,4-dihydro-2H-benzo[b][1 ,4]-dioxepinyl, benzo[1 ,3]dioxolyl, furyl, or Isoxazolyl; and 
halogen is fluoro, chloro, bromo, or lodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0061] In some embodiments of the present invention, R2 is hydrogen, methyl, methylamino, or dimethylamino; p is 
0; R3 and R4 are hydrogen; A Is a single bond; B is a single bond or -CHg-; R5 is hydrogen; or a phamriaceutlcally 
acceptable salt, hydrate, or solvate thereof. 

[0062] In some embodiments of the present invention, R^ is selected from the group consisting of: 
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(i) 0^.5 alkyi. and 

alkyl substituted by substjtuent(s) Independently selected from the group consisting of: 

• C^.g ailcoxycarbonyl, 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by halogen, 

(ii) carbocyclic aryl, and 

carbocyclic aryl substituted by sub8tituent{s) Independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C1.5 alkyl. 

• all^l substituted by halogen, and 

• Ci.5alkoxy, 

(ili) heterocyclyl, 

heterocyclyl substituted by aikyi, and 
heterocyclyl substituted by carbocyclic aryl; 

wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl is isoxazoiyi; and 

halogen is fluoro, chloro, bromo, or iodo; 

or a phamriaceutically acceptable salt, hydrate, or solvate thereof. 
[0063] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound is se- 
lected from the group consisting of: 

N-(2-chlorophenyl)-N'-(cis-4-[4-(dimethyiamlno)quinolin-2-yllamino)-cyclohexyl)urea; 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-N'-(2-ethyl-6-methylphenyl)urea 

N-(cis-4-{[4-(dimethyiamino)quinolin-2-yl]amlno}cyclohexyl)-N'-mesitylurea; 

N-{cls-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)-N'-(2,4,6-trlchlorophenyl)-urea; 

N-(cis-4-{[4-(dimethylamtno)quinolin-2-yl]amino}cyclohexyl)-N'-(2,4,^^^^ 

N-(2,4-dibromo-6-fluorophenyl)-N'-(cis-4^[4-(dimethylamino)quino!in-2-yl]amino}-cyclohexyl)u 

N-(2,6-diethylphenyl)-N*-(cls-4-{[4-{dlmethylamino)quinolin-2-yllamino}-cyclohexyl)urea; 

N-(2-chlorobenzyl)-N'-(cis-4-{[4-(dimethylamino)qulnolln-2-yl]amlno}-cyciohexyl)urea; 

N-(cis-4-{[4-(dimethyiamlno)quinolin-2-yllamlno}cyclohexyl)-N'-(2-ethyl-6-lsopropyipheny 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexylVN'-(2-isopropyl-^^ 

N-{2-tert-butyl-6-methylphenyl)-N'-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}-cyc^ 

N-(cls-4-{[4-(dimethyiamino)quinolin-2-yl]amino}cyclohexyl)-N*-(diphenylmethyl)urea; 

N-(4-bromo-2,6-dimethylphenyl)-N'-{cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}K:yclohexyl)urea 

N-(cis-4-{[4-(dlmethylamlno)quinolln-2-yi]amlno}cyclohexyl)-N'-(3-methyl-5-phenylisoxazol-4-yl)ur^^ 

N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)-N'-1-naphthylurea; 

N-{cls-4-{[4-(dimethylamino)quinolin-2-yliamino}cyclohexyl)-N'-[1-(1-naphthyl^^^^ 

methyl N4[{cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-amino]carbonyl}-phe 

N-(cls-4'{[4-(dimethylamino)quinonn-2-yl]amino}cyclohexyl)-N'-(3,4,5-trimethoxyphen^ 

N-(5-chloro-2,4-dimethoxyphenyl)-N*-(cis-4-{[4-(dlmethylamlno)qujnolln-2-yl]amlno}-cyclohexyl)ure^ 

N-(4-bromo-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamino)qulnolln-2-yl]amino}-cyclohexyl)urea; 

N-[(cis-4^[4-(dimethylamlno)qulnolin-2-yl]amino}cyclohexyl)methyl]-N'-(2-ethyl-6-methylphen^^^ 

N-[(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)methyl]-N*-mesitylurea; 

N-[(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-N'-(2,4,6-trichlorophenyl)u^^^ 

N-[(cis-4^[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-N'-(2,4.64ribromophenyl) 

N-(2,4-dibromo-6-fIuorophenyl)-N'-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}-cycIohe 

N-(2.6-diethylphenyl)-N4(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}-cyclohexyi)-methyl]urea; 

N-[2^hloro-6-(trifluoromethyl)phenyl]-N'-[(cis-4-{[4-(dimethylamino)-quinolin-2-yl]-amino}^^ 

N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyO-N*-(2-ethyl-6-isopropylpheny^ 

N-[(cis-4^[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)methyO-N-(2-isopropyl-6-methylphenyl)urea^ 

N-[(cis-4^[4-(dimethylamino)quinolin-2-y^amino)cyclohexyl)methyQ-N-(2-methyl-3-nl^ 

N-(2-tert-butyl-6-methylphenyl)-N'-[(cis-4-{[4-(dimethylamino)quinolin-2-yOamino}-cycto 
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N-(2-tert-butylphenyl)-N'-[(cls-4H[4-{dimethylamjno)quinolln-2-yl]-amjno}cyclo^ 
N-[(cis-44[4-(dlmethylamano)quinolin-2-yl]amino}cyclohexyl)methyl]-N'-^^ 

N-(4-bromo-2,6-dlmethylphenyl)-N*-[(cls-4-([4-(dimethylamlno)quinolin-2-yl] amino)-cyclohexyl)methyl]urea; 
N-(2,3-dichlorophenyl)-N'-[(cis-4-{t4-(dlmethylamlno)quinolin-2-yl]-amino}cyc^ 
N-{2,6-diisopropylphenyl)-N'-[(cis-4-{[4-(dimothylamino)quinonn-^ 
1-(2,3-dlchloro-phenyl)-3-[cis-4-(4-methyl-qulnolln-2-ylamino)K7clohexyl]-^ and 
1-(2,3-dichloro-phenyl)-3-[cis-4-(4-methyl-quinolln-2-ylamlno)-cyclohexylme^^ 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

[0064] In Sonne embodiments of the present invention, Is selected from the group consisting of: 
(1) alkyi, and 

alkyI substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

— halogen, and 
•• alkoxy, 

(li) carbocyclyl, 

(III) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• Ci,5alkyl, 

• alky I substituted by halogen, 

• alkoxy carbonyl, 

• C^. 5 alkoxy, 

• alkoxy substituted by halogen, 

• mono-C^.s alkylamino, 

• di-C^.5 alkylamino, and 

• carbocyclic aryl, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

• C1.5 alkyl. 

• alkoxy carbonyt, and 

• carbocyclic aryl; 

L is Formula (VII); 
Y Is -C(S)NR5-; 

wherein carbocyclic aryl is phenyl or naphthyl; 
cartocyclyl is bicyclo[2.2.1]heptyl; 

heterocyclyl is 2,3-dihydro-benzo[1 ,4]dioxinyl, benzo[1 .3]dioxolyl, 

Isoxazolyl, orthienyl; and 

halogen Is fluoro, chloro, bromo, or iodo; 

or a pharmaceuttoally acceptable salt, hydrate, or solvate thereof. 
[0065] In some embodiments of the present invention, R2 is methylamino or dimethylamino; p is 0; R3 and R4 are 
hydrogen; A is a single bond; B is a single bond or -CHg-; R5 is hydrogen; or a phamriaceutjcally acceptable salt, 
hydrate, or solvate thereof. 

[0066] In some embodiments of the present invention, R^ is selected from the group consisting of: 
(i) carbocyclic aryl, and 
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carbocyclic aryl substituted by substituent(s} independently selected from the group consisting of: 

• halogen, 

• Ci.5 alkyl, 

• C.,.5 alkyl substituted by halogen, 

• allcoxy, 

• mono-C^.5 alkylamino, and 

• di-C^.s alkylamino, 

(ii) heterocyclyl, and 

heterocyclyl substituted by alicyl, and 
heterocyclyl substituted by C^.g alkoxy carbonyl; 
wherein carbocyclic aryl is phenyl or naphthyl; 
heterocyclyl is thieny); and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 
[0067] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound is se- 
lected from the group consisting of: 

N-(2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethyiamino)quinolin-2-yl]-amino}cyclohexyl)4hiourea 

fsj.(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-N'-(3,4,5-trlmethoxyph 

N-[4-(dimethylamlno)-1-naphthyl]-N'-(cis-4-{(4-(dimethylamino)quinolin-2-yl]amlnoKyclohe^^^^ 

N-(cis-4-[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-N'-(2,4,6-tribromopheny^ 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-N'-(2,4,6-trichlorophenyO 

N-(cis-4-{[4-(dimethylamino)qulnolln-27l]amino}cyclohexyl)-N'-mesity 

N-(2,6-diethylphenyl)-N'-(cls-4-{[4-(dimethylamino)quinoiin-2-yl]amino}-cyclohexyl)-thiourea; 

N-(4-bromo-2,6-dimethylphenyl)-N*-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}-cycloh 

N-(4-bromo-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}-cyclohexyl)thiourea; 

N-[4-bromo-2-(trifluoromethyl)phenyl]-N'-(cis-4-{[4-(dimethylamino)-quinolln-2-yI]-amino}cyclo^ 

N-(5-chloro-2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamlno)qulnoiin-2-yl]amlno}-cyclohexyl)thi^ 

N-(2.4<libromo-6-fluorophenyl)-N'-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}-cyclohexyl)thiourea; 

N-(2,4<lichloro-6-methylphenyl)-N'-(cls-4-{[4-(dimethylamino)quinoiin-2-yl]amino}-cyclohe^ and 

methyl 3-{[(cls-4-{[4-{dimethylamino)qulnolin-2-yl]amino)cyclohexyl)-amino]-carbonothloyl}aminoH^ 

ophene-2-carboxylate; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 
[0068] In some embodiments of the present invention, is selected from the group consisting of: 

(1) alkyl, and 

C^.e alkyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• 0^.5 alkoxy, 

• Ci .5 alkoxy substituted by carbocyclic aryl, 

• carbocyclyl, 

• carbocyclic aryl, 

» carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

— halogen, 
•• nitro, and 
0^.5 alkoxy, 

(ii) C2.5 alkenyl, 
(ill) carbocyclyl, 
(iv) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 
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• halogen, 

• alkyl. 

• alkyl substituted by halogen, and 

• alkoxy; 

L is Formula (VII); 
Y Is -C(0)0-; 

wherein carbocyclic aryl Is phenyl or naphthyl; 
carbocyclyl Is 9H-fluorenyl or menthyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 
[00691 In some embodiments of the present invention, is methylamino or dimethylamino; p is 0; R3 and R4 are 
hydrogen; A Is a single bond; B Is a single bond or -CHg-; or a phamnaceutteally acceptable salt, hydrate, or solvate 
thereof. 

[0070] In some embodiments of the present invention, Q is Formula (III); 
(i) C^.g alkyl, and 

C1.8 alkyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
0x0, 

C^,5 alkoxy, 

0^.5 alkoxy substituted by carbocyclic aryl, 

alkylcarbonyloxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by halogen, 
carbocyclic aryloxy substituted by nitro, 
heterocyclyloxy, 

heterocyclyloxy substituted by C^.g alkyl, 

alkoxycarbonyl, 
mono-C^.s alkylaminocarbonyl, 
di-C^.g alkylaminocarbonyl, 
mono-C^.5 alkylamino, 
mono-C^.g alkylamino substituted by cyano, 
mono-Ci.5 alkylamino substituted by carbocyclk: aryl. 
di-Ci.5 alkylamino, 

dl-C^s alkylamino substituted by cyano, 
di-C^.s alkylamino substituted by carbocyclto aryl, 
mono-carbocyclic arylamino, 
mono-carbocyclte arylamino substituted by alkyl, 
di-carbocyclic arylamino, 

di-carbocyclic arylamino substituted by alkyl, 
carbocyclic arylsulfonylamino, 
carbocyclic arylsulfonylamino substituted 0^.5 alkyl, 
0^.5 alkylthio, 

C1.5 all^lthio substituted by substituent(s) independently selected from the group consisting of: 

•• carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 
M carbocyclic aryl substituted by C1.5 alkoxy, 



• carbocyclic arylthio, 

• heterocyclylthio, 

• heterocyclylthio substituted by 0^.5 alkyl, 

• cycloalkyi, 

• cycloalkenyl. 

• carbocyclyl, 
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• carbocyclyl substituted by 8ub8titu6nt(s) independently selected from the group consisting of: 

halogen, 
C1.5 allcyl, 
allcoxy, 
•• C2.5 aikenyl, and 

C2.5 aikenyl substituted by substituent(s) independently selected from the group consisting of: 

— carbocyclic aryl, and 

carbocyclic aryl substituted by C^.g alkylsulflnyl. 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substrtuent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
nitro, 

alkyi, 

alkyI substituted by substltuent(s) Independently selected from the group consisting of: 

— 0x0, 
carbocyclic aryl, and 
heterocyclyl, 

C2-5 aikenyl, 
•• C1.5 alkoxy, 

0^.5 alkoxy substituted by halogen, 

alkoxy substituted by carbocyclk: aryl, 

carbocyclic aryloxy, 
— mono-carbocyclic arylamlnocarbonyl, 

mono-carbocyclic arylamlnocarbonyl substituted by halogen, 

dl-carbvcyclic arylamlnocarbonyl, 

dl-carbocyclic arylamlnocarbonyl substituted by halogen, 
•• carbocyclic aryl, and 

heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

alkyI, 
•• alkoxy, 

0^.5 alkoxy substituted by carbocyclfc aryl, 

carbocyclic aryl, and 

carbocyclic aryl substituted by halogen, 

(ii) C2.7 aikenyl, and 

C2.7 aikenyl substituted by substltuent(s) Independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
nitro, and 
alkoxy, 

(lii) C2.5 alkynyl, 

(iv) C3.12 cycloalkyi, and 

^3-12 cycloalkyi substituted by substltuent(s) independently selected from the group consisting of: 
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• Ci.salkyI, 

• 0^.5 alkyi substituted by oxo, 

• 0^.5 alkyI substituted by carbocyclic aryl, and 

• carbocyclic aryl, 

(v) carbocycfyl, 

(vi) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
hydroxy, 
cyano, 
nitro, 

Cmo alkyI, 

Ci.io allcyl substituted by substituent(s) Independently selected from the group consisting of: 
halogen, 

•• 0X0, 

•• carbocyclic aryloxy, 
carbocyclic aryl, and 
carbocyclic aryl substituted by C^,^ alkyI, 

0^.7 alkoxy, 

alkoxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

carbocyclic aryl, and 
halogenated carbocyclic aryl, 

Cg.s alkenyloxy, 
cycloalkoxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by nitro, 
carbocyclic aryloxy substituted by alkoxy, 
carboxy, 

alkoxycarbonyl. 
mono-C^.g alkylaminocarbonyl, 
di-Cf.s alkylaminocarbonyl, 

mono*C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 
di-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 
amino, 

mono-C^.g alkylamino, 
di-Ci.5 alkylamino, 

mono-C^.5 alkylamino substituted by cyano, 
di-C^.s alkylamino substituted by cyano, 
C2-5 alkynylcarbonylamino, 

C2.5 alkynylcarbonylamino substituted by carbocyclic aiyl, 
C^.g alkoxycarbonylamino, 
(carbocyclic aryl)NHC(0)NH, 

(carbocyclte aryl)NHC(0)NH substituted by 0^.5 alkoxy, 
(carbocyclic aryl)NHC(0)NH substituted by haloganated 0^.5 alkoxy, 
carbocyclic aryl azo, 

carbocyclic aryl azo substituted by mono-C^.g alkylamino, 
carbocyclic aryl azo substituted by di-C^.5 alkylamino, 
0^,5 alky Ithio, 

C<|.5 alkylthio substituted by halogen, 
carbocyclic arylthio, 

carbocyclic arylthio substituted by nitro, 
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carbocyclic arylthio substituted by cyano, 
amlnosulfonyl, 

mono-C^.5 alkylaminosulfonyl. 
Gli-C^.5 alkylaminosutfonyl, 
heterocyclylsulfonyl, 
C3.gcycloallcyl, 

Cg^ cycloaikyi substituted by 0^.5 alkyi, 
carbocyclic aryl, 
heterocyclyl, and 

heterocyclyl substituted by substltuent(s) Independentiy selected from the group consisting of: 

•• Ci.5alkyl, 

carbocyclic aryt, and 
- halogenated carbocyclic aryl, 

(vli) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C^.salkyl, 

alkyI substituted by substrtuent(s) independently selected from the group consisting of: 



•• halogen, 
•• hydroxy, 
•• C1.5 alkylthio, 

alkylthio substituted by carbocyclic aryl, 
•• C1.5 alkylthio substituted by halogenated carbocyclte aryl, 

carbocyclic aryl, 
M carbocyclic aryl substituted by halogen, and 
•• heterocyclyl, 

C^.salkoxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by aikyi, 

alkylthio, 
C^.galkenytthio, 
carbocyclic arylthio, 

carbocyclic arylthio substituted by C^.s atkoxycarbony), 

alkylsulfonyl. 
carbocyclic arylsulfonyl, 

carbocyclic arylsulfonyl substituted by 0^.5 atkyi, 
C1.5 alkoxycarbonyl, 

Cv5 alkoxycarbonyl substituted by carbocyclic aryl, 
carbocyclic aryl, 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• nitro, 

- alkyi, and 

0^.5 alkyI substituted by halogen, 

• heterocyclyl; 

wherein carbocyclic aryl is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1 ,2,3,4-tetrahydronaphthyl, 1-oxo-indanyl, 9-fluorenyl, 9H-fIuoreny!, 9-oxo-9H-fluorenyl, ada- 
mantly, bicycIo[2.2.1lheptenyl, bicyclo[2.2.1]heptyl. indanyl, indenyl, or menthyl; 

heterocyclyl is 1 ,2.3-triazolyl, 1H-indolyl. IH-pyrrolyl, 2,3-dihydro-1-oxo-isoindolyl, 2,3-dlhydro-benzo[1 .4] 
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dioxinyl. 2,4-dihydro-3-oxo-pyrazolyl, 2H-ben2opyranyl, 2-oxo-benzopyranyl, 3,4-dlhydro-2H-benzo[b][1 ,41diox 
epinyl, 4,5,6,7-tetrahydro-benzo[b]thlenyl, 4H-benzo[1 ,3]dloxinyl, 4-oxo-1 ,5,6,7-tetrahydro-indolyl, 4-oxo-benzo 
pyranyl, QAfcarbazolyl, 9H-xanthenyl, azetldlnyl, benzo[1,3]dioxolyl, benzo[2,1,3]oxadiazolyl, ben2o[1 ,2,5]oxadi 
azolyl, benzo[2.1,3]thiadlazolyl, benzo[b]thienyl. benzofuryl, benzothlazolyl, furyl, imidazo[2,1-b]thlazolyl, isoxa 
zolyl, morpholino. morpholinyl, oxazolyl, phenanthro[9,10-cnoxa2olyl, piperidyl. pyrazotyl, pyridyl, pyrimidyl. qui- 
nolyl, quinoxalyl, tetrahydrofuryl, thlazolyl, or thienyl; and 
halogen is fluoro, chtoro, bromo, or iodo; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
[0071] In some embodiments of the present Invention, is selected from the group consisting of: 

(0 C1.7 alkyl. and 

C^.y allcyl substituted by substituent(s) independently selected from the group consisting of: 

• alkoxy, 

• alkoxy substituted by carfoocyctic aryl, 

• carbocyclic aryloxy, 

• mono-C^.5 alkylamino, 

• mono-C^.s alkylamino substituted by 8ubstituent(s) independently selected from the group consisting of: 

— cyano, and 
carbocyclic aryl, 

• di-C^.5 alkylamino, 

• dl-Ci.5 alkylamino substituted by 8ubstltuent(s) Independently selected from the group consisting of: 

•• cyano, and 

- carbocyclic aryl, 

• mono-carbocycric arylamino, 

• di-carbocycllc arylamino, 

• mono-carbocyclic arylamino substituted by C^.q alkyi, 

• dl-carbocyclic arylamino substituted by C1.5 alkyl, 

• carbocyclic arylsulfonylamino, 

• carbocyclic arylsulfonylamino substituted by alkyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• nitro, 
0^.5 alkyl, 

alkyl substituted by substituent(s) Independently selected from the group consisting of: 

— 0x0, and 

carbocyclic aryl, 

alkoxy. 

• heterocyciyi, and 

• heterocyciyi substituted by carbocyclic aryl, 
(11) C2.7 alkenyl, and 

C2.7 alkenyl substituted by substltuent(s) Independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by 0^.5 alkoxy, 

(lii) C3.e cycioalkyi, and 
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Cm cycloalkyi substituted by 8ubstltuent(s) independently seiected fronri the group consisting of: 

• allcyl, and 

• allcyi substituted by carbocyclic aryl, 

(iv) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• C^.g allcyl, 

• 0^.5 allcyl substituted by halogen, 

• Ci.5alkoxy, 

• Cv5 alkoxy substituted by substituent(s) independently selected from the group consisting of: 

M halogen, and 
•• carbocyclic aryl, 

carbocyclic aryl substituted by halogen, 

• C2.5 aikenyloxy. 

• mono-C^.5 alkylamino, 

• di-C^. 5 alkylamino, 

• mono-C^ .5 alkylamino substituted by cyano , 

• di-C<| .5 alkylamino substituted by cyano, 

• Ci.5alkylthio, and 

• .5 alky Ithio substituted by halogen , 

(v) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C1.5 all^l substituted by substituent(s) independently selected from the group consisting of: 

hydroxy, and 
carbocyclic aryl, 

• C1.5 alkoxy, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by C^.g alkoxycarbonyl, 

• C-1.5 alkoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
0^.5 alkyi, and 

C^^ alkyI substituted by halogen; 

L is Fomnula (VII); 

Y is a single bond or -CH2-; 

wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl is 1H-indolyl, IH-pyn-olyl, 2,3-dihydro-benzo[1 ,4]dioxlnyl, 4-oxo-ben2opyranyl, 9H-carbazolyl, 
azetidlnyl, benzo[1.3)dioxolyl, benzo[b]thienyl, furyl, imidazo[2,1-blthiazolyl, pyrazolyl, pyridyl, orthienyl; and 
halogen Is fluoro, chloro, bromo, or iodo; 

or a pharmaceut'ically acceptable salt, hydrate, or solvate thereof. 
[0072] In some embodiments of the present invention, is methylamino or dimethylamino; p Is 0; R3 and R4 are 
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hydrogen; A is a single bond; B is a single bond or -CHg-j or a pliannaceutically acceptable salt, hydrate, oi 
thereof. 

[0073] In some embodiments of the present invention. Is selected from the group consisting of: 

(OC^saikyUnd . . 

C1.5 alkyi substituted by substltuent(s) independently selected from the group consisting of: 

• mono-C^.s alkylamlno, 

• mono-Ci.5 alkylamlno substituted by cyano, 

• dl-C^.g alkylamino, 

• dl-Ci.5 alkylamino substituted by cyano, 

• mono-carbocyclic arylamlno, 

• di-carbocyclic aryiamino. 

• mono-carbocyclte aryiamino substituted by 0^.5 alkyI, 

• dl-carbocyclic aryiamino substituted by C^^ alkyl. 

• carbocyclic arylsutfonylamino, 

• carbocyclic arylsulfonylamino substituted by 0^.5 alkyl, 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by 0^.5 alkoxy, 

(ii) C2.5 alkenyl, and 

C2.5 alkenyl substituted by carbocyclic aryl. 
(lii) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• C1.5 alkyl, 

• alkoxy. 

• .5 alkoxy substituted by halogen, 

• mono-C^.s alkylamino, and 

• di-Ci.5 alkylamino, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• alkyl, 

• Cvs alkyl substituted by carbocyclic aryl, 

• C^. 5 alkoxy, 

• C^.g alkoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent{s) Independently selected from the group consisting of: 

- halogen, 

alkyl, and 
M alkyl substituted by halogen; 

wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl is IH^indolyl, 4-oxo-benzopyranyl, azetldinyl, benzo[1 ,3]dloxolyl, orpyrazolyl; and 
halogen is fluoro, chloro, bromo, or lodo; 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0074] In some embodiments of the present invention, Is selected from the group consisting of: 

(i) C1.5 alkyl, and 

C1-5 alkyl substituted by substltuent(s) independently selected from the group consisting of: 



60 



EP1464 335 A2 

• mono-C^.5 a^kylamino, 

• mono-C^.5 aikyiamino substituted by cyano, 

• di-C^.5 aikyiamino, 

• dj-C.|.5 aikyiamino substituted by cyano, 

• mono-carbocyclb arylamino, 

• dl-carbocyclic arylamino, 

• carbocyclic arylsulfonylamino, 

• carbocyclic arylsulfonylamino substituted by C^.s alkyi, and 

• carbocyclic aryl, 

(ii) C2.5 alkenyl, and 

C2.5 alkenyl substituted by carbocyclic aryl, 
(ill) carbocyclic aryl, and 

carbocyclrc aryl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• alkoxy, and 

• alkoxy substituted by halogen, 

(Iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• Ci. 5 alkyi, 

• alkyI substituted by carbocyclic aryl, 

• C1.5 alkoxy, 

• alkoxycarbonyl, 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by halogen; 

wherein carbocyclic aryl is phenyl; 

heterocyclyl is Iffindolyl, azetldinyl, orpyrazoiyi; and 

halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 
[0075] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound is se- 
lected from the group consisting of: 

N2^cis-4-[(2,6-dlmethoxybenzyl)amino]cyclohexyl}-N^,N^-dimethyl-5,6,7,8-tetrahydroqulnazoline-2,4-diamin 

N2-{cis-4[(2-ethoxybenzyl)aminoJcyclohexyl}-N4,N^-dimethyl-6.6,7,8-tetrahydroquinazollne-2,4-diamlne; 

N24cls-4-[(1IHHndoi-3-ylmethyl)amlno]cyclohexyl}-N4,N^-dimethyl-5,6,7,8-tetrahydroquinazollne-2,4^ 

N24cis-4-[(2.5-dimethoxybenzyl)amino]cyclohexyi}-N^,N^-dimethyl-5,6,7,8-tetrahydroquinazoline-2,^ 

N2-(cis-4-{[(4-methoxy-1-naphthyl)methyllamlno}cyclohexyl)-N^N^-dimethyl-5,6,7,84etrahydroquinazo^ 

2,4-dlamine; 

N2-(cls-4-{[(5-methoxy-1H-lndol-3-yl)methyOamino}cyclohexyI)-N4,N^-dlmethyl-5,6.7,8-^^^ 
2,4-diamlne; 

4-bromo-2-{[(cls-4-{[4-(dimethylamlno)-6.6,7,8-tetrahydroquina20lln'2-yI]amino}-cyclohexyl)amlno 
6-methoxyphenol; 

N2-(cls-4-{[(5-bromo-1H-indol-3-yl)methyl]amino}cyclohexyl)-N^N^-dimethyl-5,6,7.8-tetrahyd^^ 
2,4-diamine; 

4-{[(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yi]amino}-cy^ 
yphenol; 

N2^cis-4-[(3-ethoxy-4-methoxyben2yl)amino]cyclohexyl}-N^,N4-dimethyl-5,6,7,8-tetrahydroqul^ 
amine; 

N^,N*-dimethyl-N2-{cis-4-[({3-[4-(trinuoromethyl)phenyl]-1Hi)yrazol-4-yl}methyl)-amino]^^^ 
rahydroquinazotine-2,4-diamine; 

N'*.N*-dimethyl-N2-{cis-4-[(3.4,5-trimethoxybenzyl)amino]cydohexyl}-5.6.7.8-tetrahydroquina2oll 
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N^,N^-dlmethyl-N2.{cis-4-[(pentamethylbenzyl)amino]cyclohexyl}-5,67,^ 
N24cis-4-[(3,5-dimethoxybenzyl)amlno]cyclohexyl}-N^.N*-dimethyl-5.67,8-tet 
4-{[(cls-4-{[4-(dimethylamlno)-5,673-tetrahydroquinazolln-2-yl]amino}-c^ 
6-methoxyphenol; 

4-{[(cls-4-{[4-(dimethylamino)-5,6,73-tetrahydroquinazolin-2-yl]amino}-c^^ 
phenol; 

3-{[(cis-4-{[4-{dimethylamino)-6,673-tetrahydroqu(nazolin-2-y)]amlno}-c^^ 
4H-chromen-4-one; 

ethyl 4.6-dlchloro-3-{[(cis-4-{[4-(dimethylamino)-5.67,8-tetrahydroqulnazolin-^^^ 
thyl}-1 H-lndole-2-carboxylate; 

N2^cis-4-({[3-(4-fluorophenyl)-1H-pyra20l-4-yl]methyl}amino)cyclohexyl]-N^N^^ 
qulnazollne-2,4-dlanrilne; 

N^,N*-dlmethyl-N2-[4-(pentamethylphenylmethyl-amino)-cyclohexyQ-5,67,8-tetrahydro-^ 

3-[{2-[(cis-4^[4-(dlmethylamlno)-6,673-tetrahydroquinazolin-2-yl]amlno}cycto 

nyl)amino]propanenltrlle; 

3- [{2-[(cls-44[4-{dlmethylamlno)-5,67.8-tetrahydroqulnazolln-2-yl]amino}cyd 
propanenitrlle; 

N-{(1S)-1-ben2yl-2-[(cis-4-{[4-(dimethylamino)-5,6,73-tetrahydroqulnazolln-2-yQam 

4- methylbenzenesutfonamlde; 

N2.(cis-4-{[2-(3,5-dimethoxyphenyl)ethyl]amlno}cyclohexyl)-N^N^-di^ 
2,4-dlamlne; 

N2^cjs-4-({[1-(dlphenylmethyl)azetldin-3-yl]methyl)amino)cyclohexyl]-N^,N^-d^ 
llne-2,4-dlamine; 

N2.(cls-4-{[{2,6-dimethoxyben2yl)amino]methyl}cyclohexyl)-N4,N^-dim 

amine; 

N2.{cls-4-{[(2-ethoxybenzyl)aniino]nriethyl}cyclohexyl)-N4,N^-dinriethyl-5,67,84etrahy^ 
amine; 

N2-(cis-4-{[(1H-lndol-3-ylmethyl)amlno]methyQcyclohexyl)-N4,N4.dimethyl-5,67.8-tetrahydro 
amine; 

NHcis-4-{[(2,5-dimemoxybenzyl)amino]methyl}cyclohexyl)-N4,N^-dimethyl-5,673^ 
amine; 

N2^cis-4-({[(4-methoxy-1-naphthyl)methyl]amino}methyi)cyclohexyl]-N'^,N^-dimethyl-5,6,7,8-tetra 
line-2,4-diamine; 

N2^cis-4-({[(5-methoxy-1H-lndol-3-yl)methyl]amino}methyl)cyclohexyl]-N^,N*-dlmethyl-6,^ 
zollne-2,4-dlamlne; 

4-bromo-2-({[(cis-4^[4-(dimethylamlno)-5.67.8-tetrahydroqulnazolin-2-yl]amino}H:yclohexyl)^ 
thyl)-6-methoxyphenol; 

N2^cls-4-({[(5-bromo-1H-indol-3-yl)methyl]amlno}methyl)cyclohexyO-N^,N^-dimethyl-5,673 

line-2,4-diamine; 

N2-(cls-4-{[(3-ethoxy-4-methoxybenzyl)amlno]methyl}cyclohexyl)-N^N4-dimethyl-5,67,84etrahyd^^ 
2,4-diamine; 

N4,N^-dimethyl-N2.(cis-4-{[({3-[4-(trifluoromethyl)phenyl]-1Hi)yrazol-4-yl}methyl)-^ 
5.6,7,8-tetrahydroqulnazoijne-2.4-diamine; 

N^,N*-dimethyl-N2-(cis-4-{[(3,4,64rimethoxybenzyl)amino]-methyl)cyclohexyl)-5,67,8-te^ 
2,4-diamine; 

N2-(cls-4-{[(3,5-dlmethoxybenzyl)amino]methyl}cyclohexyl)-N^,N^-dlmethyi-5,67,8-te 
amine; 

4-({[(cis-4{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)-methylJa^ 
6-methoxyphenol; 

4-({[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohe)cyO-methyl]amlno}m 
2,6-dimethylphenol; 

3- chloro-4-({[(cis-4-{[4-(dlmethylamlno)-5,67,8-tetrahydroquinazolin-2-yOamino}-cyclohexyl)methyl]a 
thy()phenol; 

N2-{cis-4-({[4-{diethylamino)benzyl]amino}methyi)cyclohexyl]-N^,N^-dimethyi-5,6,7,8-tetrahydroquinazoline- 
2,4-diamine; 

N2-{cis-4-{[(3,3-diphenylprop-2-en-1-yl)amlno)methyQcyclohexyl)-N*,N^-dimethyl-5,67.8-tetrah^^ 
2,4-diamine; 

4- {[(cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolin-2-yl]amlnolcyclohexyO-methy 
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2-ethoxyphenol; 

N24cis-4-[({[4-(dlmethylamlno)-1-naphthyl]methyl}amino)met^^^^ 
quinazoHne-2,4-diamine; 

N^,N^-dlmethyl-N2-(cis-4-{[(2,4,6-trimethoxybenzyl)amino]methyl}-cyclohe^^^ 
2,4-dlamlne; 

2-bromo-4-chloro-6-{{[(cis-4-{[4-(dimethylamino)-5,6.7.8-tetrahydroqulnazolin-2-yO-a 
amino}methyl)phenol; 

N2^cls-4-([(2.5-diethoxybenzyl)amino]methyl}cydohexyl)-N^,N^-dimethyl-5 8-tetrahydroquinazoline-2,4-dl- 
amine; 

N2-(cls-4-{[(2.4-diethoxybenzyl)amino]methyl}cyclohexyl)-N^,N*-dlmethyl-^ 
amine; 

N2-(cis-4-{[(3.5-dibromo-2-methoxyben2yl)amino]methyl}cyclohexyl)-N^.^ 
line-2.4-diamlne; 

N^.N*-dlmethyl-N2-(cis-4-{[(2,4,54iiethoxybenzyOamino]methyl}-cyclohexy^ 
2,4-diamlne; 

N4,N^-dimethyl-N2-(cis-4-{[(2,4,5-trimethoxybenzyl)amlno]methyl)-cyclohe^^^ 
2,4-dlamlne; 

N2-[cls-4-({[(7-methoxy-1,3-benzodloxol-5-yl)methyl]amino}methyl)-cyclohexyl)-N4,N^-dlmethyl^ 
roquinazoline-2,4-diamlne; 

4-({[(cls-4^[4-(dlmethylamlno^5,67,8-tetrahydroquina2olln-2-yl]amlno}cq(clohexyl)-meth 
2-methylphenol; 

N2-(cls-4-{[(4-methoxy-2,5-dimethylbenzyl)amlno]mBthyl}cyclohe)cyl)-N*,N4Kjim^^ 
llne-2,4-dlamine; 

4-({[(cis-4^[4-(dimethylan^lno)-5,6,7,8-tetrahydroquinazolln-2-yl]amino}cyclohexy 

2- fluoro-6-methoxyphenol; 

N^.N^-dlmethyl-N2-lcls-4-({([(1-phenyl-6-propyl-1H-pyra20l-4-yl)methyl]amlno)methyl)<^^ 
rahydroquina2olme-2,4-diamine; 

N2^cls-4-[({[1-(4<hlorophenyl)-5-propyl-1H-pyrazoM-yl]methyO-amino)methyO-cyclohexyl}-N*N4-^ 
5,6,7,8-tetrahydroqujnazollne-2,4-diamlne; 

N2^cis-4-[2-(4-bromo-24rifluoromethoxy-phenyl)-ethylamlno]-cyclohexyO-N^,N^ 
qulnazoline-2,4-dlamine; 

N2^cis-4-[2-{4-bromo-2-trlfluoromethoxy-phenyl)-ethylamlno]K)yclohexyl}-N^-methyl-5,67,^ 
llne-2,4-dlamlne; 

N2^cis-4-[(4-bromo-2-trifluoromethoxy-benzyl)amlno-methyl]-cyclohexyl}-N*-methyl-^ 
llne-2,4-diamine; 

N2^clsw4-[(4-bromo-2-trifluoromethoxy-benzyl)amino-me%l]-cyclohexyl}-N^N*-dimethyl-^ 
qulnazollne-2,4-dlamlne; 

N^,N^-dlmethyl-N2-{cls-4-[(2-trifluoromethoxy-benzyl)amlno-methyl]-cycb 
2,4-dlamine; and 

N*-methyl-N2-{cjs-4-[(2-trifluoromethoxy-benzyl)amlno-me%l]-cyclohexyl}-^ 
2,4-dlamlne; 

or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 
[0076] In some embodiments, compounds of the present Invention are of Formula (I) wherein the compound Is se- 
lected from the group consisting of: 

N2-(cls-4-{[(5-methoxy-1H-lndol-3-yl)methyOamlno}cyclohexyl)-N*,N^-dlmethyl-5,6,7,8-tetrahydroqulna2oH^ 
2,4-dlamlne; 

ethyl 4,6-dlchloro-3-{[(cjs-4-{[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolln-2-yl]-amino}cyclohe)^^ 
thyl)-1 H-indole-2-cart)oxylate; 

N2-[cis-4-({[3-(4-fluorophenyl)-1H-pyrazol-4-yl]methyl}amlno)cyciohexyl]-N^N^-dimethyl-5,6,^ 
qujnazolme-2,4-djamine; 

3- [{2-[(cis-44[4-(dlmethylamlno)-6,67,8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)-amlno]ethyl} 
propanenitrite; 

N-{(1S)-1-benzyl-2-[(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquina20lln-2-yOamlno)-cyclohexyl)amm 

4- methylbenzenesulfonamlde; 

N2^cis-4-({[1-(dlphenylmethyl)azetidin-3-yl]methyl}amlno)cyclohexyQ-N^ri*-dlmethyl-5 
llne-2,4-dlamjne; 
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N2.(cis-4-{[(2,6-dimethoxybenzyl)amlno]methyl}cyclohexyl)-N^,N^-dimethyl-5^ 
amine; 

N2-[cis-4-({[(5-methoxy-1H-indol-3-yl)me%l]amino}methyl)cyclohexyl]-N*,N^-d 
zollne-2,4-diamine; 

N2.[cjs-4-({[(5-bromo-1H-indol-3-yl)methyl]amino}methyl)cyclohexyO-IS^ 
line-2,4-diamine; 

N2-(cis-4-{[(3-ethoxy-4-methoxybenzyl)amlnolmethyl}cyclohexyl)-N^N^KJIme 
2,4-djamine; 

4-({[(cjs-44[4-(dlmethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino)cyclohe 
do-6-methoxyphenol; 

N2-(cls-4-{[(3,3-diphenylprop-2-en-1-yl)amino]methyQcyclohexyl)-N*,N*-dimethy^ 
2,4-dlamine; 

N^,N^-dimethyl-N2-(cls-4-{[(2.4,6-trimethoxyben2yl)amlno]me%IKcyclohe^^^ 
2,4-dlamlne; 

N2-(cis-4-{[{2,5-diethoxybenzyl)amino]methyl}cyclohexyl)-N4,N'^-dlmethyl-6,67,8-^^^ 
amine; 

N2-(cis-4-{[(2,4-diethoxybenzyl)amlno]methyl}cyclohexyl)-N^,N^-dimethyl-5,6J,84et 

amine; 

N2-(cis-4-{[(3,5-dlbromo-2-methoxyben2yl)amino]methyl)cydohexyl)-N*,N*-dimethyl-5,67,8-t^^^ 
rme-2,4-diamine; 

N'*,N*-dimethyl-N2-(cis-4-{[(2,4,5-triethoxybenzyl)amino]methyl}-cyclohexyl)-5,67,8-tetr^^ 
2,4-diamine; 

N'^,N^-dimethyl-N2-(cis-4-{[{2,4,5-trimethoxyben2yl)amino]methyl}-cyciohexyl)-5,6J,^ 
2,4-diamine; 

N^,N*-dimethyl-N2-[cis-4-({[(1-phenyl-S-propyl-1H-pyrazol-4-yl)methyl]amlno}methyl)-cyclohe 
rahydroquinazoline-2,4-dlamine; 

N24cis-4-[({[1-(4K:hlorophenyl)-5-propyl-1H-pyrazol-4-yl]methyl}-amino)methyO-cyclohexyO^ 
5,6,7,8-tetrahydroqulnazoIine-2,4-djamine; 

N2^cis-4-[2-(4-bromo-2-trifluoromethoxy-phenyl)-ethylamino]-cyclohexyQ-N^,N'^<limethyl-5,^ 
quina20line-2,4-diamine; 

N24cis-4-[(4-bromo-2-trifluoromethoxy-benzyl)amlno-methyl]-cyclohexyl}-N*-methyl-5^ 
llne-2,4-dlamine; 

N2^cls-4-[(4-bromo-2«trifluoromethoxy-benzyl)amino-methyl]-<7clohexyl)-N*,N^-dimethyl-5,67,8-^^^ 
quinazoline-2,4-diamine; and 

N4.N*-dimethyl-N2-{cls-4-[(24rifluoromethoxy-benzyl)amlno-methyl]-cyclohexyl}-5,67,84 
2,4-diamlne; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
[0077] In some embodiments of the present invention, is selected from the group consisting of: 

(i) 0^.5 alkyi, and 

0^.5 alkyI substituted by substituent(s) independently selected from the group consisting of: 

• 0X0, 

• C^.5alkoxy, 

• C^.g alkoxy substituted by carbocyclic aryl. 

• C^.g alkylcarbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by nitro, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by aikyi, 

• mono-C^.g alkylamlnocarbonyl, 

• di-C^.s alkylamlnocarbonyl, 

• carbocyclic arylcarbonylamino, 

• C1.5 alkylthio, 

• alkylthio substituted by substituent(s) independently selected from the group consisting of: 
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carbocyciic aryt, and 

carbocyciic aryt substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
C^.gallcoxy, 

• carbocyciic arylthio, 

• heterocyclylthio, 

• heterocyclylthic substituted by C1.5 alkyi, 

• Ca^cycloalkyl, 

• cycloalkenyl, 

• carbocyclyl, 

• carbocyclyl substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
•• alkyi. 
C^.galkoxy, 
C2.5 aikenyi. and 

C2.5 alkenyi substituted by substltuent(s) independently selected from the group consisting of: 

carbocyciic aryl, and 
M« carbocyciic aryl substituted by alkyisulfinyl, 

• carbocyciic aryl, 

• cartocyclic aryi substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 
hydroxy, 
•• nitro, 
•• alkyi, 

0^.5 alkyi substituted by substituent(s) Independently selected from the group consisting of: 

— 0x0, 

carbocyciic aryl, and 
heterocyclyl, 

•• Ci,5alkoxy, 

alkoxy substituted by halogen, 

Ci .5 alkoxy substituted by carbocyciic aryl, 
•• carbocyciic aryioxy, 
— mono-carfoocycilc aryiaminocarbonyi, 

mono-carbocycllc aryiaminocarbonyi substituted by halogen, 
•• dl-carbocyclic aryiaminocarbonyi, 

dl-carbocyclic aryiaminocarbonyi substituted by halogen, 

carbocyciic aryi, and 
•• heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

•• Ci. 5 alkyi, 
•• alkoxy, 

alkoxy substituted by carbocyciic aryi, 
•• carbocyciic aryl, and 

carbocyciic aryl substituted by halogen, 

(11) C2.5 aikenyl, and 

C2.5 aikenyi substituted by substituent(s) independently selected from the group consisting of: 
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• carbocyclic aryl, 

• carbocyclic aryt substituted by substituent(8) Independently selected from the group consisting of: 

halogen, and 
•• nitro, 

(III) 03.5 cycloalkyi, and 

cyctoalkyi substituted by substituent(s) independently selected from the group consisting of: 

• Ci.5aikyl, 

• alley i substituted by substituent(s) Independently selected from the group consisting of: 

•• 0x0, and 

carbocyclic aryl, 

• carbocyclle aryl, 

(iv) carbocyclyl, 

(v) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• alley I. 

• alkyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
0x0, 

carbocyclic aryloxy, 

carbocyclic aryl, and 

carbocyclic aryl substituted by 0^.5 alkyl, 

• Ci.salkoxy, 

• 0^.5 alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by aikoxy, 

• mono-C^.s alkylaminocarbonyl, 

• di-C^.s alkylaminocarbonyl, 

• mono-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 

• di-C^.g alkylaminocarbonyl substituted by carbocyclic aryl, 

• amino, 

• monO'C^.5 alkylamino, 

• di-C^. 5 alkylamino, 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocyclic aryl, 

• (carbocyclic aiyl)NHC(0)NH, 

• (carbocyclic aryl)NHC(0)NH substituted by C<,.5 aikoxy, 

• (carbocyclic aryl)NHC(0)NH substituted by haloganated C^.g aikoxy, 

• C1.5 alkylthio, 

• C1.5 alkylthio substituted by halogen, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by cyano, 
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• mono-Ci.5 aikylaminosuffonyl. 

• cli-Ci.5 alkylaminosulfonyl, 

• carbocyclic aryl, 

• heterocyclyl, 

• heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

Ci.5alkyl, 
•• carbocyclic aryl, and 

haiogenated carbocyclic aryl, 

(vi) heterocyclyl, and 

heterocyclyl substituted by substltuent(s) Independently selected from the group consisting of: 



halogen, 
nitro, 

C1.5 alkyi, 

^1-5 all^l substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 
•• alkylthio, 

alkylthio substituted by carbocyclic aryl, 
alkylthio substituted by haiogenated carbocyclk: aryl, 
carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 
heterocyclyl, 

Ci,5 alkoxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by alkyi, 
0^.5 alkylthio, 
C2-5 alkenylthio, 
carbocyclic arylthio, 
Ci.5alkylsulfonyl, 
carbocyclic arylsulfonyl, 

carbocyclic arylsulfonyl substituted by alkyI, 
carbocyclic aryl, 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
nitro, and 
alkyl. 

• heterocyclyl; 

L is Fonnula (VII); 

Y Is -C(0)-; wherein carbocyclic aryl is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1 ,2,3,4-tetrahydronaphthyl, 1-oxo-indanyl, 9-oxo-9fffluorenyl, or Indenyl; 

heterocyclyl is 1 ,2.3-triazolyl, Iffindolyl, 1H-pyrrolyl, 2,3-dihydro-1-oxo-isoindolyl, 2,4-dihydro-3-oxo-pyra- 
zolyl. 2Afbenzopyranyl, 2-oxo-benzopyranyl, 4-oxo-1,5,6,7-tetrahydro-lndolyl, 9H-xanthenyl, benzo[1 ,3]dioxolyl, 
benzo[2,2,3]oxadlazolyl, benzo[1 ,2,5]oxadiazolyl, ben2o[b]thienyl, benzofuryl, benzothiazolyl, furyl. isoxazolyl, 
morpholino, pyrazolyl, pyridyl, pyrimidyl, quinolyl, quinoxalyl, thiazolyl, orthienyl; and 

halogen Is fluoro. chloro, bromo. or iodo; 

or a pharmaceuticalty acceptable salt, hydrate, or solvate thereof. 
[0078] In some embodiments of the present invention, is methylamino or dimethylamino; p is 0; R3 and R4 are 
hydrogen; A is a single bond; B is a single bond or -CH2-; or a phannaceutically acceptable salt, hydrate, or solvate 
thereof. 

[0079] In some embodiments of the present invention, R^ is selected from the group consisting of: 
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(i)Ci.5 a'kyl. and 

C^.s alky! substituted by substituent(s) independently selected from the group consisting of: 

• 0X0, 

• alkoxy, 

• 0^.5 alkoxy substituted by carbocyclk: aryl, 

• alkylcarbonyloxy, 

• carbocycllc aryloxy. 

• carbocycllc aryloxy substituted by lialogen, 

• mono-C^.g alkylaminocarbonyl, 

• di-C^.g alkylaminocarbonyl, 

• carbocycllc arylcarbonylamino, 

• Ci^galkylthio, 

• Cv5 alkylthio substituted by 8ubstituent(s) independently selected from the group consisting of: 

carbocycllc aryl, and 

carbocycllc aryl substituted by halogen, 

• heterocyclylthio, 

• heterocyclytthio substituted by 0^.5 alkyi, 

• C3.6 cycloalkyi, 

• carbocyclyl, 

• cartocyclyl substituted by substrtuent(s) independently selected from the group consisting of: 

•• halogen, 

- alkyi, 

•• C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) independently selected from the group consisting of: 

carbocycllc aryl, and 

— carbocycllc aryl substituted by 0^.5 alkylsulfinyl, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
•• nitro, 

- C1.5 alkyI, 

alkyI substituted by substituent(s) Independently selected from the group consisting of: 

— 0x0, and 
heterocyclyl, 

•• C^. 5 alkoxy, 

carbocycllc aryloxy, 

carbocycllc aryl, and 
•• heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by substltuent(s) Independently selected from the group consisting of: 

alkyI, 

•• C1.5 alkoxy, and 
•• carbocycllc aryl, 

(ii) C2.5 alkenyl. and 

C2.5 alkenyl substituted by substituent(s) independently selected from the group consisting of: 
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• carbocyclic aryl, and 

• carbocyclic aryl substituted by nitre, 

(iii) ^3.3 cycloalkyi, and 

C3.6 cycloall<yl substituted by carbocyclic aryl, 

(iv) carbocyclyl, 

(V) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• Ci.gaikyl, 

• 0^.5 alkyi substituted by substltuent(s) independently selected from the group consisting of: 

•• halogen, 
•• 0x0, and 

carbocyclic aryl, 

• Ci^gallcoxy, 

• alicoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by C.1.5 alkoxy, 

• mono-C^.5 allcylaminocarbonyl, 

• di-C^.5 alkylaminocarbonyl, 

• mono-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 

• di-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 

• mono-Ci.5 alkylamino, 

• di-C.|.5 alkylamino, 

• C2.5 aikynylcarbonylamino, 

• C2.S alkynytcarbonylamlno substituted by carbocyclic aryl, 

• (carbocyclic aryl)NHC{0)NH, 

• (carbocyclic aryl)NHC(0)NH substituted by 0^.5 alkoxy. and 

• (carbocyclic aryl)NHC(0)NH substituted by haloganated alkoxy. 

(vi) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• alkyI, 

• 0^.5 alkyl substituted by substrtuent(s) independently selected from the group consisting of: 

•• halogen, 
•• alkyithio, 

alkyithio substituted by carbocyclic aryl, 
M alkyithio substituted by halogenated carbocyclk: aryl, 
— carbocyclic aryl, and 
•• heterocyclyl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by alkyl, 

• 0^.5 alkyithio, 
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• carbocyclic aryl, 

• carfoocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
nitro, and 
C1.5 alkyl, 

• heterocyclyl; 

wherein carbocyclic aryl is phenyl; 
carbocyclyl is 1-oxo-indanyl or indenyl; 

heterocyclyl is 1 ,2.3-trlazolyl, 1 ^indolyl, 1 H-pyrrolyl,2,3-dihydro-1-oxo-lsolndolyl, 2-oxo-benzopyranyt, ben- 
zo[2,1,3]oxadiazoiyl, benzo[1 ,2,5]oxadlazotyl, furyl, isoxazolyl, morpholino, pyrazotyl, pyridyl, pyrlnnldyi, quinolyl, 
quinoxatyl. thiazoiyi, or thienyl; 

halogen is fluoro, chloro, bronno, or iodo; 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0080] In some embodiments of the present invention, is selected from the group consisting of: 

(i) 0^.5 alkyi, and 

alkyI substituted by substltuent(s) independently selected from the group consisting of: 

• 0x0, 

• alkylcarbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• mono-C<t.5 aikylaminocarbonyl. 

• di-C^ .5 aikylaminocarbonyl, 

• carbocyclic arylcarbonylamino, 

• carbocyclyl. 

• carbocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 

- C,_5 alkyI, 

C1.5 alkenyl, and 

C2.5 alkenyl substituted by substltuent(s) Independently selected from the group consisting of: 
carbocyclic aryl, and 

carbocyclic aryl substituted by alkylsulfinyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

hydroxy, 

nitro, 
•• alkyI, and 

- alkoxy, 

• heterocyclyl, and 

• heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

alkyI, 

- alkoxy, and 
carbocyclic aryl, 

(ii) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 
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• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• Ci^galkyl. 

• alkyl substituted by substituent(s) independently selected from the group consisting of: 
halogen, and 

•• 0X0, 

• all<oxy, 

• allcoxy substituted by carbocyclic aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• mono-Ci.5 alkylaminocarbonyl, 

• di-C^.5 alkylaminocarbonyl, 

• mono-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 

• cli-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl. 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocyclic aryl, 

• (caibocyclic aryl)NHC(0)NH, 

• (carbocyclic aryl)NHC(0)NH substituted by C^.g alkoxy, and 

• (carbocyclic aryl)NHC(0)NH substituted by haloganated 0^.5 alkoxy, 

(ill) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• alkyl, 

• alkyl substituted by halogen, 

• C-1.5 alkyl substituted by heterocyclyl, 

• cartocycllc aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkyl, 

• C^.galkyithlo, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by halogen, and 

• carbocyclic aryl substituted by nitro; 

wherein carbocyclic aryl is phenyl; 
carbocyclyl Is Indenyl; 

heterocyclyl Is IH-lndolyl, IH-pyrrolyl, 2-oxo-benzopyranyl, benzo[2,1,3]oxadlazolyl, benzo[1 .2,5]oxadia- 
zolyl, furyl, isoxazolyl, morpholino. pyridyl, quinoxalyl, or thienyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceuticaliy acceptable salt, hydrate, or solvate thereof. 
[0081] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound is se- 
lected from the group consisting of: 

N-(cls-4-{[4-(dimethylamino)-5,6,7,84etrahydroquinazolin-2-yl]amlno}-cyclohexyl)-3-methoxybenza^ 

3- bromo-N-(cis-4H[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl]amino}-cyclohexyl)benzamlde; 

4- bromo-N-(cis-4^[4-(dimethylamino)-6.6,7,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)benzam 
N-(cis-4-{[4-(dimethylamino)-5.6,7.84etrahydroquinazolin-2-yl]amino}-cyclohexyl)-2.1,3-benzoxadi^^ 
boxamide; 

3- chloro-N-(cis-4K[4-(dimethylamino)-5,8,7,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)benzamide; 

4- chloro-N-(cis-4^[4-(dimethylaminoV5,6,7,8-tetrahydroqulnazolin-2-yl]amlno}-cyclohexyl)benzamlde; 
4-chloro-N-(cls-4^[4-(dimethylamino)-5,6J,8-tetrahydroquina2olin-2-yl]amino)-cyclohexyl)-3-nitrobenz 
2-(4H3hlorophenyO-N-(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquina2olin-2-yl]-amlno}cyc!ohexyl)acetamW 
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3- cyano-N-(cis-4-{[4-(dlmethylamjno)-6,67,8-tetrahydroqulnazolin-2-yl]amino}-^^^ 
3,5-dichloro-N-(cis-44[4-(dimethylamino)-5,6,7,8-tetrahydroquinazoljn-2-yl]am 

3.4- dlchloro-N-(cls-4^(4-(djmethylamino)-5,67,8-tetrahydroquina2olln-2-yl]amino}^^^ 
N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquina20lln-2-yl]amino}-cyclohe^^^ 
N-(cis-4-{[4-{dimethylamino)-6,6J,8-tetrahydroquinazolin-2-yl]amino}-cycl^ 
N-(cjs-4-{[4-(dimethylamino)-5,6,7,84etrahydroquina20lln-2-yl]amlno)-cyclohexy^^ 
N-(cls-4-{[4-(dlmethylamlno)-5,67,84etrahydroquinazolln-2-yl]amjno}K:yclohex^ 
N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}<:y 
benzamide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroquinazolln-2-yl]amino}-cycloh 

N-(cis-4-{[4-(dlmethylamlno)-5,6,7,84etrahydroquinazolin-2-yl]amjno}K:ycloh 

N-(cis-4-{[4-(dlmethy!amlno)-5,67,84etrahydroquinazolin-2-yl]amino)K;yclohexyl)-^^ 

(2R)-N-(cls-4-{[4-(dlmethylamlno)-5,67»84etrahydroquinazolin-2-yl]amlno}cycl^ 

carboxamide; 

N-(cls-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}-cyclohexyO 

N-(cis-4-{[4-(dimethylamino)-6,67.84etrahydroqulnazo!in-2-yl]ami^ 

N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolln-2-yl]amlno}-cyc!ohexyO^ 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yl]amlno}K:ycloh 

N-(cis-4-{[4-(dimethylamino)-5.67.8-tetrahydrDqulna20lin-2-yOamlno}K:y^ 

mide; 

4- bromo-N-(cis-4^[4-(dimethylamlno)-5,6y,84etrahydroquinazolln-2-yl]amlno}-cycloh 
N-(cis-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazotin-2-yl]amlno}-cyclohexyl)-3-iodo 

2- chloro-N-(cis-4^[4-(dlmethylamlno)-5,67,8-tetrahydroquinazolln-2-yl]amino}-cyclohe^ 
N-{cis-4-{[4-(dlmethylamino)-6,6,7,8-tetrahydroquina20lin-2-yl]amino}-cyclohexyl)-2-(^ 
mIde; 

N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazoiin-2-yl]amlno)-cycloh 

N-(ds-4-{[4-(dlmethylamlno)-5,67,84etrahydroquinazolln-2-ynamino}H:^ 

mIde; 

N-{cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolln-2-yl]amlno}K)yc 

3- furBmide; 

N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulna2oljn-2-yl]amino}Kjycloh 

3-chloro-N-(cis-4^[4-(djmethylamino)-5,6J,8-tetrahydroquinazolin-2-yl]amino}-cycl^ 

N-(cls-4-{[4-(dlmethylamino)-5,67,84etrahydroquinazolin-2-yl]amino)-cycloh 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno}-cyclohe^ 

N-(cis-4-{[4-(dimethy!amlno)-5,6,7,8-tetrahydroquinazolln-2-yl]amlno}K;yclohexyl^^ 

mide; 

N-(cis-4-{[4-(dimethylamino)-6,673-tetrahydroquinazolln-2-yl]amlno}-cyclohexyl)-^^^^ 

2.5- dlchloro-N-{cis-4^[4-(dlme%lamlno)-5,67,84etrahydroquinazolln-2-yl]am 
boxamide; 

N-(cis-4-{[4-(dimethylamino)-5,6y,8-tetrahydroquinazolin-2-yl]amino}K:ycloh 

1- benzyl-3-tert-butyl■N-(c^s-4^[4-(dimethylamino)-5,67,8-tetrahyd^oquinazoiin-2-y^^ 
zole-5-carboxamide; 

5- bromo-N-{cls-4^[4-(dimethylamlno)-5,6J,8-tetrahydroquinazolin-2-yl]amino}-cyd 

2- [(cls-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazoHn-2-yl]amino}K:yclohe^ 
acetate; 

N-(cls-4-{[4-(dimethylamino)-5,6J,8-tetrahydroqulnazolln-2-yl]amlno}-cyc!ohexyl)-ben 
2-(benzyloxy)-N-(cis-4-{[4-(dlmethylamino)-5,67,84etrahydroqulnazolin-2-yl]amlno}-c^^ 

2- (4-chlorophenoxy)-N-(cis-44[4-{dimethylamino)-5,67,8-tetrahydroquinazolin-2-yQ^ 
mide; 

3- (2-ch(orophenyl)-N-(cis-4-{(4-(dimethylammo)-5,67,8-tetrahydroquinazoiin-2-yl]-amt^ 
isoxazole-4-carboxamide; 

1-(4<hlorophenyl)-N-(ci8-4-{[4-(dimethylamino)-5,6,73-tetrahydroquinazolin-2-yt> 
tanecarboxamide; 

3-(2-chloro-6-fluorophenyl)-N-(cjs-44[4-(dimethylamjno)-5,6y3-tetrahydroquinazoIin-2-^^^ 
5-methy(isoxazole-4-carboxamide; 

N-(cis-4-{[4-(dimethylamino)-6,6y3-tetrahydroquinazolin-2-yOamlno}-cyclohexyl)-1,3^ 
5-cart)oxamide; 

N-(cts-4-{[4-(dimethytamjno)-5,67.84etrahydroquinazolin-2-yl]amino}-cyclohexy^^ 
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N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroquina2olin-2-yl]amino)K:ycloh 
benzamide; 

N-{cis-4-{[4-(dlmethylamino)-5,67.84etrahydroqulnazolln-2-yl)amino}<yclohex^ 
1 .2,3'triazoie-4-carboxamide; 

N-(cls-4-{[4-(dimethylamino)-5,6,73-tetiBhydroquina2olin-2-yl)amino}K^^^ 
trobenzamlde; 

N-(cls-4-{[4-(dlmethylamino)-5,6J,8-tetrahydroquinazolln-2-yllamlno}-cyclo^ 
N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amlno} 
N-(cis-4-{[4-(dimethyIamino)-5,67,84etrahydroquinazolin-2-yl]amjn 
N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cydo^ 

2- (3-chlorophenoxy)-N-(cis-4-{[4"(dimethylamlno)-5,67,8-tetrahydroquinazolln 
mide; 

3- (2,6-dichlorophenyl)-N-{cis-4^[4-(dimethylamino)-5.67,8-tetrahydroquinazolin-2^^ 
5-nnethylisoxazole-4-carboxamide; 

N-(cls-4-{[4-(dlmethylamino)-6,67,8-tetrahydroquinazolin-2-yl]amino)Kjycb 

N-(cis-4-{[4-(dimethylamino)-5,673-tetrahydroquina2olln-2-yl]amm 

mIde; 

N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}K:yclohexyl)-^ 

4- carboxamide; 

5- bromo-N-(ds-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquinazolin-2-yl]ami^ 
mide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yOammo}<:ycto 
mide; 

2-(2-chloro-4-fluorophenyl)-N-(cis-4-{[4-(dlmethylamlno)-5,67,84etrahydroquinazolin-2-yl]amlno}^^ 
acetamide; 

5-{4K:hloro-2-nitrophenyl)-N-(cis-4-{[4-(dlmethylamino)-5,67.8-tetrahydroquina2olin-2-yl]am^ 
2-furamide; 

5-chloro-N-(cls-44[4-(dimethylamlno)-5.67,8-tetrahydroqulnazolin-2-yl]amlno}-cycto 
mide; 

N-{cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}-cyclohexyl)-2,3-d 
N-(cls-4-{[4-(dimethylamlno)-5.6.7.8-tetrahydroqulnazolln-2-yQamlno}-cyctohexyl)-^ 

mide; 

N-(cls-4-{[4-{dimethylamino)-5,67,84etrahydroquinazolln-2-yl]amino}-cyclohexyl)-5-iod^ 
N-{cls-4-{[4-(dimethylamlno)-5,6/,84etrahydroquinazolin-2-yl]amino}^^^ 

N-(cis-4-{[4-(dimethylamino)-5,6/,8-tetrahydroqulnazolin-2-yllamino}'<:yclohex^^^ H-ln- 
dol-3-yl)acetamlde; 

N-(cis-4-{[4-{dimethylamino)-5,67,84etrahydroquinazolln-2-yl]amlno}-cyclohexyl)-3-oxoinda 

2-benzyl-N-(cis-4-{[4-(dime%lamino)-5,67.84etrahydroqulnazolin-2-yl]amlnolK:ycloh 

2,2-bis(4-chlorophenyl)-N-(cls-4^[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolln-2-yfl-amln 

mide; 

N-(cls-4-{[4-(dimethylamlno)-5,67,84etrahydroqulnazolin-2-ynamino}-cyclohexyl)-5-(4-met^^^ 

2- furamide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazoIin-2-yl]amlno}K:yclohexyl)-5-nitro^^ 
ide; 

N-{cis-4-{[4-(dimethylamino)-5,67,8-tetraliydroquina20lln-2-yl]amlno}-cyclohexyl)-3-methyl-4^ 
N-(cis-4-{[4-{dimethylamlno)-5,67,84etrahydroquinazolin-2-yOamino}K:yclohexyl)-3-methoxy^ 

3- acetyl-N-(cls-4-{[4-(dimethylamino)-5,673-tetrahydroquinazolin-2-yl]amino}-cyclo 
5-bromo-N-(cis-4^[4-(dimethylamino)-5,67.84etrahydroquinazolin-2-yl]amino}-cyclohexyl)-2-furami^ 
N-(cis-4-{I4-(dimethylamino)-5,67,84etrahydroquina2olin-2-yl]amlno}K:yclohexyO-2-[(^^ 
thlo]acetamide; 

5-(4-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)-5.67.8-tetrahydroquina2olin-2-yl)-amino}cyclohex^ 
mide; 

2-(3,4-dichlorophenyl)-N-(cls-4^[4-(dimethylamino)-5,67.8-tetrahydroquina2olin-2-yl]-a^ 
mide; 

N-(cls-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amlno}<:yclohexyl)-2-(4-hyd 
phenyl)acetamlde; 

4,6-dlbromo-N-(cis-4^[4-(dimethylamino)-5,673-tetrahydroquinazolln-2-yl]amino}K:yclohe^^^^ 
boxamide; 
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N2,N6-diben2oyl-N-(cls-44[4-(dlmethylamino)-5,67.84etrahydroquinazolin-2-yl^^ 

3- (dimemylamlno)-N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulna20lln 
4,5-dibromo-N-(cjs-4^[4-(dimethylamino)-5,67,84etrahydroqui^azo!ln-2-yl]amlno}K:y^ 
N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}K:yclohex^ 
tanamide; 

N-(cls-4-{[4-(dimethylamino)-5,67,84etrahydrDquinazolin-2-yl]amlno}H:yclohex^ 
panamlde; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]aminol-cycloh 
isoindol-2-yl)phenyl]propanamide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2'yl]amino}-cyclohexyl)-2 

N-(cls-4-{[4-(dimethylamlno)-5,67i84etrahydroquina20lin-2-yl]amm 

chromen-4-yl)acetamlde; 

N-(cis-4-{[4-(dimethylamino)-6,67,84etrahydroquinazoIin-2-yl]amlno}K:ycloh^^ 
nylbutanamlde; 

N-(cis-4-{[4-(dlmethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}-cyclohexyO 
omethoxy)pheny1]amino}carbonyl)amino]-benzamide; 

3,5-dichIoro-N-(cis-44[4-(dimemylamino)-5,673-tetrahydroqulnazolin-2-yOamlno)K:yc!ohe^ 
2-ynoyl)amlno]benzamide; 

4- (4-tert-butylphenyl)-N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydrDquinazoH 
2-(7-ethyl-1H-indol-3-yl)-4-oxobutanamide; 

N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolln-2-yl]amino}-c^^ 
4-(4-methyIphenyl)-4-oxobutanamjde; 

N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}K:yclohexyO 
propyl)-5-phenyl-1H-pyrrole-3-carboxamide; 

N-(cls-44[4-(dlmethylamino)-5,67,8-tetrahydroqujnazolln-2«y!]amjno}-cyclohexyl)-^^ 

N-(cls-4-{[4-(dlmethylamino)-5,6y,84etrahydroquina20lln-2-yl]amino}K:ycloh 

mide; 

N-(cls-4-{[4-(dlmethylamlno)-5,67,8-tetrBhydroquinazolln-2-yl]amlno}K7clohe 
mide; 

N-(cis-4-{[4-(dimethylamino)-5,6.7,84Gtrahydroquinazolin-2-yl]amino}Kjy^ 
acetamide; 

N24)enzoyl-N5-(cis-4-{[4-(dimethylamino)-5,673-tetrahydroqulnazolin-2-yl]amlno}K^^ 
pyigtutamamide; 

N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina2olin-2-yl]aminol-cyclo 

N-(cis-4-{[4-(dlmethylamino)-5,6y,84etrahydroqulna20lln-2-yl]amino}-cyclohe^^^ 

cetamide; 

N'-(ciswt-{(4-(dlmethyIamlno)-5,67,8-tetrahydroqulnazolln-2-yl]amino}-cyc^^ 
phthalamide; 

{2S)-N-(cls-4-{[4-(dlmethylamino)-5.67,8-tetrahydroqulnazoHn-2-yl]amino}cyclohexyO^ 
propanamide; 

2- [(4-chlombenzyl)thio]-N-(cis-4^[4-(dimethylamlno)-5,67,8-tetrahydroquinazoli^ 
4-(4-methylphenyl)-4-oxobutanamide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazoljn-2-yl]amlno}-cycloh 
1 -[4-(methylsulfonyl)benzylidene]-1 H-inden-3-yl]acetamide; 
ls|-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yl]amlno}-cyclohexyO^ 
nyl]propanamlde; 

3- (benzyloxy)-N-(cis-4-{[4-(dimethylamino)-6,67.8-tetrahydroquinazolln-2-yl]am 
zamide; 

N-(cls-4-{[4-{dimethylamlno)-5,67,8-tetrahydroquinazolin-2-yl]amino}^clohexyl)-2-m H-pyr- 
role-3-carboxamide; 

1-{2-((2-chloro-6-fluorobenzyl)thlo]ethyl}-N-(cis-4-{[4-(dimethylamlno)-5,67,8 
cyclohexyl)-2-methyl-5-phenyl-1 H-pyiTOle-3-carboxamide; 
N-(cis-4-{[4-{dimethylamino)-5,87,8-tetrahydroquinazolin-2-yl]amlno)-cyclo 
N-(ds-4-{[4-(dlmethylamjno)-5,67,84etrahydroquinazolin-2-yl]amino}K:yclohe^^^ 
mide; 

N-(cis-4-{[4-(dimethylamlno)-5.67,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)-5-(3-^ 

N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquina2olin-2-yl]amino}<yclohexyl)-5-nrtro^^ 

ide; 
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N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cyclo 

2- carboxamide; 

N-(cis-4-{[4-(dimethyIamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}K:yclohe)^ 

N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolin-2-yl]amlno}Kjyclohexyl)-^^ 

mide; 

5-chloro-N-(cis-4^[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]am 
mIde; 

3- bromo-N-[(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina2olin-2-yl]amino)-c^^ 
N-[(cls-4^[4-(dimethylamino)-5,6,73-tetrahydroquinazolln-2-yl]amino}-cyclohe 
mide; 

N-[(cls-4^[4-{dimethylamlno)-5,67,8-tetrahydroquinazolin-2-yl]amlno}-cyclohexyO 
acetamide; 

N-[(cis-4^[4-(dlmethylamino)-5,67.84etrahydroquinazolln-2-yl]amino}<:yclohex^ 
omethyl)-3-furamide; 

(2E)-N-[(cls-4-{[4-(dimethylamlno)-5,67i8-tetrahydroqulnazolin-2-yllamin 
acrylamide; 

N-[(cis-4^[4-(dlmethylamino)-5,6,73-tetrahydroquinazolin-2-yl]amlno}-cyclohexyl)H^ 
zamide; 

N-[(cis-4^[4-(dimethylamino)-6,67.8-tetrahydroquinazolin-2-yl]amino}-^^ 
namide; 

2,6-dichloro-N-[(cis-4-{[4-(dlmethylamlno)-5,67,84etrahydroquinazo!in-2-yl]^^ 
mIde; 

N-[{cis-4H[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amlno}-^^ 
mide; 

2- chloro-N-[(cls-4-{[4-(dlmethylamino)-5.67,8-tetrahydroqulnazolin-2-yI]amino}<:yclohe^ 
zamide; 

2,4,64rtchloro-N-[(cis-44[4-(dlmethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cy 
mide; 

N-[(cis-4^[4-(dimethylamjno)-5,673-tetrahydroqujnazolin-2-yl]amlno}-cyclohexyl)-me% 
nyt)acetamide; 

(2E)-N-[(cis-4-{[4-{dlmethylamino)-5,67.8-tetrahydroqulnazolin-2-yl]amino}cyclohe)cyl)H^ 
acrylamide; and 

N-[cis-4-(4-dimethylamino-5,67,8-tetrahydro-quinazolin-2-ylamino)-cyclohexylmethyl]-3,4^ 

or a phamnaceutically acceptable salt, liydrate, or solvate thereof. 
[0082] In some embodiments, compounds of the present Invention are of Fonmula (I) wherein the compound is se- 
lected from the group consisting of: 

N-(cls-4-{[4-(dimethyiaminono)-5,6,7,8-tetrahydroqulnazolin-2-yi]amino}-cyciohexyl)-3-methoxybenzamlde; 

3- bromo-N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}-cyciohexyl)benzamide; 
N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yl]amino}<:yclohexyl)-2J,3-^ 
boxamide; 

3- chioro-N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino)-cyciohexyi)benzamide; 

4- chloro-N-(cis-4^[4-(dimethylamino)-6,6,7,8-tetrahydroqulnazolin-2-yl]amino}-cyclohexyl)benzamlde; 
4-chloro-N-(cis-4-{[4-(dimethyiamino)'5,67,8-tetrahydroquinazolln-2-yl]amino}-cyclohexyl)-3-nitrobenzamide; 

2- (4K;hlorophenyl)-N-(cls-4-{[4-(dimethylamino)-5,67,84etrahydroqulnazoiin-2-yl]-amino}cyclohexyl)acetam 

3- cyano-N-(cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)benzamide; 
3,5-dlchloro-N-(cls-44[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}<yclohexyl)benzamide; 
3,4-dichloro-N-(cis-44[4-(dlmethylamlno)-5,673-tetrahydroquinazolln-2-yl]amino}-cyclohe 
N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazoiin-2-yi]amino}-cyclohexyl)-2,2-diphenylacetamide; 
N-{cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl]amino}-cydohexyl)-3,4-difluorobenzamlde; 
N-(cis-4-{[4-(dlmethylamino)-5,67,84etrahydroquinazolin-2-yi]amlno}H:yclohex^^ 
N-(cis-4-{[4<(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)-4-fluorobenzamide; 
N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl]amino}-cyclohexyl)-3-ftuoro-5-(trifluoromethyl) 
benzamide; 

N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}-cyclohexyl)-4-methyl-3-nltrobenzamide; 

N-(cis-4-{[4-{dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno}-cyclohexyl)-3-nltrobenzamide; 

N-(cis-4'{[4*(dimethylamino)-5,67,8-tetrBhydroquinazolin-2-yqamino}K;yclohexyQ^ 
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N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina2oIin-2-yl]amino}K:yclohe)^ 

N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydfoquinazolln-2-^ 

N-{cis-4-[4-(dlmethylamlno)-5,673-tetrahydroquina2olin-2-yl]amino}K:yclohexyl)-3-^ 

N-(cls-4-){[4-(dimethy!amino)-5,67,8-tetrahydroquinazolin-2-yl]amlno}-cycb 

N-{cis-4-{[4-(dimethylamlno)-6,67,8-tetrahydroquina20lln-2'yl]amino)-<;yclohexy 

3-chloro-N-(cis-4^[4-(dlmethylamino)-5,67,8-tetrahydroquinazoljn-2-yl]amino)^^^ 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolln-2-yl)amlno}-cycloh^^ 

N-(cis-4-{[4-(dimethy!amlno)-6.67,84etrahydroquinazolin-2^^ 

mide; 

N-(cis-4-{[4-(dimethyIamlno)-5,6y,84etrahydroquina2olin-2-yl]amino)K:yclohexy 

2,5-dlchloro-N-(cis-44[4-(dimethylamino)-5,67,B4etirahydroquina2olin-2-yOamino}K^^ 

boxamide; 

5-bromo-N-(cls-4^[4-(dimethylamlno)-5,67,8-tetrahydroqulnazonn-2-yl]amln 

2- [(cis-4-{[4-(dimethylamino)-6,6,73-tetrahydroquinazolln-2-yllamino}-cyclohexyl^ 
acetate; 

3- (2K:hloro-6-fluorophenyl)-N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolln-2^^^^ 
5-methylisoxazole-4-carboxamide; 

N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquinazolin-2-yl]amino}K:yclohexyl)-3-fl 

N-(cis-4-{[4-(dlmethylamlno)-5.67.8-tetrahydroquinazolin-2-yl]amlno}-c^ 

benzamide; 

N-(cls-4-{[4-(dimethylamlno)-5,6,7»8-tetrahydroquinazolin-2-yl]amino}K:yclo 
trobenzamide; 

N-(cls-4-{[4-{dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yllamino}<;yclohexyl)-5-^ 
N-(cls-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-^^ 
N-(cis-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amlno}-cyclohexyl)-qul^ 
lsi-(c(s-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazolln-2-yl]amln 

2-(3K:hlorophenoxy)-N-(cis-4^[4-(dimethylamino)-5,6J,84etrahydroquinazolin-2-yO-amin^^^ 
mide; 

3•(2,6-dichlorophenyl}-N-(cls-4^I4-(djmethylamino)-5,6J,8-tetrahydroqulnazolin-2-yl]-am 
5-methylisoxazoie-4-carboxamide; 

N-(cjs-4-{[4-(dlmethylamino)-6.6J,8-tetrahydroqulnazolln-2-yOamlno}-cyclohexyl)-2 

mide; 

2-(2K:hloro-4-fluorophenyl)-N-(cis-4-{t4-(dlmethylamino)-5,6J,8-tetrahydroquinazoH 
acetamide; 

5-(4KJhloro-2-nltrophenyl)-N-(cis-4-{[4-(dlmethylamino)-6,6,7,84etrahydroquinazolln-^^^ 

2- furamide; 

5-chloro-N-(cls-44[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)thiophen 
mide; 

N-(cis-4-{[4'(dlmethylamino)-5,67,8-tetrahydroqujnazolin-2-yl]amino}-cyclohexyl)-5-lodo-^^^ 

2,2-bls(4-chlorophenyl)-N-(cis-4^[4-(dimethy!amlno)-5,67,8-tetrahydroquinazolin-2-yl]^ 

mide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina20lin-2-yl]amino)-cyclohexyl)-5-n 

ide; 

N-(cis-4-{[4-(dlmethylamino)-6,67,8-tetrahydroquinazolln-2-yl]amino}-cyclohexyl)-3-methyl-4-n 
N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)-3-m^^^ 

3- acetyl-N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroqujnazolin-2-yl]amino}-cyclohexyl)benzamlde; 
5-bromo-N-(cis-4^[4-(dimethylamlno)-5,673-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)-2-furami^ 
5-(4K:hlorophenyl)-N-(cis-4-{[4-{dimethylamino)-6,67,8-tetrahydroquinazolln-2-yl]-amlno}cycl^ 
mide; 

2-(3,4-dlchlo^ophenyl)-N-(cis-4^[4-(dimethylamlno)-5,67,8-tetrahyd^oqulna20lln-2-yl]-amino}cyclohexy^^ 
mide; 

N-(cis-4-{[4-(dimethylamlno)-5,67,84etrahydroquinazolin-2-yOamino)K:yclohexyl)-2-(4-hydroxy-3,5-^ 
phenyl)acetamide; 

4,5-dibromo-N-(cjs-4H[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}-cyclohexyl)-2-fu^^ 
N-{cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yl]amino}-cyclohexyl)-^ 
fg.(cjs-4-{[4-(dimethyiamino)-5,6J,8-tetrahydroquinazolin-2-yOamlno}<yclohexyl)-2-(7-metho 
chromen-4-yl)acetamide; 

N-(cis-4-{[4-(dimethylanuno)-5,67,8-tetrahydroquinazolin-2-ynamino)-cyclohexyl)-3,5-dimethyl*2 
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omethoxy)phenyl] amino}carbonyl)amino]-benzamlde; 
3,6-dichloro-N-(cls-4^[4-(dlmethylamino)-5,6734etrahydroqulna20lln-2-yl]am 

2-ynoyl)amlno]benzamide; 

4- (4-tert-butylphenyl)-N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazonn-2-yl]-am 

2- (7-ethyl-1H-indol-3-yl)-4-oxobutanamlde; 

N-(cis-4-{[4-(djmethylamino)-6,67»8-tetrahydroquinazolin-2-yOamino}-cyclohexyl)-2-m 
propyl)-6-phenyl-1H-pyrrole-3-carboxamlde; 

N-(cls-4-{[4-(dlmethylamino)-5,67,8-tetrBhydroquinazolin-2-yl]amino}K:yclohexyl)-^^ 

N-(cls-4-{[4-(dlmethylamino)-6,67.8-tetrahydroqulnazolin-2-yl]amino}K:ycl^ 

acetamide; 

N2^enzoyl-N5-(cis-4-{[4-(dimGthylamino)-5,67,8-tetrahydroquinazolln-2-yl)amino}-cy^ 
pylglutamamide; 

N-(cis-4-{[4-{dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}K:yclohexyO^ 

N'-(cis-4>{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cycloh S)-1-phenylethyl] 
phthalamide; 

N-(cis-4-{[4-(dimethylamino)-5,87.8-tetrahydrDquinazolln-2-yl]amlno}-cycloh 
1 -[4-(methylsulf inyl)benzylidene]-1 H-inden-3-yl)acetamlde; 

3- (ben2yloxy)-N-(cls-4-{[4-(dimethylamino)-5,673-tetrahydroquinazolln-2-yl]amln^^ 
zamide; 

N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2'yI]amino}-cycb 

N-(cls-4-{[4-(dimethylamino)-5,6J,8-tetrahydroqulnazolin-2-yl]amino}K:yclohexyO 

ide; 

N-(cjs-4-{[4-{dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl]amino}-cyclohexyl)-1^ 
2-carboxamide; 

5- chIoro-N-(cls-44[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl]amlno}^ 
mide; 

N-[(cis-4^[4-(dimethylaml^o)-5,67,8-tet^ahydroquinazolin-2-yl]amino}-cyclohexyl)-m 
mide; 

N-[(cis-4^[4-(dimethylamlno)-5,67,8-tetrahydroquinazolln-2-yl]amlno}-cyclohexyl)H7ieth^ 
acetamide; 

N-[(cls-4^[4-(d^methylamlno)-5,67,8-tetrahydroqulnazoIin-2-yl]amlno}K:yclohexyO^T^ethyl]-^ 
omethyl)-3-furamide; 

N-[(cis-4^[4-(dimethylamlno)-5,6J3-tetrahydroquinazolin-2-yl]amlno}-cyclohexyl)H7iethyl]-2-(propy^ 
namide; and 

2,4,64richloro-N-[(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroqujnazolln-2-yl]amino)-cyclohe^ 
mide; 

or a phamiaceutically acceptable salt, hydrate, or solvate thereof. 
[0083] In some embodiments of the present invention, is selected from the group consisting of: 

(i) 0^.5 allcyl, and 

alkyi substituted by substituent(s) independently selected from the group consisting of: 

• 0X0, 

• 0^.5 alkoxy carbonyl, 

• carbocycllc aryi, 

• carbocycllc aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
0^.5 alkyI, 
C2.S alkenyl, and 
•• C1.5 alkoxy, 

• alky Ithio, and 

• heterocyclyl, 

(ii) cycloaikyi, and 

cycloaikyi substituted by carbocycllc aryl, 
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(Hi) carbocyclyi, 

(iv) carbocyclic aryl. and 

carbocycfic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• C1.5 alkyi, 

• 0^.5 alkyl substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 
0x0, and 
•• carbocyclic aryl, 

• alkoxy carbonyl, 

• alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• cycloalkoxy, 

• carbocyclic aryloxy, 

• mono-C^.g alkylamino, 

• di-Ci,5 alkylamino, 

• Ci.5alkylthlo, 

• alkylthio substituted by halogen, and 

• carbocyclic aryl, 

(V) heterocyclyl, and 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• alkyl, 

• C.,.5 alkyl substituted by halogen, 

• C-1.5 alkoxy carbonyl 

• 0^.5 alkoxy carbonyl substituted by carbocyclic aryl, and 

• carbocyclic aryl; 

Lis Fonmula (VII); 
Y is -C(0)NR5-; 

wherein carbocyclic aryl is phenyl or naphthyl; 
carbocyclyi is indanyi, adamantly, or 9Af fluorenyl; 

heterocyclyl is 2,3-dihydro-benzo[1 ,4]dioxinyl, 3,4-dihydro-2H-benzo[b][1,4]dloxeplnyl, 4H-ben2o[1 ,3]dioxi- 
nyl, benzo[1,3]dioxolyl, furyl, isoxazolyl, piperidyl, pyridyl, orthienyl; 
halogen Is fluoro. chloro, bromo, or iodo; 

or a phannaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0084] In some embodiments of the present invention, Rg is methylamino or dimethylamino; p is 0; R3 and R4 are 
hydrogen: A is a single bond; B is a single bond or -CH2- R5 is hydrogen; or a pharmaceutically acceptable salt, hydrate, 
or solvate thereof. 

[0085] In some embodiments of the present invention, R^ is selected from the group consisting of: 
(>) ^1-5 a'M* and 

C).5 alkyl substituted by substltuent(s) Independently selected from the group consisting of: 

• C-1.5 alkoxy carbonyl, 

• carbocyclic aryl. and 
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• cartocyclic aryl substituted by halogen, 
(ii) carbocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C1.5 alkyi, 

• .5 alkyI substituted by halogen , 

• 0^.5 alkoxy, and 

• .5 alkoxy substituted by halogen , 

(Hi) heterocyciyi, and 

heterocyclyl substituted by alkyI, and 
heterocyclyl substituted by carfoocycllc aryl; 
wherein carbocyclic aryl Is phenyl or naphthyl; 
heterocyclyl Is isoxazolyl; 
halogen is fluoro, chloro. bromo. or iodo; 

or a phamriaceutically acceptable salt, hydrate, or solvate thereof. 

[0086] In some embodiments, compounds of the present Invention are of Fomnula (I) wherein the compound is se- 
lected from the group consisting of: 

N-(cis-4-{[4-(dlmethylamlno)-5,6,7,84etrahydroquinazolln-2-yl]amlno}-cyclohexyl)-N'-(2-ethy^ 
urea; 

N-{cis-4-{[4-(dlmethylamino)-5,6,7,84etrahydroqulna2olin-2-yl]amlno}K:yclohexyl)-N*-(4-fluo^^ 

N-(cis-4-{[4-(dlmethylamino)-5,6,7,84etrahydroqulnazolln-2-yl]amlno}-cyclohexyl)-N'-mesltylurea; 

N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl]amlno)K5yclohexyl)-N'-(2,4,6-trichto 

N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}H::yclohexyl)-N'-(2 

N-(2,4-dibromo-6-fluoropheny^)-N'-(cis-4^[4-(dimethylamino)-5,8,7,8-tet^ahydroqulnazolln-2-yl]a^ 

ctohexyl)urea; 

N-(2,6-diethylphenyl)-N'-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina2olin-2-yl]-amlno}cyclohexyl) 

N-(2-chlorobenzyl)-N'-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl]-aminolcyclohexyO 

N-(cis-4-{[4-(dimethylamino)-5.6.7,84etrahydroqulnazolin-2-yOamino}-cyclohexyl)-N'-(2-^ 

urea; 

N-(cis-4-{[4-(dlmethylamlno)-5,6,7,84etrahydroquinazolln-2-yl]amino}Kjyclohexyl)-N*-(2-ethy^ 

N-(cis-4-{[4-(dimethylamino)-6,6,7,84etrahydroquinazolin-2-yl]amlno}-cyclohexyl)-N'-(2-isopropyl^ 

nyl)urea; 

N-(24ert-butyl-6-methylphenyO-N'-(cls-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2^^^^ 
ciohexyl)urea; 

N-(ds-4-{[4-(dlmethylamlno)-5.6,7,84etrahydroqulnazolin-2-yl]amlno}K:yclohexyl)-N'-(diphenylmethyO 

N-(4-bromo-2,6-dimethylphenyl)-N'-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl]amino)cy- 

clohexyl)urea; 

N-{cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl]amlno}^5yclohexyO-N'-(3-methyl-^ 
zol-4-yl)urea; 

N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquina2olin-2-yl]amino}-cyclohexyl)-N'-1-naph^ 

N-(cls-4-{[4-(dimethylamlno)-5,6y,8-tetrahydroqulnazolin-2-yl]amlnoKyclohexyl)-N'-[1-(1-naphthyO 

N-(2,4-dibromophenyl)-N'-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulna2olin-2-yl]-amino 

N-(2,4-dichlorobenzyl)-N'-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yl]-amino}^^^ 

N-(2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulna2olin-2-yl)amino}cycto 

N-(cjs-4-{[4-(dimethy!amino)-5,6,7.8-tetrahydroquina20lin-2-yl]amino)H:yclohexyl)-N*-(^^^ 

N-(cis-4-{[4-{dlmethyIamino)-6,6,7.8-tetrahydroqulnazolin-2-yl]amino}K:yclohexyl)^ 

N-(cis-4-{[4-(dimethylamino)-5,67.84etrahydroqulnazolin-2-yl]amlno}^ 

urea; 

N-(3,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yq^ 

N-(4-chloro-2-methylphenyl)-N'-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydrDquina2olin-2-yOamino}^^ 

urea; 

N-(cls-4-{[4-(dlmethylamino)-5.6,7.8-tetrahydroquinazolin-2-yl]amlno}-cyclohexyO-N'-(^ 
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N-(cls-4-{[4-(dlmethylamino)-5,6,7.84etrahydroquinazolin-2-yl]amlno}K:y^ 
nyl)urea; 

N-(5-chloro-2.4-dimethoxyphenyl)-N'-(cls-4-{t4-(dimethylamino)-5,67,8-tetr^ 
cIohexyl)urea; 

N-[1-(4-bromophenyl)ethylhN'-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquin 
urea; 

N-(4-bromo-2-methylphenyl}-N'-(cis-4-{[4-(djmethylamlno)-5,67.8-tetrahydroqui^ 
urea; 

N-(cis-4-{[4-(dimethylamino)-6,67.8-tetrahydroqulna2olin-2-yl]amino}K:ycl^ 
zol-4-yl)urea; 

N-(2,3-dichlorophenyl)N'-(cis-4^[4-(dlmethylamino)-5,67,8-tetrahydroqujnazolln-2-yn^ 

N-(cls-4-{[4-(dlmethylamino)-5,67,B-tetrahydroqujna2onn-2-yl]amlno}K:yclohex^ 

N-(2,6-diisopropylphenyl)-N*-(cis-44[4-(dimethylamlno)-5,67,8-tetiBhydroqulnazoljn-2-^^ 

N-(cis-4-{[4-(dimethylamino)-5,67.8-tetrahydroquinazolln-2-yl]amino}-<:yclohexyl)^ 

N-(2,5-dimethoxyphenyl)-N'-(cls-4-{[4-(djmethylanr)ino)-5,67,8-tetrahydroqulnM^ 

N-(4-bromo-2-chlorophenyl)-N'-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroquln 
urea; 

N-(cis-4-{[4-(dinriethyIamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohex^ 
urea; 

N-[(cis-4-{[4-(dimethylanuno)-5,67,84etrahydroquinazoIln-2-yl]amino}K:ycIohex^^^ 
nyl)urea; 

N-(2,4-dlfluorophenyl)-N4(cls-4^[4-(dimethylamlno)-5.673-tetrahydroquina2olln-2-yl]-am 
urea; 

N-[(cls-4^[4-(dimethylamino)-6,6y,8-tetrahydroquina2o!ln-2-yl]amino}-cyclohexyl)-m 
phenyl)urea; 

ethyl N-({[(cis-4-{[4-(dlmethylarnino)-5,673-tetrahydroquinazolln-2-yl]-amino}-cyd 
yl)leucinate; 

N-[(cls-4^[4-(dimethylanriino)-5,87,84etrahydroquina2olin-2-yl]amino}<:yc 
urea; 

N-[(cis-4^[4-(dimethylamino)-6,67.8-tetrahydroquinazolin-2-yl]am^no}<ycl^ 
N-[(cls-4-{[4-{dlmethylamlno)-5,67.84etrahydroquina20lin-2-yl]amlno)-cycl^ 
nyl)urea; 

N-[(cls-4-{[4-(dime%lamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}K:yclohexyOH^ 
nyl)urea; 

N-(2,6-diethylphenyl)-N4(cis-4^[4-(dimethylanfiino)-5,67,8-tetrahydroquma2oljn-2-^ 
urea; 

N-[2K:hloro-6-(trifluoromethyl)phenyl]-N'-[(cis-4-{[4-(dimethylamino)-5,67.84etra 
clohexyl)methyl]urea; 

N-(2-chloro-6-methylphenyl)-N'-[(cis-4^[4-(dimethylanriino)-5,67,8-tetrahydroqum 
methyl]urea; 

N-[(cis-4-{[4-(dlmethylamlno)-5,67.8-tetrahydroqulna2olin-2-yl]amlno}-cycto 
pylphenyl)urea; 

N-[(cis-44[4-(dlmethylamjno)-5,67,8-tetrahydroquinazolln-2-yl]amjno}-cyclohexy^^ 
6-methylphenyl)urea; 

N-(24ert-butyl-6-methylphenyI)-N'-[(cls-44[4-(dimethylamirio)-5,6.7,84etrah 
clohexyl)methyl]urea; 

N-(2-tert-butylphenyl)-N'-[{cis-4-{[4-(dlmethylarnino)-5,67,8-tetrahydroquina20lin-2 
urea; 

N-(3-dlIoro-2-methylphenyl)-N4(cls-4^[4-(dimethylamino)-5.6,7,8-tetrahydroqui 
methyl]urea; 

N-(4-bromo-2,6-dlmethylphenyl)-N'-[(cis-4-{[4-(dlmethylamino)-5.67,8-te^^^ 
clohexyl)methyl]urea; 

N-(2,6-dlisopropylphenyO-N'-[(cis-4-{[4-(dlmethylamlno)-5.67,8-tetrahydroquina2olin 
thyl]urea; 

N-[(cis-4H[4-(dimethylamino)-5,67,84etrahydroquina2olin-2-ylJamino}-cyd^ 
trophenyI)urea; 

N-(2.6<libromo-4-fluorophenyl)-N'-[(cis-4-{[4-(dlmethylamlno)-5,67,8-tetrahydroquin^^ 
clohexyl)methyl]urea: 
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N-(2,6-dichlorophenyl)-N'-[(cis-4-{[4-(dimethylamino)-5,6,73-tetra 
thyqurea; and 

1-(2,3-dichloro-phenyl)-3^cls-4-{4<limethylamlno-5,6,7.B-tetrahydro-quinazolin-2-yl^ 
urea; 

or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 
[0087] In some embodiments of the present Invention, Is selected from the group consisting of: 

(D alkyl. and 

0^.3 alkyi substituted by substituent(s) independently selected from the group consisting of: 

• mono-C^.g alkylamino, 

• di-C^.s alkylamlno, 

• Ca^gcycloalkyl, 

• C3.6cycloalkenyl, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 

Ci.5alkyl, and 
•• alkoxy, 

• heterocyclyl, 

(ii) C2-5 alkynyl, 
(ill) C2.5 alkenyl, 

(iv) 03.^2 cycloalkyi, 

(v) carbocyclyl, 

(vi) carbocyclic aryl, and 

carbocycllc aryl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• Ci.iQ. alkyI, 

• alkyI substituted by substltuent(s) independently selected from the group consisting of: 

halogen, and 
•• 0x0, 

• carboxy, 

• .5 alkoxy carbonyl, 

• C1.5 alkoxy. 

• alkoxy substituted by substltuent(s) independently selected from the group consisting of: 

•• halogen, and 
carbocycllc aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by nitro, 

• mono-C^.5 alkylamino, 

• dl-Ci. 5 alkylamlno, 

• C1.5 alkoxy cartonylamino, 

• carbocyclic aryl azo, 

• carbocyclic aryl azo substituted by substituent(s) Independently selected from the group consisting of: 

•• mono-C^.5 alkylamino, and 
•• dl-Ci.5 alkylamino, 
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• atkylthio, 

• C1.5 allQrIthio substituted by halogen, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by nitro, 

• amino sulfonyl, 

• iieterocyclyi sutfonyt, 

• C3.Q cycloalkyi, 

• C3.6 cycloalkyi substituted by all(yl» 

• carbocyclic aryl, and 

• heterocyclyl, 

(vli) heterocyclyl, and 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

• C1.5 alkyi, 

• alkoxy carbonyl, 

• carbocyclic aryloxy, 

• carbocyclic aryl, and 

• heterocyclyl; 

Lis Fomriula (VII); 
Y is -C(S)NR5-; 

wherein carbocyclic aryl is phenyl or naphthyl; 

carbocyclyl is Indanyl, bk:yclo[2.2.1]heptyl, bicyclo[2.2.1]heptenyl, or adamantly; 

heterocyclyl is 2,3-dihydro-benzo[1 ,4]dioxinyl, 4,S,6,74etrahydro-benzo[blthienyl, benzo[1 ,3]dioxolyl, benzo 
[2,1 ,3]thiadlazolyl, furyt, Isoxazolyl, morpholinyl, oxazolyl, phenanthro[9,10<i]oxazoiyl, piperidyl, pyrazolyl, pyridyl, 
tetrahydrofuryl, or thienyl; and 

halogen is fluoro, chloro, bromo, or lodo; 

or a phamnaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0088] In some embodiments of the* present invention, R2 is methylamino or dimethylamino; p is 0; R3 and R4 are 
hydrogen; A Is a single bond; B is a single bond or -CH2-: R5 is hydrogen; or a phamnaceuticaity acceptable salt, 
hydrate, or solvate thereof. 

[0089] In some embodiments of the present Invention, R^ is selected from the group consisting of: 

(I) C^.g alkyI, and 

alkyt substituted by carbocyclic aryl, 
(il) carbocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• alkyi. 

• C1.5 alkyI substituted by halogen. 

• C1.5 alkoxy, 

• 0^.5 alkoxy substituted by halogen, 

• mono-C^.5 alkylamino, and 

• di-C^.s alkylamino; 

wherein carbocyclic aryl is phenyl or naphthyl; and 
halogen Is fluoro, chloro, bromo, or lodo; 

or a phamiaceutically acceptable salt, hydrate, or solvate thereof. 
[0090] In some embodiments, compounds of the present invention are of Fomiula (I) wherein the compound is se- 
lected from the group consisting of: 

N-(2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dlmethylamlno)-5,6.7,8-tetrahydroquinazolln-2-yQamlno}cyclohexyl)th 
rea; 

N-(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}'Cyclohexyl)-N'-(3,4,5-trimethox^ 
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thiourea; 

N-(3,4<Ilmethoxyphenyl)-N'-(cls-4-{[4-(dimethylamlno)-5,67,8-tetrahyd 
rea; 

N-[4-(dimethylamino)-1-naphthyl]-N'-(cis-4-{[4-(dlmethylamjno)-5,67,8-tetrah 
clohexyl)thiourea; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amjno}K7cl^ 
nyl)thiourea; 

N-{4-bromo-2-chlorophenyl)-N'-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqu 
thiourea; 

N-(cis-4-{[4-{dlmethylamino)-6,67,84etrahydroquinazolin-2-yl]amirio}-cyclohexyl)-N*-(4-^ 

N-{cis-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazolin-2-yl]anriirio}-cyclohexyO 
thiourea; 

N-(cls-4-{[4-(dlmethylarnlno)-6,67,84etrahydroquiriazolin-2-yl]anrilno}K:yclohexyl)-^ 
thiourea; 

N-(cis-4-{[4-(dlmethylarnino)-6,6,7,8-tetrahydroqulnazolin-2-yl]arnino}K:yclohexyl)-N'-m 

N-(cis-4-{[4-(dlmethylarnino)-5,67,8-tetrahydroquinazoliri-2-yl]amlno}K:yclohex^^^ 

rea; 

N-(2,6-diethylpher)yl)-N'-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yl]-^^ 

N-(4-bromo-2,6-dlnriethylphenyl)-N'-(cls-4-i[4-(dimethylanriino)-5,67.8-tetrahydroqulnazolm-^ 

clohexyl)thiourea; 

N-(4-brorTio-2-methylphenyl)-N'-(cis-4-{[4-(dirnethylamino)-5,67,8-tetrahydroquinazolln-2-^ 
thiourea; 

N-[4-bronfio-2-(trifluoromethyl)phenyl]-N'-(cis-4-{[4-(dimethylanrilr)o)-5,67,8-te^ 
clohexyl)thiourea; 

N-(4-chloro-2-rnethylphenyl)-N*-(cls-4-{[4-{dlmethylarnino)-5,67,8-tetrahydroquinazonn-2-^ 
thiourea; 

N-[4K:hloro-2-(trifluorornethyl)pheriyl]-N'-(cis-4-{[4-(dlrnethylarnino)-5,67.8-tetrah^^ 
clohexyl)thiourea; 

N-(cis-4-{[4-(dimethylamino)-5,6y3*tetrahydroquinazoliri-2-yl]amino}-cyclohexyl)-N'-(^^^^ 
thiourea; 

N-(cls-4-{[4-(dlrnethylanrilrio)-6,67,8-tetrahydroqulnazolir)-2-yl]arnlno}-cyclohe)^ 
nyl)thlourea; 

N-(5-chloro-2,4-dimethoxyphenyl)-N'-(cls-4-{[4-(dirnethylamino)-5.67.84etrahydr^ 
clohexyl)thiourea; 

N-{2,4-dibrorno-6-fluorophenyl)-N'-(cis-4^[4-(dlme%lamino)-5,67,8-tetrahyd^oqulna2olin-2-y 
clohexyl)thiourea; 

N-(2,4-dichtoro-6-nriethylpher)yl)-N'-(cls-4-{[4-(dinnethylamirio)-5»6/.8-tetrahydroquinazolin-2-yl]a 
clohexyl)thiourea; 

N-{cis-4-{[4-(dinriethylamino)-6,67,8-tetrahydroqulnazoiin-2-yl]amino}-cyclohexyl)-N'-^^^^ 

N-[4-bromo-2-(trifluoromethoxy)phenyl]-N'-(cis-4^[(4-(dimethylamlno)-5,6y,84e^^^ 

cyclohexyl)thiourea; 

N-(4-chloro-2,5-dirTiethoxyphenyl)-N'-(cls-4-{[4-(dlmethylamino)-6.67,84etrahydro 
clohexyl)thiourea; and 

N-(cis-4-{[4-(dlrnethylamino)-5,67,8-tetrahydroquinazoliri-2-yOarnlrio}-cyclohe^ 
a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

991] In some embodiments of the present Invention, is selected from the group consisting of: 
(0 alkyi, and 

C<,.8 aikyt substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• C^.galkoxy, 

• .5 aikoxy substituted by carbocyclic aryl, 

• carbocyclyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 
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halogen, 
nitro, and 
•• alkoxy, 

(") C2.5 alkenyi, 
(ili) caitocyclyl, 
(iv) carbocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• alkyi substituted by halogen, and 

• alkoxy; 

L Is Formula (VII); 
Y is -C(0)0-; 

wherein carbocyclic aryl Is phenyl or naphthyl; 
carbocyclyl is 9/f fluorenyl or menthyl; and 
halogen Is fluoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0092] In some embodiments of the present invention, Is methylamino or dimethylamino; p is 0; R3 and R4 are 
hydrogen; A Is a single bond; B is a single bond or -CHj-i or a phanmaceutfcally acceptable salt, hydrate, or solvate 
thereof. 

[0093] In some embodiments of the present Invention, Q is Formula (IV); p Is 0; 
R.| Is selected from the group consisting of: 

(i) alkyl. and 

Ci.e alkyl substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• 0x0, 

• C^. 5 alkoxy, 

• C,|.5 alkoxy substituted by carbocyclic aryl. 

• alkylcarbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by nItro, 

• carbocyclic aryloxy substituted by C1.5 alkoxy, 

• heterocyclyloxy, 

• heterocyelyloxy substituted by C^.g alkyl. 

• 0^.5 alkoxycarbonyl, 

• mono-C^.5 alkylaminocarbonyl. 

• di-C^.5 alkylaminocarbonyl, 

• mono-Ci.5 alkylamino, 

• mono-C^.5 alkylamino substituted by cyano, 

• mono-C^,5 alkylamino substituted by carbocyclte aryl, 

• dl-C^.g alkylamino, 

• di-Ci.5 alkylamino substituted by cyano, 

• di-C^.g alkylamino substituted by carbocyclic aryl, 

• mono-carbocyclic arylamino. 

• mono-carbocycilc aiylamino substituted by 0^.5 alkyl, 

• di-carbocycllc arylamino, 

• di-carbocyclic arylamino substituted by 0^.5 alkyl. 

• alkoxycarbonytamino, 

• carbocyclic arylcarbonylamino, 

• C^^galkylthio, 

• alkylthio substituted by substituent(s) Independently selected from the group consisting of: 
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carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 
carbocyclic aryl substituted by alkoxy, 

• carbocyclic arylthio, 

• heterocyclylthio, 

• heterocyclylthio substituted by nitro, 

• heterocyciylthio substituted by alkyi, 

• C3.6 cycloalkyi, 

• cycloalkenyl, 

• carbocyclyl, 

• carbocyclyl substituted by substltuent{s) Independently selected from the group consisting of: 

halogen, 

- Ci.5alkyl, 
•• alkoxy, 

•• C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) independently selected from the group consisting of: 
carbocyclic aryl, and 

carbocyclic aryl substituted by C^.g alkylsulflnyl, 

► carbocyclic aryl, 

► carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
nitro, 

- C^^galkyl, 

C1.5 alkyI substituted by substituent(s) independently selected from the group consisting of: 
0x0, 

carbocyclic aryl, and 
heterocyclyl, 

C2.5 alkenyl, 
C2.5 alkoxy, 

alkoxy substituted by halogen, 
Ci .5 alkoxy substituted by carbocyclic aryl, 
carbocyclic aryloxy, 
carbocyclic aryl, and 
•• heterocyclyl, 

heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

- alkyI, 

alky! substituted by carbocyclic aryl, 

- C1.5 alkoxy, 

alkoxy substituted by carbocyclic aryl, 
carbocyclic aryl, and 
carbocyclic aryl substituted by halogen, 

i) C2.7 alkenyl, and 

C2.7 alkenyl substituted by substituent(s) independently selected from the group consisting of: 
carbocyclic aryl, 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 
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halogen, 
•• nitro, and 
C1.5 alkoxy. 

^ (iii)C2.5al)cynyl,and 

C2.5 alkynyl substituted by carbocyclic aryl, 
W cycioalkyi, and 

cycioalkyi substituted by substltuent(s) independently selected from the group consisting of: 

10 • Ci.5alkyl, 

• alky! substituted by 0x0, 

• alkyi substituted by carbocyclic aryl, and 

• carbocyclic aryl, 

IS (v) carbocyclyl, 

(vl) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 
^0 • hydroxy, 

• cyano, 

• nltro, 

• alkyi, 

• 0^.5 alkyi substituted by substltuent(s) independently selected from the group consisting of: 

25 

— halogen, 
•• 0x0, 

carbocyclic aryloxy, 

carbocyclic aryl, and 
30 carbocyclic aryl substituted by C^.g alkyi, 

• alkoxy, 

• 0^.5 alkoxy substituted by substituent(s) Independently selected from the group consisting of: 

35 — halogen, 

carbocyclic aryl, and 
halogenated carbocyclic aryl, 

• C2.5 alkenyloxy, 
^0 • cycloalkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• C^.g alkoxycarbonyl, 

• mono-C^ .5 alkylamlnocarbonyl, 
^ • dl-C^.s alkylamlnocarbonyl, 

• mono-C^.5 alkylamlnocarbonyl substituted by carbocyclic aryl, 

• dl-C^ .5 alkylamlnocarbonyl substituted by carbocyclic aryl, 

• amino, 

• mono-C^.g alkylamino, 
so • di-C^.g alkylamino, 

• mono-Ci.5 alkylamino substituted by cyano, 

• di-C^.5 alkylamino substituted by cyano, 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocyclic aryl, 
S5 . (carbocyclic aryl)NHC(0)NH, 

• (carbocyclic aryI)NHC(0)NH substituted by alkoxy, 

• (carbocyclte aryl)NHC(0)NH substituted by haloganated C^.g alkoxy, 

• Ci.5alkylthlo, 
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* alkylthio substituted by halogen, 

* carbocyclic arytthio, 

* carbocyclic arylthio substituted by cyano, 

♦ mono-C^.g allcylaminosuffonyl, 

* di*Ci.5 alfcylarninosulfonyl, 

• carbocyclic aryl, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 



- C^.5alkyl, 

— carbocyclic aryl, and 
halogenated carbocyclic aryl, 



(vii) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• CLsalicyl, 

» 0^5 alkyi substituted by subst[tuent(s) independently selected from the group consisting of: 



•• halogen, 
hydroxy, 

allcylthio, 

C^.g alkylthio substituted by carbocyclic aryl, 

alkylthio substituted by halogenated carbocyclic aryl, 
carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 
•• heterocyclyl, 



alkoxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by 0^.5 alkyl. 

alkylthio, 
C2.5 alkenylthio, 
carbocyclic arylthio, 

carbocyclic arylthio substituted by 0^.5 alkoxycarbonyt, 

alkylsuffonyl, 
carbocyclic arylsulfonyl, 

carbocyclic arylsulfonyl substituted by C-,.5 alkyl, 
alkoxycarbonyl, 

carbocyclic aryl, 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
nitro, 

alkyi, and 

alkyl substituted by halogen. 



• heterocyclyl; 



wherein carbocyclic aryl is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1.2.3,4-tetrahydronaphthyl. 1-oxo-indanyl, 9-fluorenyl, 9-oxo-9Affluorenyl. bicyclo[2.2.1]hep- 

tyl, indenyl, ormenthyl; 

heterocyclyl is 1 .2,3-triazolyl, 1H-indolyl. IH-pyrrolyl, 2,3-dihydro-1-oxo-isoindolyl, 2,3-dihydro-benzo[1 ,4] 
dioxinyl, 2,3-dihydro-benzofuryl, 2.4-dihydro-3-oxo-pyra2olyl, 2H-ben2opyranyl, 2-oxo-benzopyranyl, 3.4-dihydro- 
2H-benzo[b][1,4]dioxepinyl. 4-oxo-1.5,6.7-tetrahydro-indolyl, 4-oxo-benzopyranyl, SAfcarbazotyl, 9H^xanthenyl, 
benzo[1 ,3]dloxolyl. benzo[2.1 ,3]oxadiazolyl, ben2o[1 ,2,51oxadia20lyl. benzofblthienyl, benzofuryl, benzothiazofyl, 
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furyi, jmidazo(2,1-b]thia2olyl, imidazolyl. Isoxazolyl, mofpholino, pyrazolyl. pyridyl, pyrimidyl, quinoiyi, quinoxalyl, 
thiazolyl, orthienyl; and 

halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 
[0094] In some embodlnnents of the present invention, R, Is selected from the group consisting of: 

(i) C^.y alkyl. and 

alkyl substituted by substituent(s) independently selected from the group consisting of: 

• C^.sailcoxy, 

• 0^.5 alkoxy substituted by carbocyclic aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen. 

• mono-C^.g alkylamino, 

• mono-C^.5 alkylamino substituted by substituent(s) independently selected from the group consisting of: 

•• cyano, and 
•• carbocyclic aryl, 

• di-Ci.5 alkylamino, 

• di-C^.g alkylamino substituted by substituent(s) independently selected from the group consisting of: 

•• cyano, and 
carbocyclic aryl, 

• mono-carbocyclic aryiamino, 

• di-carbocyclic aryiamino, 

• mono-carbocyclic aryiamino substituted by alkyl, 

• di-carb(K:yciic aryiamino substituted by 0^.5 alkyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
C1.5 alkyl, and 
•• C1.5 alkoxy. 

(ii) C2.7 alkenyl, and 

C2.7 alkenyl substituted by substituent(s) Independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by 0^.5 alkoxy, 

(ill) C2.5 alkynyl, and 

C2.5 alkynyl substituted by carbocyclic aryl, 
(iv) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• alkyl, 

• alkyl substituted by halogen. 

• C1.5 alkoxy, 

• 0^.5 alkoxy substituted by substltuent(s) independently selected from the group consisting of: 

•• halogen, 

carbocyclic aryl, and 
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carbocyclic aryi substituted by halogen^ 

• C2.5 alkenyloxy, 

• mono-C^.s alkylamino, 

• alkylamino, 

• mono-C^.g alkylamino substituted by cyano, 

• dl-Ci .5 alkylamino substituted by cyano , 

• C^.5alkylthio, and 

• alkylthio substituted by halogen, 

(v) heterocyclyl, and 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• alkyi, 

• alky I substituted by hydroxy, 

• C^.galkoxy, 

• carbocyclic arylthio, 

• carbocyclic aryithio substituted by C^s alkoxycarbonyt, 

• Ci .5 alkoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryi substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

alkyI, and 
0^.5 alkyI substituted by halogen; 

L is Fomiula (VII); 

Y is a single bond or -CH2-; 

wherein carbocyclic aryi Is phenyl or naphthyl; 

heterocyclyl Is 1H-indolyl, 1H-pyrrolyl, 2,3-dihydro-benzo[1,4]dloxinyl. 4-oxo-ben2opyranyl, 9HK)arbazolyl, 
benzo[1 ,3]dioxolyl. benzo[b]thlenyI, furyl, imidazo[2.1-b]thiazolyl, pyrazolyl. pyridyl, or thienyl; and 
halogen is fiuoro, chloro, bromo, or iodo; 

or a phamiaceuticaliy acceptable salt, hydrate, or solvate thereof. 
[0095] In some embodiments of the present invention, R2 is methylamino, or dimethylamino; p is 0; R3 and R4 are 
hydrogen; A is a single bond; B is a single bond or -CH2-; or a phannaceuticaiiy acceptable salt, hydrate, or solvate 
thereof. 

[0096] In some embodiments of the present invention, is selected from the group consisting of: 

(i) C2.5 aikenyi, and 

C2.5 alkenyl substituted by carbocyclic aryi, 

(ii) carbocyclic aryi, and 

carbocyclic aryi substituted by substrtuent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• C1.5 alkyI, 

• C^.salkoxy, 

• alkoxy substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• carbocyclic aryi, and 

carbocyclic aryi substituted by halogen, 

• ^2-5 alkenyloxy, 

• mono-Ci.5 alkylamino, 

• di-C^.5 alkylamino, 
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• mono-C^.5 alkyiamino substituted by cyano, and 

• di-C^.s alkyiamino substituted by cyano, 

(iii) heterocyciyi, and 

lieterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• allcyl. 

• ailcoxy, 

• 0^,5 allcoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

aikyi, and 
0^.5 ailcyl substituted by halogen; 

wherein carbocyclic aryi is phenyl or naphthyi; 

heterocyciyi is 1H-lndolyl, 9Afcarbazolyi» benzo[1 ,3]dioxolyi, pyrazoiyl. orpyridyl; and 
halogen is fluoro, chioro, bromo, or iodo; 

or a pharmaceutlcaily acceptable salt, hydrate, or solvate thereof. 
[0097] In some embodiments of the present invention, is selected from the group consisting of: 

(>) ^2-5 all<enyi, and 

C2.5 alkenyi substituted by carbocyclic aryl, 

(ii) carbocyclic aryl, and 

carbocyclk; aryi substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• Ci. 5 aikyi, 

• C^^salkoxy, 

• .5 alkoxy substituted by halogen , 

• C2.5 alkenyloxy, 

(iii) heterocyciyi, and 

heterocyciyi substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• Ci.5alkyl, 

• C1.5 alkoxy, 

• alkoxycarbonyi, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by 0^.5 aikyi, and 

• carbocyclic aryl substituted by halogenated aikyi; 

wherein carbocyclic aryl is phenyl or naphthyi; 

heterocyciyi is lAflndolyl, 9H<:arbazolyl, benzo[1.3]dioxolyi. or pyrazoiyl; and 
halogen is fluoro, chioro, bromo, or iodo; 

or a pharmaceutlcaily acceptable salt, hydrate, or solvate thereof. 
[0098] in some embodiments, compounds of the present invention are of Fomiuia (I) wherein the compound Is se- 
lected from the group consisting of: 

N2-(cis-4-{[(5-bromo-1H-indol-3-yl)methyl]amino}cyciohexyl)-N^,N^-dimethylpyrimidine-2.4-diamine; 
N2-[cis-4-{{[5-(4-fluorophenyl)pyridin-3-yilmethyl}amino)cyclohexyl]-|sj^,N'^-dimethyipyrimidine-2,4-dia 
ethyl 4,6-dtehloro-3-{[(cis-4-{[4-(dimethylamino)pyrimidin-2-yllamino)-cyciohexyl)-amino]methyi)-1H 
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2- carboxylate; 

N2.(cis-4-{[(2,6-dlmethoxybenzyl)amlno]methyl}cyclohexyl)-N^N^-dlm 

N2-(cis-4-{[(2-ethoxybenzyl)amlno]methyl}c7clohexyl)-N^.N^-dimethylpyrim 

N2-cls-4-({[(4-methoxy-1-naphthyl)methyl]amino}methyl)cyclohexyl)-N^,^^^ 

N2-[cis-4-({[(5-methoxy-1HHndol-3-yl)methyl]amino}methyl)cyclohexyl]-N^,N^^ 

N2^cis-4-({[(2-methoxy-1-naphthyl)methyl]amino}methyl)cyclohex^^^^ 

4-bromo-2-({[(cis-4^[4-(dimethylamino)pyrimldin-2-yl]amino)}-cyclohexy!)meth^ 

nol; 

N2-[cis-4-({[(5-bn>mo-1H-indol-3-yl)methyl]amjno}methyl)cyclohe)(yl]-N^,N^^^ 

N2-(cis-4-{[(2,4-dimethoxybenzyl)amlno]methyl)cycIohexyl)-N^,N*-dimethylpyrimidine^^ 

N^,N^-djmethyl-N2-(cjs-4-{[(2,3,44rimethoxybenzyl)amjno]methyl}-cyclohe^^^ 

N2-(cis-4-{[(3-ethoxy-4-methoxyben2yl)amino]methyl}cyclohexyl)-N4h^^ 

N^,N*-dlmethyl-N2-(cis-4-{[({3-[4-(trifluoromethyl)phenyl]-1H-pyrazol-4^^ 

mldine-2,4-dlannine; 

N^,N*-dlmethyl-N2-(cls*4-{[(3,4,5-trimethoxybenzyl)am}no]methyl}-cyclohexyl) 

4-({[(cis-4^[4-(dimethy!amino)pyrimldin-2-yl]amino}cydohexyl)-methyl]am 

4-({[(cis-4^[4-{dimethylamlno)pyrimldin-2-yl]amlno}cyclohexy()methyl}-am 

N2-(cls-4-{[(5-bromo-2,4-dlmetho)cybenzyl)amino]methyl}cyclohexyl)-N^ 

N2-(cls-4-{[(5-bromo-2-methoxybenzyl)amlno]methyl}cyclohexyl)-N*,N^-dimethy 

N2-[cis-4-({[4-(diethylamlno)benzyl]amino}methyl)cyclohexyl]-N'^,N'^-dlmethylp^ 

N2-[cls-4-({[(9-ethyl-9H-carba2ol-3-yl)methyl]amino}methyl)cyclohexyl]-N^,N^-dimet 

N2-(cls-4-{[(4-lsopropoxybenzyl)amino]methyl}cyclohexyl)-N4,N4-dimethylpyrimidjne-^ 

N2-(cls-4-{[(3,3-diphenylprop-2-en-1-yl)amlno]methyl}cyclohexyl)-N*,N'^-dimethyl^^ 

4-({[(cls-4^[4-(dimethylamlno)pyrimidin-2-y^amino}cydohexyl)methyl]-^^ 

N2-{cis-4-[({[4-(dimethylamino)-1-naphthyl]methyl}amino)methyl]K:ycto 

amine; 

N'*,N*-dlmethyl-N2-(cls-4-{[(2,4,6-trimethoxybenzyl)amino]methyl}-cyclohe)cyl)pyri 

N2-(ciS'4-{[(5-bromo-2-ethoxybenzyl)amino]methyl}cyclohexyl)-N^,N^-dime 

N2-(cis-4-{[(2,4-dimethoxy-3-methylbenzyl)amino]methyl}cyclohexyl)-N*,N^-dimethylpy^ 

N2-(cls-44[(2,5-diethoxybenzyl)amino]methyl}cyclohexyl)-N^,N'^-dimethy!pyrimW 

N^-(cis-4-{[(2,4-diethoxybenzyl)amino]methyl}cyclohexyl)-N^,N^-dimethylpy^ 

N2-(cis-4-{[(3,5-dibromo-2-methoxybenzyl)amlno]methyl}cyclohexyl)-N*,N^-dimethylp^ 

N^,N^-dimethyl-N2-(cls-4-{[(2,4,6-triethoxybenzyl)amino]methyl)-cyclohexyl)pyrlm 

N^,N^-dimethyl-N2-(cis-4-{[(2,4,5-trimethoxybenzyl)amjno]methyl}-cyc!ohexyl)pyrimi^ 

N2-[cis-4-({[2-(allyloxy)benzyl]amino}methyl)cyclohexyl]-N^,N*-dimethylpyrl^ 

N'^,N*-dlmethyl-N2-[cjs-4-({[(1-methyl-1H-lndol-3-yl)methyl]amino}-methyl)c^^^ 

N2-[cis-4-({[(7-methoxy-1 ,3-benzodloxol-5-yl)methyl)amlno}methyl)-cyclohe)(yl]-N^,N^-dlmethylpyrimldjne-2,4-di- 
amine; 

N2-(cls-4-{[(3-bromo-4,5-dimethoxybenzyl)amlno]methyl}cyclohexyl)-N^,N^-dlmet^^ 

N2-(cis-4-{[{4-methoxy-3-methylbenzyl)amino]methyl}cyclohexyl)-N^N4^ 

N2-(cls-4-{[(2-bromo-4,5Kjimethoxybenzyl)amlno]methyl}cyclohexyl)-N^,^^ 

N2-(cls-4-{[(3,4-dimethoxybenzyl)amino]methyl)cycIohexyl)-N^,N^-dimethylpyrim 

N2-(cis-4-{[(4-methoxy-2,5-dimethylbenzyl)amino]methyl}cyclohexyl)-N^,N*-dime^^^ 

3- [[4-({[(cis-44[4-(dimethylamino)pynmidin-2-yl]amino}cyclohexyl)-meth^^ 
propanenitriie; 

N24cls-4-[({4-[(4-bromobenzyl)oxy]benzyl}amino)methyl]cyclohexyQ-N'*,N'*<limet^^ 
N2-(cis-4-{[(3,5-dibromo-2-ethoxybenzyl)amino]methyl)cyclohexyl)-N^,N*-dlmethylpyr^^ 
N2-[4-(4-bromo-2-trif!uoromethoxy-benzyl)amino-cyclohexyl]-N^,N^-dimethyl^ 
N2^cis-4-[2-(4-bromo-2-trifluoromethoxy-phenyl)-ethylaminoJ-cyclohexyO-N^ 
amine; and 

N2-{cis-4-[{4-bromo-2-trifluoromethoxy-benzyl)amino-methyl]-cyclohexyl}-N^N^-dimethyl-pyrimldine-2,^ 
amine; 

or a phamnaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0099] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound Is se- 
lected from the group consisting of: 

ethyl 4,5-dichIoro-3-{[(cis-4-{[4-(dimethylamino)pyrimidin-2-yqamlno}^clohexyO-amino]methyl}-1H-lndole^ 
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2-carboxylate; 

N2^cis-4-({[(4-methoxy-1-naphthyl)methyl]amino}methyl)cyclohexyl]-N^,^ 
N2^cls-4-({[(2-metho>(y-1-naphthyl)methyl]amlno}methyl)cy^ 
4-bromo-2-({[(cjs-4^[4-(dimethylamlno)pyrlmidln-2-yl]amino}-cycIohe^^^ 
nol; 

N2-{cls-4-({[(5-bromo-1H-indol-3-yl)methyl]amino}methyl)cyclohexyl]-N^,N*-^ 

N^,N^-dlmethyl-N2-(cls-4-{[(2,3,4-trimethoxybenzyI)amino]me%l}-cyclohe^^ 

N2-(cis-4-{[(3-etho)cy-4-methoxybenzyl)amlno]methyl}cyclohexyl)-N^,N^-dimethyI^ 

N4,N^-djmethyl-N2-{cls-4-{[([3-[4-(trifluoromethyl)phenyl]-1H-pyrazoM^^ 

mldjne-2,4-dlamlne; 

4-({[(cis-4^[4-(dimethylamlno)pyrimjdin-2-yl]amino}cyclohexyl)methyl]-am 

4-({[(cis-44[4-(dimethylamlno)pyrlmldln-2-yl]amlno}cyclohexyl)methy^ 

N2-(cis-4-{[(5-bromo-2,4<llmethoxybenzyl)amino]methyl}cyclohexyl)-N^,N^-dimethylpy 

N2.(cis-4-{[(5-bromo-2-methoxybenzyl)amino]methyl}cyclohexyl)-N^,N*-di^ 

N2-[cis-4-({[(9-ethyl-9H-cart)azol-3-yl)methyl]amino}methyl^^ 

N2.(cis-4-{[(3,3-dlphenylprop-2-en-1-yl)amino]methyl}cyclohexyl)-N^,N^.^ 

N^,N^-dimethyl-N2.(cjs-4-{[{2,4,6-trjmethoxyben2yl)amino]methyl}-cyclohexyO^ 

N2-(cis-4-{[(5-bromo-2-ethoxybenzyl)amlno]methyl}cyclohexyl)-N^N^-dimet^^^ 

N2-(cis-4-{[(2.4-dimetho)cy-3-methylbenzyl)aminoimethyl}cyc^^ 

N2-(c}s-4-{[(2,5-diethoxyben2yl)amino]methyl}cyclohexyl)-N^,N^-dim^^^^ 

N2-(cis-4-{[(3,5-dibromo-2-methoxybenzyl)amino]methyl}cyclohexyl)-N^,N^-^ 

N'*,N4-dimethyl-N2-(cls-4-{[(2,4,5-triethoxybenzyl)amlno]methyl}H:ycIohexyl)py 

N2-[cis-4-({[2-(allyloxy)benzyl]amjno}methyl)cyclohexyl]-N*,N^-dimeth^ 

N2-[cjs-4-({[(7-methoxy-13-benzodioxoj-5-yl)methyl]amino}methyl)-cycl^ 

amine; 

N2-(cls-4-{[(3-bromo-4,5<llmethoxybenzyl)amlno]methyl}cyclohexyl)-N^,N^-dimethylpyri 
N24cis-4-(2-(4-bromo-2-trifluoromethoxy-phenyl)-ethylamino]K:yclohexyl}-N4,N4<^ 
amine; and 

N2^cis-4-[(4-bromo-24hmuoromethoxy-benzyl)anrilno-methyl]'Cyclohexyl}-N^I^^ 
amine; 

or a phamriaceutlcally acx;eptable salt, hydrate, or solvate thereof. 
[0100] In some embodiments of the present invention, is selected from the group consisting of: 

(I) alkyl, and 

alkyl substituted by substituent(s) Independently selected from the group consisting of: 

• 0X0, 

• alkoxy, 

• C<|.5 alkoxy substituted by carbocyciic aryl, 

• alkyicarbonyloxy, 

• carbocyciic aryloxy, 

• carbocyciic aryloxy substituted by halogen, 

• carbocyciic aryloxy substituted by nitro, 

• carbocyciic aryloxy substituted by alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by alkyl, 

• mono-C^.g alkylaminocarbonyl, 

• di-C^ .5 alkylaminocarbonyl, 

• mono-C<,.5 alkylamino, 

• di-Ci.5 alkylamino, 

• mono-carbocyclfe arylamino, 

• di-carbocycllc arylamino, 

• mono-carbocyclk: arylamino substituted by halogen, 

• di-carbocyclk: arylamino substituted by halogen, 

• carbocyciic arylcarbonylamino, 

• alkoxycarbonylamtno, 

• CLsaikylthlo. 
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• alkyithio substituted by substituent(8) independently selected from the group consisting of: 
carbocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, and 

— Ci.salkoxy, 

• carbocyclic arylthio, 

• heterocyclylthio, 

• heterocyclylthio substituted by C^.g alkyl, 

• heterocyclylthio substituted by nitro, 

• cycloalkyi, 

• cycloalkenyl, 

• carbocyclyl, 

• carbocyclyl substituted by sub8tltuent(s) independently selected fronn the group consisting of: 

halogen, 
•• alkyl, 
•• C1.5 alkoxy, 

C2.5 alkenyl, and 

M alkenyl substituted by substltuent(s) independently selected from the group consisting of: 
carbocyclic aryl, and 

carbocyclic aryl substituted by 0^.5 alkylsulfinyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
•• hydroxy, 

nitro, 
•• alkyl, 

C^^ alkyl substituted by substituent(s) Independently selected from the group consisting of: 

— 0x0, 
carbocyclic aryl, and 
heterocyclyl, 

•• alkoxy, 

— .5 alkoxy substituted by halogen . 

alkoxy substituted by carbocyclic aryl, 
carbocyclic aryloxy, 
carbocyclic aryl, and 

— heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

•• 0^.5 alkyl, 

alkyl substituted by carbocyclic aryl, 
•• C1.5 alkoxy, 

alkoxy substituted by carbocyclic aryl, 
carbocyclic aryl, and 

— carbocyclic aryl substituted by halogen, 

(ii) C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) Independently selected from the group consisting of: 
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• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

•• halogen, and 
nrtro, 

(Hi) C3.Q cycloallcyl, and 

cycloallcyl substituted by substltuent(s) independently selected from the group consisting of: 

• alkyi, 

• alkyl substituted by substituent(s) independently selected from the group consisting of: 
0x0, and 

carbocyclic aryl, and 

• carbocyclic aryl, 

(iv) carbocyciyi, 

(v) carbocyclic aryl, and 

carbocyclic aryl substituted by 8ubstltuent(s) independently selected from the group consisting of 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• C1.5 alkyl, 

• 0^.5 alkyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
0x0, 

carbocyclic aryloxy, 

carbocyclic aryl, and 

carbocyclic aryl substituted by 0^.5 alkyl, 

• Ci.5alkoxy, 

• alkoxy substituted by substltuent($) independently selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by alkoxy, 

• mono-C^.5 aikylaminocarbonyl, 

• di-Cv5 aikylaminocarbonyl, 

• mono-Ci.5 aikylaminocarbonyl substituted by carbocyclic aryl, 

• di-C^.5 aikylaminocarbonyl substituted by carbocyclic aryl, 

• amino, 

• mono-C^.g alkylamino. 

• di-C^.s alkylamino, 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocyclic aryl. 

• (carbocyclic aryl)NHC(0)NH. 

• (carbocyclic aryl)NHC(0)NH substituted by C^.g alkoxy, 

• (carbocyclic aryl)NHC(0)NH substituted by haloganated alkoxy, 

• C1.5 alkytthio, 

• C1.5 alkylthio substituted by halogen, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by cyano. 
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• mono-C^.g alkylaminosulfonyl, 

• alkylaminosulfonyl, and 

• carbocyclic aryl, 

• carbocyclic aryl substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

C1.5 alkyl, 

carbocyclic aryl, and 
halogenated carbocyclic aryl, 

(vl) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C^.g alkyl, 

• alkyl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• C«|.5alkylthio, 

•• alkylthio substituted by carbocyclic aryl, 

0^.5 alkylthio substituted by halogenated carbocyclic aryl, 
carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 
heterocyclyl, 

• C^_5 alkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by alkyl, 

• C1.5 alkylthio, 

• C2.5 alkenylthio, 

• carbocyclic arylthio, 

• Ci.salkylsulfonyl, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by alkyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substrtuent(s) independently selected from the group consisting of: 

halogen, 
nrtro, and 
•• Ci. 5 alkyl, 

• heterocyclyl; 

L is Formula (VII): 
Y is -C(0)-; 

wherein carbocyclic aryl is phenyl, naphthyl, or anthranyl; 

carbocyclyl Is 1,2,3,4-tetrahydronaphthyl, 1-oxo-indanyl, 9-oxo-9/¥-fluorenyl, orindenyl; 

heterocyclyl Is 1 ,2,3-triazolyl, 1W-indolyl, IH-pyaolyl, 2,3-dihydro-1-oxo-isoindolyl, 2,3-dihydro-benzofuryl. 
2.4-dihydro-3-oxo-pyra20lyl, 2H-benzopyranyl, 2-oxo-benzopyranyl. 4-oxo-1 ,5,6,7-tetrahydro-indolyl. 9H-xanthe- 
nyl, benzo[1 ,3]dloxolyl, benzo[2,1 ,3]oxadiazolyl, benzo[1,2,5]oxadiazolyl, benzotb]thlenyl, benzofuryl, benzothia- 
zolyl, furyl, imidazolyl, isoxazolyl, morphoiino, pyrazotyl, pyridyl, pyrimldyl, quinolyl, quinoxalyl, thiazolyl, orthienyl; 
and 

halogen Is fluoro, chloro, bromo, or iodo; 
or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
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[0101] In some embodiments of the present Invention, Rg is hydrogen, trffluoromethyl, methoxy, methylamino, 
dimethylamino, ethyl amino, ethylmethylamino, or hydroxylethylmethylamino; p Is 0; R3 and R4 are hydrogen; A Is a 
single bond; B Is a single bond or -CHg-; or a phamnaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0102] In some embodiments of the present Invention, R^ is selected from the group consisting of: 

(I) alkyi, and 

C1.5 alkyl substituted by substituent(s) Independently selected from the group consisting of: 

• 0x0, 

• carbocycllc aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocycllc aryloxy substituted by alkoxy, 

• mono-C^.5 alkylaminocarbonyl, 

• dl-Ci.5 alkylaminocarbonyl, 

• mono-C^.5 aikylamino, 

• di-C^.g aikylamino, 

• mono-carbocyclte arylamino, 

• dl-carbocyclic arylamino, 

• mono-carbocyclte arylamino substituted by halogen, 

• dl-carbocyciic arylamino substituted by halogen, 

• carbocyclic arylcarbonylamino, 

• Ci.5alkylthlo. 

• Ci.6cycloalkyl, 

• carbocyclyl, 

• carbocyclyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

•• 0^.5 alkyl, 

^ C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) independently selected from the group consisting of: 
carbocycllc aryl, and 

carbocycllc aryl substituted by 0^.5 alkylsulflnyl, 

• carbocyclic ar/l, 

• carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• nitro, 
•• C^,5 alkyl, 

- alkyl substituted by substituent(s) Independently selected from the group consisting of: 

— 0x0, 

— carbocyclic aryl, and 
••• heterocyclyl, 

•• alkoxy, 

alkoxy substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

•• alkyl, 

carbocyclic aryl, and 
w carbocyclic aryl substituted by halogen, 

(ii) C2.5 alkenyl, and 
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C2.5 alkenyl substituted by 8ubstituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
nitro, 

(ill) carbocyclyl, 

(iv) carbocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of 

• halogen, 

• hydroxy, 

• nitro, 

• alkyl, 

• alkyl substrtuted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 
•• 0x0, and 

- carbocyclic aryl, 

• Ci.5alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy. 

• mono-C^.s alkylaminocarbonyl, 

• di-C^.5 alkylaminocarbonyl, 

• mono-Ci.5 alkylaminocarbonyl substituted by carbocyclic aryl, 

• di-C^.g alkylaminocarbonyl substituted by carbocyclic aryl, 

• mono-C^.5 alkylamino, 

• di-Ci.5 alkylamino, 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocyclic aryl, 

• mono-C^.s alkylaminosutfonyl, and 

• di-C^.5 alkylaminosulfonyl, 

(v) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• alkyl, 

• C,.5 alkyl substituted by substituent(s) independently selected from the group consisting of: 

C^.g alkytthio, 

0^.5 alkytthio substituted by carbocyclic aryl, 
0^.5 alkytthio substituted by halogenated carbocyclk: aryl, 
•• carbocyclic aryl, 

- carbocyclic aryl substituted by halogen, and 
M heterocyclyl, 

• carbocyclic aryloxy, 

• cartocyclic aryloxy substituted by halogen, 
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• carbocyclic aryloxy substituted by C^.g alkyi, 

• alicylthio. 

• alkylsulfonyl, 

• carbocyclic aryisulfonyl, 

• carbocyclic aryisulfonyl substituted by alkyi, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• nitro, and 
alkyi. 

• heterocyclyl; 

wherein carbocyclic aryl Is phenyl or naphthyl; 
carbocyclyl is 1-oxo-indanyl, 9-oxo-9ff-fiuor©nyl, or Indenyl; 

heterocyclyl is 1 ,2,3-triazolyl, 1H-indolyl, 1H-pyrrolyl, 2,3-dihydro-ben2ofuryl, 2H-benzopyranyl, QAfxanthe- 
nyl, benzo[2,1,3]oxadiazolyl, benzo[1,2,5]oxadlazolyl, benzo[b]thienyl, furyl. isoxazolyl, morpholino, pyrazolyl, py- 
rldyl, quinotyK qulnoxalyl. thiazotyl, orthienyi; and 

halogen Is fiuoro, chloro, bromo, or lodo; 

or a phannaceuticaliy acceptable sait, hydrate, or solvate thereof. 
[0103] In some embodiments of the present invention, is selected from the group consisting of: 

(i) alkyi, and 

alkyi substituted by substituent(s) Independently selected from the group consisting of: 

• 0x0, 

• carbocyclic aryloxy, 

• carbocyclic aryioxy substituted by halogen, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• mono-Ci.5 alkylamino, 

• di-Ci.5 alkylamino, 

• mono-carbocyclte arylamino, 

• di-carbocyclic arylamino, 

• mono-carbocycllc arylamino substituted' by halogen, 

• di-carbocyclic arylamino substituted by halogen, 

• C1.5 alkylthio, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 

•• C1.5 alM. 

•• alkoxy, and 

C1.5 alkoxy substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

•• alkyi, 

carbocyclic aryl, and 

carbocyclic aryl substituted by halogen, 

(11) C2.5 alkenyl, and 

C2.5 alkenyi substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 
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• carbocyclic aryl substituted by nitro, 

(iii) carbocyclyl, 

(iv) carbocyclic ary), and 

carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• nitro, 

• alkyi, 

• .5 alkyI substituted by halogen, 

• C^.s alkoxy, 

• .5 alkoxy substituted by halogen. 

• .5 alkoxy substituted by carbocyclto aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substrtuted by alkoxy, 

• nnono-C^.5 alkylaminocarbonyl, 

• di-C^ .5 alkylaminocarbonyl, 

• mono-Ci.5 alkylaminocarbonyl substituted by carbocyclic aryl, 

• di-Ci.5 alkylaminocarbonyl substituted by carbocyclic aryl, 

• mono-C^.g alkylaminosulfonyl, and 

• di-C^ .5 alkylaminosulfonyl, 

(v) heterocyclyl, and 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• alkyI, 

• C1.5 alkyI substituted by substituent(s) independently selected from the group consisting of: 

•• C-1.5 alkylthio, 

C1.5 alkylthio substituted by carbocyclic aryl, and 

0^.5 alkylthio substituted by halogenated carbocyclb aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryioxy substituted by halogen, 

• carbocyclic aryloxy substituted by 0^.5 alkyl. 

• carbocyclic aryl, 

• carbocyclic aryl substituted by halogen, 

• carbocyclic aryl substituted by nitro, and 

• heterocyclyl; 

wherein carbocyclic aryl Is phenyl or naphthyl; 
carbocyclyl is 1-oxo-indanyl; 

heterocyclyl is 1,2,3-triazolyl, 1H-indolyl. IH-pyrrolyl, 2,3-dihydro-benzofuryl, 9H-xanthenyl. benzo[2.1,3]ox- 
adiazolyl. benzo[1 ,2,5]oxadiazolyl, benzo[b]thienyl, furyl, Isoxazolyl, pyridyl, quinoxalyl. thiazolyl. orthlenyl; and 
halogen is fiuoro, chloro, bromo, or lodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 
[0104] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound is se- 
lected from the group consisting of: 

N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-3-methoxybenzamide; 

3-bromo-N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)-benzamide; 

N-(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl)-2,1,3-benzoxadla2ole-5K;arboxam^ 

3- chloro-N-(cis-4^[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-benzamide; 

4- chloro-N-(cis-4^[4-(dimethylamino)pyrim^din-2-y^]amino)cyclohexyl)-benzamide; 
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4-chloro-N-(cis-44[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)-3-nl^^^ 
3,5-dichloro-N-(cis-4-{[4-(dlmethytamino)pyrimidln-2-yl]amino}-cy^^ 

3.4- dichloro-N-(cis-4^[4-{dlmethylamino)pyiimldin-2-yl]amino}-cyclohexyl)benzam 
N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)-2,2-di^ 
N-(cis-4-{[4-(dlmethylamjno)pyrlmldln-2-yl]amino}cycloh 
N-(cis-4-{[4-(dlmethylamlno)pyrlmldin-2-yl]amino}cyclohexyl)-3,5-di^^ 
N-(cis-4-{[4-(dlmethylamlno)pyrlmldln-2-yl]amlno}cyclohexyl)-3-fluoro 
N-(cis-4-{[4-(dimethylamino}pyrimldin-2-yl]amino}cyclohexyl)-4-m 
N-(cis-4-{[4-(dimethylamlno)pyrlmidin-2-yl]amino}cyclohexyl)-3-nitr^ 
N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-2-phenoxybutanamj^^ 
N-(cls-444-(djmethylamino)pyrlmidjn-2-yl]amlno}cyclohexyl)-3-methylbenzamlde; 
N-(cls-4-{[4-(dimethylamlno)pyrlmidln-2-yl]amino}cyclohexyl)-3-(trifluoro 
4-bromo-N-(cis-4^[4-(dimethylamino)pyrimidln-2-yl]amlno}cyclohexyl)-3-methy!benz 
N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-3-iodobenzam 
N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohex^^^ 
3-chloro-N-(cis-4^[4-(dimethylamlno)pyrimidin-2-yl]amino}c7clohexyl) 
N-{cls-4-{[4-{dimethylamino)pyrimldin-2-yl]amjno}cyclohexyl)-3,5-dlmethox^^ 
N-(cis-4-{[4-(dimethylamlno)pyrlmidln-2-yl]amino}c^^ 
N-(cls-4-{[4-(dimethylamlno)pyrlmldln-2-yl]amlno)cyclohexyl)-4-^^ 

2.5- dichloro-N-(clS'4^[4-(dlmethylamino)pyrimidln-2-yl]amino}-cyclohexyl)^^ 

1- benzyl-3-tert-butyl-N-(cls-4-{[4-(dimethylamino)pyrimjdjn-2-yl]amino}-cyd 
N-(ds-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-2-(1-napht 

2- {4-chlorophenoxy)-N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}K:yclohexy 

1- (4K5hlorophenyl)-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}Kjyclohexyl)-c^^ 

3- (2K:hloro-6-fIuorophenyl)-N-(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]ami 

4- carboxamide; 

N-(cis-4-{[4-(dimethylamino)pyrlmidin-2-yl] amino}cyclohexyl)-4-fluoro-3-(trifluoromethyl)benzamide; 

N-(cls-4-{[4-(dlmethylamlno)pyrimldln-2-yl]amlno)cycloh 

ide; 

N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno)cyclohexyl)-2-(4-metho^^ 

N-(cis-4-{[4-(dimethylamlno)pyrlmldln-27l]amino}cyclohexyl)-2-phenoxyacetemide^ 

N-{cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)-quinoxaline-^^ 

N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amlno}^^ 

N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyciohexyl)-2-(pentafluo 

2- (3-chlorophenoxy)-N-(cls-4-{[4-(dlmethylamino)pyrimldln-2-yl]amino}cyclohex^^^ 

3- (2,6-dlchlorophenyl)-N-(cis-4^[4-(dimethylam^no)pyrimldln-2-yl]amino )cyclohexyl)-5-methylisoxazole-4-car- 
boxamide; 

N-(cjs-4-{[4-(dimethylamino)pyrimldln-2-yl]amlno}cyc!ohexyl)-2-phenoxynicotin 
N-(cls-4-{[4-(dlmethylamlno)pyrlmldin-2-yl]amino}cyd 
N-(ds-4-{[4-{dimethylamino)pyrimldin-2-yl]amino}cydohexyl)-4-[(dipro^ 
2-(4<:hlorophenoxy)-N-(ds-4-{[4-(dlmethylamlno)pyrimldln-2-yl]amino}^^ 

2- (2,3-dlhyd^o-1-benzofuran-5-yO-N-(ds-4^[4-(djme%lamlno)pyrimld^n-2-yl]am 

4- carboxamlde; 

3- tert-butyl-1-(2,4-dlchlorobenzyl)-N-(cis-4-{[4-{dimethylamino)pyrimldln-^^^ 

5- carboxamide; 

6- chloro-N-(cls-44[4-(dimethylamlno)pyrimjdjn-2-yOamlno}cyclohexyl)-2H-chrome 
N-(cls-4-{[4-(dlmethylamino)pyrlmidin-2-yl]amino}cydohexyl)-2-(24hi^ 
5-(4K:hloro-2-nitrophenyl)-N-(cis-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amlno}c^^^ 
N-(cis-4-{[4-(dlmethylamino)pyrlmidln-2-yl]amlno}cyclohexyl)-5-lodo-2-furamide; 
N-(ds-4-{[4-(dlmethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-6-(4-methyl-2-ni^^^ 
N-(ds-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amlno}cyclohexyl)-6-nitrothiophene-2K^^ 
N-(ds-4-{[4-(dimethylamlno)pynmldln-2-yl]amlno}cydohexyl)-3-me%^ 
N-(cis-4-{[4-(dimethylamlno)pyrlmidin-2-yl]amlno}cydohexyl)-3-methoxy^^ 
1-benzyl-N-(ds-4-{[4-{dimethylamino)pyrimidin-2-yl]amino}cydohexyl)-1H-i^ 
3-acetyl-N-(cis-4-{[4-(dimethylamtno)pyrimidin-2'yl]amlno}cycbhexyl)-benzami 
5-bromo-N-(ds-44[4-(dimethylamlno)pyrimldin-2-yI]amjno}cydohexyl)-2-furamide; 
5-(4<hiorophenyl)-N-{cls-4-{[4-(dimethylamino)pyrimidln-2-yOamino}<yclohexyl)-2-fur^ 
4»5'dibromo-N-(cis-4'^[4-(dimethylamino)pyrimidin-2-yl]amino}K:yclohexyl)thb 
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2- (3,5-di4ert-butyl-4-hydroxyphenyl)-N-(cis-4-[4-(dimethylamlno)-pyrimidln-2-^ 
N2,N6-dibenzoyl-N-(cls-4^[4-(dlmethylamino)pyi1mldln-2-yflamlno}-cyclohexyl)-lysinaml^^ 

3- (dimethytamino)-N-(cis-4-{[4-(dimethylamino)pyrlmidin-2-yl]amino}K:yclohexyl)-^ 
4,5-dibromo-N-(cis-4^[4-(dlmethylamlno)pyiimidln-2-yllamino}-cyclohexyl)-2^^ 
N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyctohexyl)-2-(1H-indol-3-^ 
N-(cis-4-{[4-(dimethylamlno)pynmidin-2-yl]amlno}cyclohexyl)-2-(5-methy^ 
N-(cls-4-{[4-(dlmethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-2-(1H-lndol-^ 

4- (44}romophenyl)-N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yqamino}-cyclohexyl)-2-^ 
mide; 

3,5-dichloro-N-(cis-4^[4-(dimethylamino)pyrimjdln-2-yl]amino}-cyclohexyl)-2-[(3'P 
zamide; 

N-{cls-4-{[4-(dlmethylamino)pyrlmidin-2-yl]amlno}cyclohexyl)-2-(1-m 
4-oxobutanamide; 

N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-2HTiethyl-1-(3-m 
pyrrole-3-carboxamide; 

N-(cis-4-{[4-(dimethylamino)pyrlmidln-2-yl]amino}cyclohexyl)-4-(4-nitrophen^ 

N-(cls-4-{[4-(dimethylamino)pyrimldln-2-yl]amlno}cyclohexyl)-2-(2-phenyl-1H-lndo 

N2-benzoyl-NS-(cjs-4-{[4-(dlmethylamino)pyrimldin-2-yl]amino}-cyclohexyl)-N^N^^ 

N-(cls-4-{[4-(dimethylamlno)pyrlmldin-2-yl]amlno}cyclohexyl)-3-phenoxybenzamlde; 

3-benzoyl-N-(cls-4-{[4-{djmethylamino)pyrimidin-2-yllamino}-cyc!ohexyl)benzam 

N-(cis-4-{[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl)-2-(ethylthio 

N-(cjs-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-N'-[(1 R)-1 -{1 -naph^ 

(2S)-2-(3-benzoylphenyl)-N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexy 

N'-(cls-4-{[4-(djmethylamlno)pyrlmidln-2-yllamino}cyclohexyl)-N,N-bls [{1S)-1-phenylethyl]phthalamide; 

N-(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl)-24(1E)-5-fluoro-2-m 

zylidene]-1 H-inden-3-yl acetamlde; 

N-(cis-4-{[4-(dimethylamjno)pyrimjdin-2-yl]amino cyclohexyl)-2-[4-(2-thienylcarbonyl)-phenyl]propanamide; 

3-{benzyloxy)-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno)<yclohexyl)-4-m 

N-(cis-4-{[4-(dimethyIamino)pyrimidin'2-yl]amino}cyclohe)(yl)-2-methyl-1^ 

1- {2^(2-chloro-6-fluorobenzyl)thio]ethyl}-N-(cis-4-{[4-{dimethylamino)-pyrim 
thyl-5-phenyl-1H-pyrrole-3-carboxamlde; 

N-(cis-4-{[4-{dlmethylamino)pyrimldln-2-yl]amlno}cyclohexyl)-2-phenoxybenzam 
N-(cis-4-{[4-{dimethylamlno)pyrimidjn-2-yl]amlno}cyclohexyl)-2-phenylquinoline-4-c^ 

2- [4-(4K;hlorophenyl)-2-phenyl-1,3-thiazol-6-yl]-N-(cis-4-{[4-(dimethylamino)pyrim 
acetamide; 

N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl)amino}cyclohexyl)-1-[(4-m 
amide; 

N-(cls-4-{[4-(dimethylamlno)pyrjmidln-2-yl]amjno}cycIohexyl)-5-(3-nltrophenyl)-^ 

3- chloro-N-(cjs-4-{[4-(djmethylamino)pyrimidin-2-yl]amino}cyclohexyl)-4-(isopropyte 
ophene-2-carboxamide; 

N-(cis-4-{[4-(dimethylamino)pyrlmldln-2-yl]amlno}cyclohexyl)-3-lodo-4-(lsopropylsulfo 
ophene-2-carboxamide; 

N-(cis-4-{[4-(dlmethylamino)pyrlmidin-2-yl]amino}cyclohexyl)-5-nitrothloph 

N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-1-methyl-4 H'pyrrole-2-carboxamjde; 
N-(cjs-4-{[4-(dimethylamlno)pyrimldin-2-yl]amlno}cyc!ohexyl)-4-nltrobenz 
N-(cls-4-{[4-(dimethylamino)pyrlmldin-2-yl]amlno)}cyclohexyl)-3,5-dimethyl-4-nlt 
N-(cis-4-{[4-(dimethylamlno)pyrimidln-2-yl] amino}cyclohexyl)-2-mesltyl-2-oxoacetamlde; 
3.5-di-tert-butyl-N-(cis-4-1[4-(dimethylamino)pyrimidin-2-yl]amlno}<yclohexyl)^^^ 

4- chloro-N-[(cis-4-{ [4-(dimethylamino)pyrimldin-2-yl]amlno)cyclohexyl)-methyl]-benzamide; 
(2E)-N-[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)-methyf]-3-ph 
4-chloro-N-[(cls-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amino}cyclohexyl)-methyl]-3-nrt^^ 
2-(4K;hlorophenyl)-N-[(cls-4-{[4-(dimethylamlno)pyrimidln-2-yl]amino}-^ 
3,5-dichloro-N-[(cis-4-{[4-(djmethylamino)pyrimldin-2-yl]amino) -cyclohexyl)methyl]-benzamlde; 
3,4-dichloro-N-[{cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino)K:yclohexyl)meth^ 
N-[(cis-4-{[4-(dimethylamlno)pyrimidjn-2-yl]amino}cyclohexyl)methyl]-2,2-diphenylac^^ 
2,4-dlchloro-N-[(cis-4-{[4-(dimethylamino)pyrjmidjn-2-yl]amjno}cyclohexyl)m 
N-[(cis-44[4-(dimethylamino)pynmidin-2-yqamino}cyciohexyl)methyi]-2-pheno^^ 
N-[(cis-4-{[4-(dimethylamino)pyiimidin-2-yqamino}cyclohexyl)methyq-2i3henyl^ 
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N-[(cls-44[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)m^^^^ 

N-[(cls-4^[4-(dime%lamlno)pyrimldln-2-yOamlno}cyclohexyl)methylJ^^ 

N-[(cis-4^[4-(dimethylamino)pyrimidln-2-yOamino)cyclohexyl)m 

(2E)-N-[(cis-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amino}cyclohexyl)-methyn 

2-{2-bromophenyl)-N-[{cis-4^[4-(dimethyIamino)pyrimidin-2-yl]amjno}^^ 

N-[(cis-4^[4-(dlmethylamino)pyrimidln-2-yl]amino)cyclohexyl)methyl]-2-(propylt^ 

N-[(c[s-44[4-(dlmethylamlno)pyrimidin-2-yqamino}cyclohexyl)methyl]-2-( 

N-[(cls-4^[4-(dimethylamlno)pyrimidin-2-yOamino}cyclohexyl)methyl]-9-oxo-9H-fl^ 

N-[(cls-4^[4-(dimethylamlno)pyrimldln-2-yl]amlno}cyc!ohexyO 

2,4,64rlchloro-N-[(cis-4-{[4-(dlmethylamlno)pyrimldln-2-yllamino}K:ycloh 

(2E)-3-(2-chlorophenyl)-N-[(cis-4^[4-(dimethylamino)pyrim^din-2-yl]amlno}^^ 

N-[(cis-44[4-{dlmethylamlno)pyrimidin-2-yOamlno}cyclohexyl)methyll-2-(2,^ 

N-[(cis-4^[4-(dimethylamjno)pyrimidin-2-yl]amino}cyclohexyl)methyl]-^ 

N4(cis-4^[4-(dimethylamino}pyrimidin-2-yl]amino)cyclohexyl)methyl]-5-lod 

(2E)-N-[{cis-4-{[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl)-m^ 

N-[(cis-44[4-(dimethylamlno)pyrimldin-2-yQamino}cyclohexyl)methyll-^ 

2-benzyl-N-[(cis-4-{[4-{dimethylamino)pyrimidin-2-yGamino}cyclohexyl)-methyl]^ 

2,2-bis(4-chlorophenyl)-N-[(cis-4-{[4-(dlmethylamjno)pyrlmldin-2-yl]^^ 

N-[(cls-4-[[4-(dimethylamino)pyrimidin-2-yl]amino)cyclohexyl)methyn 

N-[(cis-4-{[4-{dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl)methyl]-3-metho 

N-[(cls-4^[4-(dimethylamlno)pyrimidin-2-yl]amino)cyclohexyl)m 

N-[(cis-44[4-(dimethylamino)pyrimidin-2-yOamino}cyclohexyl)methyl]-9H-x^ 

2-(1-benzothien-3-yl)-N-[(cls-4^[4-(dimethylamino)pyrimjdin-2-yl]amino}cyd 

N-[cls-4-(4-dlmethylamino-pyrimidin-2-ylamino)-cyclohexyl]-2-(4-fluoro-phenoxy)-^ 

N.[cis-4-(4-dlmethylamino-pyrimidln-2-ylamino)-cyclohexyl)-C-{eth^^ 

C-[cls-(4K:hloro-phenyl)-ethyl-amino]-N-[4-(4-dlmethylamino-pyrimldln 

2- (3,4-difluoro-phenyl)-N^cls-4-(4-dimethylamino-pyrimldln-2-ylamlno)-cy^ 

4- chloro-N-[cis-4-(4-dlmethylamlno-pyrimidln-2-ylamlno)K;yclohexyl]-3-fluo 

5- bromo-N-[cis-4-(4-dimethylamino-pyrimidin-2-ylamlno)-cyclohexyl]-nlcot 

3- chloro-4-fluoro-N4cls-4-(4-methylamino-pyrimldln-2-ylamino)-(7clohe)^^ 
N-[cis-4-(4-dimethylamino-pyrimldin-2-ylamino)-cyclohexyl]-4-fIuoro-benzami 
3-chloro-N-[cis-4-(4-dimethylamjno-pyrimidin-2-ylamjno)-cyclohexyl]-5-fluoro-benza 
N-[cis-4-(4-dimethylamino-pyrimidin-2-ylamino)-cyclohexyl]-3,4,5-triflu 
N-[cis-4-(4-dimethylamino-pyrimidin-2-ylamino)-cyclohexyl^ 

2- (3,4-dichloro-phenoxy)-N-[cis-4-(4-dlmethylamino-pyrlmidin-2-ylamlno)-cyclohexy^ 
N-[cls-4-{4-djmethylamlnoi3yrimldln-2-ylamino)-cyclohexyl]-2-(3-met and 
N-[cis-4-(4-dimethymamlno-pyrimidin-2-ylamino)-cyclohexyl]-C-(ethyl-phe 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0105] In Sonne embodiments, compounds of the present Invention are of Formula (I) wherein the compound Is se- 
lected from the group consisting of: 

3- bromo-N-(cls-4-{[4-(dimethyiamino)pyrimldin-2-yl]amlno}cyclohexyl)-benzamide; 
N-(cis-4-{[4-(dlmethylamlno)pyrimldln-2-yl]amino}cyclohexyl)-2,1,3-benzoxadiazole-^^ 

3- chloro-N-(cls-4-{[4-(dimethylamino)pyrlmldln-2-yl]amino}cyclohexyl)-benzamlde; 

4- chloro-N-(cis-4-{[4-(dlmethylamino)pyrlmldln-2-yOamlno}cyclohexyl)-3-nltrobenzamlde; 
3,5-dichloro-N-(cis-4-{[4-(dimethylamlno)pyrimldln-2-yl]amlno}-cyclohexyl)benzamide; 
3,4-dlchloro-N-(cls-4-{[4-(dlmethylamino)pyrimidln-2-yl]amlno}-cyclohexyl)benzamlde; 
N-(cls-4-{[4-(dlmethylamino)pyrimldln-2-yl]amino}cyclohexyl)-3,4-difluorobenzamide; 
N-(cls-4-{[4-(djmethylamlno)pyrlmldin-2-yl]amino}cyclohexyl)'3-nitrobenzamlde; 
N-(cis-4-[4-(dimethylamino)pyrimldln-2-yl]amlno}cyclohexyl)-3-(trifluoromethoxy)-benza 
4-bromo-N-(cis-4^[4-(dlmethylamlno)pyrimldln-2-yl]amlno)cyclohexyl)-3-methylbenzamlde; 
N-(cls-4-{[4-{dimethylamino)pyrlmldin-2-yl]amino}cyclohexyl)-3-lodobenzamide; 
3-chloro-N-(cls-4-{I4-(dlmethylamlno)pyrimidin-2-yl]amino}cyciohexyl)-4-fluorobenzamide; 
N-(cls-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amino)cyclohexyl)-3.5-dlmethoxy^ 
N-(cls-4-[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)-3,5-bis(trrfluoromethyl)-benzamide; 
N-(cis-4-{[4-(dlmethytamino)pynmidln-2-yl]amino}cyclohexyl)-4-fluoro-3-methylbenzamlde; 
2-(4-chlorophenoxy)-N-(cis-4-{[(4-(dimethylamlno)pyrimldin-2-yllamino}-cyclohexyl)-acetamlde; 
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N-(cis-44[4-(dimethylamjno)pyrlmidin-27l]amlno}cyclohexyl)-4-fluoro-3-(trifluoromet^ 
N-(clSH4-{[4-(dimethylamlno)pyrlmldln-2-yl]amlnolcycloh 

ide; 

N-(cls-4-{[4-(dlmethylamino)pyrjnudin-2-yl]amlno}cyclohexyl)-2-(4-methox^^ 
N-(cis-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amlno{cyclohexyl)-quinoxallne-2-^^ 

2- (3-chlorophenoxy)-N-(cjs-4-{[4-{dimethylamlno)pyrimidin-2-yl]amino)K:yclohexyO 

3- (2,6-dlchlorophenyl)-N-(cls-4^[4-(dimethylamlno)pyiimidin-2-yl]amino}cyclohexyl)-^ 
boxamide; 

N-(cls-4-{[4-(dimethylamino)pyrimldin-2-yl]amlno}cyclohexyl)-2-(4-^^ 
N-(cis-4-{[4-(dimethytamlno)pyrimidin-2-yl]amino}cyclohexyl)-4-[(dipro^ 

2-(2,3-dihydro-1-benzofuran-5-yl)-N-(cis-4^[4-(dimethylamino)pyrimidin-^ ,3-thiazole- 

4- carboxamide; 

N-(cis-4-{[4-(dtmethytamino)pyrimidin-2-yl]amino}cyclohexyl)-2-(24hleny ,3-thiazote-4-carboxamide; 

5- (4K:hloro-2-nitrophenyl)-N-{cls-4-{[4-(dimethylamino)pyrimidjn-2-yl]amino}cyclohe^ 
N-(cis-4-{[4-(dimethylamlno)pyrlmidin-2-yl]amino}cyclohexyl)-3-methoxy-4-^ 
5-bromo-N-(cls-4^[4-(dimethylamino)pyrimldin-2-yl]amlno}cyclohexyl)-2-fura 
5-(4K:hlorophenyl)-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yOamino}<yclohexyl)-2-f^ 

2- (3,5-dj-tert-butyI-4-hydroxyphenyl)-N-(cjs-4-{[4-(dlmethylamino)-pyrimldln-2-yl]-^^ 
4,6-dibromo-N-(cis-4^[4-(djmethylamlno)pyrimjdin-2-yl]amlno) -cycIohexyl)-2-furamide; 
N-{cis-4-{[4-(dlmethylamino)pyrimidin-2-y!]amino}cyc!ohexyl)-2-(1H-lndol-3-y^^ 
N-(cls-4-{[4-(dimethylamino)pyrlmidin-2-yl]amlno)}cyclohexyl)-2-(1-m 
4-oxobutanamlde; 

N-(cis-4-{[4-(dimethylamino)pyrlmldin-2-yl]amlno}cyclohexyl)-2-(^ 

N-(cis-4-{[4-(dimethylamlno)pyrlmidln-2-yl]amino)cyclohe^ 

N'-(cis-4-{[4-{dlmethylamino)pyrlmidln-2-yl]amlno)cyclohexyl)-N,N-bis[(1S)^ 

3- {benzyloxy)-N-(cis-4-{[4-(dimethylamlno)pyrimidln-2-yl]amino}K:yclohexyl)^^ 
N-(cis-4-[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyO-2-methyl-1,5-diphe 

1- {2-[(2-chloro-6-fluorobenzyl)thio]ethyl}-N-(cis-4-{[4-(dimethylamino)-pyrimidjn 
thyl-5-phenyl-1 H-pyrrole-3-cart)oxamide ; 

2- [4-(4-ehlorophenyl)-2-phenyM ,3-thiazol-5-yl]-N-(cis-4-{[4-(dimethylamino)pyrimidin-2*yl]amino}cyclohexyl) 
acetamide; 

N-(cis-4-{[4-(dimethylamino)pyrimidjn-2-yl]amino)cyclohexyl)-5-nltrothlophen 

N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)-1-methyl-4-nrt^^ 

3,5-di-tert-butyl-N-(cjs-4-{[4-(dimethylamjno)pyrimidin-2-yl]amino}-cyclohexyl)^^^ 

N-[(cis-4-{[4-(dimethyiamino)pyrimidm'2-yqamino}cyclohexyl)methyl]-2,2-diph 

N-[(cls-4-{[4-(dlmethylamino)pyrimidln-2-yl]amjno}cyclohexyl)methyl]-2-phenyl^ 

(2E)-N-[(cis-4-{[4-(djmethylamino)pyrlmldin-2-yl] amino}cyclohexyl)-methyl]-3-(4-nitrophenyl)acrylamlde; 

N-[(cis-4^[4-(dlmethylamino)pyrimldln-2-yQamino}cyclohexyI)methyl]-2-(1-naphth 

N-[(cls-4^[4-(dlmethylamino)pyrimldin-2-yl]amino}cyclohexyl)methyl]-2-(^ 

(2E)-N-[(cis-4-{[4-(dimethylamino)pyrimldln-2-yl]amlno}cyclohexyl)-m 

N^(cis-4^[4-(dlmethylamlno)pyrimldin-2-yOamino}cyclohexyl)methyl]-3-oxoindane-1-cai^ 

2,2-bis(4-chlorophenyl)-N-[(cis-4-{[4-(dimethyIamino)pyrimidin-2-yl]amino}cyclohexyl)-me% 

N-[(cis-44[4-(dlmethylamino)pyrimidin-2-yl]amlno}cyclohexyl)methyl]-3-met^^ 

N-[(cis-4^[4-(d(methylamino)pyrimidin-2-yl]amino}cyclohexyl)methyI]-3-methox^ 

N-[(cis-4^[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl)methyl]-2-[2-(tr^^ 

N-[(cls-4^[4-(dlmethylamlno)pyrimldln-2-yl]amjno}cyclohexyl)methyl]-9H-xart 

2-(1-benzothien-3-yl)-N-[(cls-4^[4-(dimethylamlno)pyiimidin-2-yl]amjno}cyclohexyl)-m 

N-[cis-4-(4-dimethylamino-pyrimidin-2-ylamlno)-cyclohexy!]-2-{4-fluoro-pheno^^^ 

N-[cls-4-(4-dimethylamino-pyrimldln'2-ylamino)-cyclohexyl]-C-(ethyl-phenyl-amin 

C-[cls-(4K:hloro-phenyl)-ethyl-amlno]-N-[4-(4-dimethylamino-pyrimidln-2-yla^ 

4- chloro-N-[cis-4-(4-dimethylamino-pyrimidin-2-ylamlno)-cyclohexyl]-3-fluoro-benzaml^ 
N-[cis-4-(4-dimethylaminoi)yrimidin-2-ylamino)-cyclohexyll-3,4,5-trifluoro-ben 
2-(3,4-djchloro-phenoxy)-N-(cls-4-(4-dimethy{amino-pyrimldjn-2-ylamino)-cyclohex^^^ 
N-[cls-4-(4-dimethylamlno-pyrimidin-2-ylamlno)-cyclohexyl]-2-(3-methoxy-p and 
N-[cls-4-{4-dimethylamlnoi)yrimldin-2-ylamino)-cydohexylJ-C-(ethyl-pheny^ 

or a pharmaceuticaliy acceptable salt, hydrate* or solvate thereof. 
[0106] In some ennbodiments of the present Invention, Is selected from the group consisting of: 
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(•) alkyi, and 

0^.5 alkyt substituted by substituent(s) independently selected from the group consisting of: 

• alkoxy carbonyi, 

• allcylthio, 

• carbocyclicaryl, 

• carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 

alkyi, and 
C2.5 alkenyl, 

(") cycloalkyi, 

C3.6 cycloalkyi substituted by carbocyclic aryl. 
(ill) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• alkyI, 

• alkyI substituted by halogen, 

• 0^.5 alkoxy carbonyi, 

• 0^.5 alkoxy, 

• C3.6 cycloalkoxy, 

• carbocyclic aryloxy, 

• alkylthio, and 

• carbocyclic aryl, 

(Iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• Ci.5alkyl, 

• 0^.5 aikyi substituted by halogen, and 

• carbocyclic aryl; 

L is Fonnula (VII); 
Yis ■C(0)NR5-; 

wherein carbocyclic aryl Is phenyl or naphthyl; 

heterocyclyl is 2,3-dlhydro-benzo[1 ,4]dioxinyl, 3,4-dlhydro-2H-ben2o[b][1,4]dioxepinyl, benzo[1 ,3]dioxolyl, 
furyl, or isoxazolyt; and 

halogen Is fluoro, chloro, bromo, or iodo; 

or a phamnaceutlcaily acceptable salt, hydrate, or solvate thereof. 
[0107] In some embodiments of the present invention, R2 is methylamino or dimethylamino; p is 0; R3 and R4 are 
hydrogen; A is a single bond; B Is a single bond or -CH2-: R5 is hydrogen; or a phamnaceutlcaily acceptable salt, 
hydrate, or solvate thereof. 

[0108] In some embodiments of the present invention, R^ is selected from the group consisting of: 

(i) C^.g alkyi, and 

C1.5 alkyi substituted by carbocyclk: aryl, 
(11) carbocyclic aryl, and 

carbocyclic aryl substituted by sub8tituent(s) independently selected from the group consisting of: 

• halogen. 

• nitro, 

• alkyi. 

• alkyi substituted by halogen, 
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• 0^.5 alkoxy, and 

• C3.6cycloalkoxy, 

(iii) heterocyclyl. and 

heterocyclyl substituted by 0^.5 alkyi, and 
heterocyclyl substituted by carbocyclic aryl; 
wherein carbocyclic aryl is phenyl or naphthyl; 
heterocyclyl is Isoxazolyl; and 
halogen is fluoro. chloro. bromo, or iodo; 

or a phannaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0109] In some embodiments, compounds of the present invention are of Fomiula (I) wherein the compound is 
lected from the group consisting of: 

N-(cls-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)-N'-mesitylurea; 

N-{cls-4-{[4-(dimethylamlno)pyrimidln-2-yI]amino}cycIohe^^^ 

N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yliamlno}cyclohexylV^ 

N-(2,4-dibromo-6-fluorophenyl)-N'-(cis-44[4-(dimethyiamino)pyrimldin-2-yl]amino}-cyclohexyl)ure 

N-(cls-4-{[4-(dlmethylamino)pyrlmidin-2-yi]amino}cyclohexyl)-N'-(dlphenylmethyl)urea; 

N-(4-bromo-2,6-dimethylphenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimidin-2-yi]amino}-cyclohe)^ 

N-(cls-4-{[4-(dimethyiamlno)pyrimidin-2-yi]amino}cyciohexyl)-N41-(1-naphthyl)ethyq^ 

N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yi]amino}cyclohexylVN'-{3,4,5-trimethoxyp 

N-(4-chloro-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}-cyclohexyl)urea; 

N-(5-chloro-2,4-dimethoxyphenyl)-N'-(cis-4-{[4-{dimethylamlno)i3yrlmidln-2-yOamin 

N-(4-bromo-2-methyIphenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}-cyciohexyl)urea; 

N-(2,6-dibromo-4-lsopropylphenyl)-N'-(cis-4-{[4-{dimethylamlno)-pyrimidin-2-yl]amino}-cyclohexy 

N-[3-(cyclopentyioxy)-4-methoxyphenyl]-N'-(cls-4-{[4-(dlmethylamlno)-pyrimidln-2-yi]-amlno^ 

N-[(cis-44[4-(dimethyIamino)pyrimidin-2-yl]amino}cyc!ohexyl)methyl]-N'-(2,6-dimethylphenyl)urea; 

N-(2,4-difluorophenyl)-N*-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-methyi]urea; 

N^(cls-4^[4-(dlmethylamlno)pyrimidln-2-yl]amino)cyciohexyl)methyl]-N'-(2-ethyi-6-methyiphenyl)urea; 

N-[(cls-4-{[4-(dimethyiamino)pyrimldin-2-yl]amlno}cyclohexyl)methyl]-N''(4-fluorophenyl)urea; 

N-[(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyciohexyl)methyl]-N'-mesitylurea; 

N-[(cis-44[4-(dimethylamino)pyrimidin-2-yi]amino}cyclohexyl)methyl]-N'-(^ 

N-[(cls-44[4-(dimethylamino)pyrimldin-2-yQamlno}cyclohexyl)methyl]-N'-{2,4,6-tribromophenyl)urea; 

N-{2,4-dibromo-6-fluorophenyl)-N'-[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amlno}KyclohexyO^ 

N-(2!6-diethylphenyl)-N'-[(cis-4^[4-(dimethylamino)pyrimidin-2-yi]amino}cyciohexyl)-methyi]urea; 

N-[2K:hioro-6-(trifluoromethyl)phenyi]-N'-[(cis-4-{[4-(dimethylamino)-pyrimidi^ 

urea; 

N-(2-chloro-6-methylphenyl)-N'-[(cis-44[4-(dimethyiamino)pyrimidin-2-yi]amino}-cyclohexyI)methyl] 

N-[(cls-44t4-(dimethylamino)pyrimldln-2-yl]amino)cyciohexyi)methyl]-N'-(2-ethyl-6-lsopropyiphenyl)u^^^ 

N4(cls-4^[4-(dimethylamlno)pyrimldln-2-yOamino}cyciohexyl)methyl]-N'-(2-isopropyi-6-methyiphenyOurea 

N-[(cis-44[4-(dimethylamino)pyrimldin-2-yQamino}cyciohexyl)methyl]-N'-(2-methyl-3-nitrophenyl)urea^ 

N-[(cis-4^[4-(dlmethylamlno)pyrimidin-2-yQamino}cyclohexyl)methyl]-N'-(2-propylphenyl)ure 

N-(2-tert-butyt-6-methyiphenyl)-N'-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yi]amino}-cycl^ 

N-(2-tert-butylphenyl)-N'-[(cis-4-{[4-(dimethyiamino)pyrimidln-2-yl]amino}cyclohexyl)-methyl]urea; 

N-(3-chloro-2-methylphenyi)-N'-[(cis-4^[4-(dimethylamino)pyrimldln-2-yl]amino}-cyclohexyl)methyl]urea; 

N-(4-bromo-2,6-difluorophenyi)-N'-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}<jyclohexyi)me 

N-[4K:hloro-2-(triftuoromethyl)phenyl]-N'-[(cis-4-{l4-(dlmethylamino)-pyrimidin-2-yO-amino)^^^ 

urea; 

N-[(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)methyl]-N'-(diphenyimethyi)urea; 

N-(4-bromo-2,6-dimethylphenyl)-N'-[(cis-4-{[4-{dimethylamlno)pyrlmidln-2-yl]amino}-cyciohe 

N-[(cis-4^[4-(dlmethylamlno)pyrimldln-2-yOamino}cyclohexyl)methyQ-N'-(3-methyl-5-phenyiisoxaz^ 

N-(3,5-dichlorophenyl)-N'-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]-amino}cyclohexyi)-methyi]ur^^ 

N-(2,3-dichlorophenyi)-N'-[(cis-4-{[4-{dimethylamino)pyrimidin-2-yl]-amino}cyclohexyi)-methyl]urea; 

N-(2,6-diisopropylphenyl)-N'4(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]-amino}-cyclohexyi)methyQurea; 

N-[(cis-4^[4-(dimethylamino)pyrimidin-2-yOamino}cyclohexyI)methyl]-N'-{2,3-dimethyl-6-nitrophenyl)urea^ 

N-(2.6-dibromo-4-fluorophenyl)-N'-[(cis-4-{[4-(dimethylamlno)pyrlmidin-2-yllamlno}<yciohexyl)methyn^ 

N-(2!6-dlchlorophenyl)-N'-[{cls-4-{[4-(dimethylamino)pyrlmldin-2-yl]-amino}cyclohexyl)-me^^^ 
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N-[(cis-4^[4-(dimethylamino)pyrimidin-2-yOamino}cyclohexyl)methyl]-N-(2-m 
N-[(cis-4^[4-(dimethylamino)pyl1midln-2-yOamlno}^^ 
N-(3,4-difluorophenyl)-N'-[(cis-4^[4-(dimethylamino)pyrlmidln-2-yl]-amlno}cyclo 
N-(3,5-difluorophenyl)-N'-[(cls-4^[4-(dlmethylami^o)pyrimidjn-2-yll-amjno^^ and 
N-(3-chloro-4-fluorophenyl)-N'-[(cis-4-{[4-(dimethylamlno)pyrlmidin-2-^ 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0110] In some embodiments of the present invention, Is selected from the group consisting of: 

(0 Ci.5 alkyl. and 

alley! substituted by substituent(s) independently selected from the group consisting of: 

• arbocycllc aryl, 

• carbocyclic aryl substituted by substrtuent(s) Independently selected from the group consisting of: 

M halogen, and 
C1.5 alkoxy. 

(li) carbocyclyl, 

(ill) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• alkyl, 

• C1.5 alkyl substituted by halogen, 

• alkoxy carbonyl, 

• alkoxy, 

• 0^.5 alkoxy substituted by halogen, 

• mono-C^.g alkylamino, 

• di-Ci.5 alkylamino, and 

• carbocyclic aryl, 

(Iv) heterocyclyt, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• C1.5 alkyl, 

• C1.5 alkoxy carbonyl, and 

• carbocyclic aryl; 

L is Fomiula (VIII); 
Y Is -C(S)NR5-; 

wherein carbocyclic aryl is phenyl or naphthyl; 
carbocyclyl is bicyclo[2.2.1]heptyl; 

heterocyclyl is 2,3-dihydro-benzo[1 ,4]dloxinyl, benzo[1 ,3]dioxolyl, Isoxazolyl, orthlenyl; and 
halogen is fluoro, chloro, bromo. or iodo; 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0111] In some embodiments of the present invention, R2 is methylamino, or dimethylamino; p is 0; R3 and R4 are 
hydrogen; A Is a single bond; B Is a single bond or -CH2-; R5 is hydrogen; or a phamiaceutlcally acceptable salt, 
hydrate, or solvate thereof. 

[0112] In some embodiments of the present invention, R^ Is selected from the group consisting of: 
carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 
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• cyano, 

• Ci.5allcyl. 

• C^.salkoxy, 

• mono-C^.5 alkylamino, and 

• di>C^.5 alkylamino; 

wherein carbocycllc aryl is phenyl or naphthyl; and 
halogen is fluoro, chtoro, bromo, or iodo; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
[01 1 3] In some embodiments, compounds of the present Invention are of Formula (I) wherein the compound is 
lected from the group consisting of: 

N-(4-cyanophenyl)-N•-(cis-4^[4-(dimethyiami^o)pyrimidin-2-yl]amino}-cyclohexyl)-thiourea; 

NH2.4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamlno)pyrimldln-2-yl]-amino}-cyclohe){yl)thlourea; 

N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-N'-(3,4,5-trimethoxyph^ 

N-(3,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]-amino}-cyclohexyi)^^ 

N-[4-(dimethylamino)-1-naphthyl]-N'-(cis-4-{[4-(dimethylaminQ)-pyrlmidin-2-yl]amino}-cyclohexyO^^ 

N-(cis-4-[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-N'-{2,4,6-tribromophenyl)-thlourea; 

N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-N'-mesitylthlourea; 

N-(4-bromo-2,6-djmethylphenyl)-N'-(cjs-4-[4-(dimethylamlno)pyrimidin-2-yl]amino}-cyclohexyl)thiourea; 

N-(5-chloro-2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dlmethylamlno)-pyrimidin-2-yl]amlno}-cyclo 

N-(2,4-dibromo-6-fluorophenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimldin-2-yi]amino}-cyclohexyl)thiourea; and 

N-(2,4-dichloro-6-methylphenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl}amino}^clohexyl)thioure 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[01 14] in some embodiments of the present invention, is selected from the group consisting of: 

(I) C^.g alkyt, and 

Ci.8 a'M substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• alkoxy, 

• .5 alkoxy substituted by carbocycllc aryl, 

• carbocyciyi, 

• carbocycllc aryl, 

t carbocycllc aryl substituted by substituent{s) independently selected from the group consisting of: 

•• halogen, 
•• nltro, and 
C-1.5 alkoxy, 

(il) C2.5 alkenyl, 

(iii) carbocyciyi, 

(iv) carbocycllc aryl, and 

carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• alkyl, 

• alkyl substituted by halogen, and 

• 0^5 alkoxy; 

L is Fomriula (VII); 
Y is -CCOPs 

wherein carbocycllc aryl is phenyl or naphthyl; 
carbocyciyi is 9H-fluorenyl or menthyl; and 
halogen Is fluoro, chloro, bromo, or iodo; 
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or a pharmaceutbaily acceptable salt, hydrate, or solvate thereof. 
[01 15] In some embodiments of the present Invention. Is methylamino or dimethylamino; p is 0; Ra and R4 are 
hydrogen; A Is a single bond; B is a single bond or -CH2-; or a phamnaceutlcally acceptable salt, hydrate, or solvate 
thereof. 

[01 16] In some embodiments of the present invention, Q Is Fomiula (IV); p is 1 or 2; 
R^ Is selected from the group consisting of: 

(0 alkyl, and 

C1.16 alkyl substituted by substituent(s) independently selected from the group consisting of: 

• hydroxy, 

• 0x0, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

•• 0^.5 alkyl, 

** alkyl substituted by halogen, and 
•• alkoxy, 



heterocyclyloxy, 

heterocyclyloxy substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
0^.5 alkyl, and 

- 0^.5 all^l substituted by halogen, 

mono-carbocycib arylamino, 

mono-carbocyclb arylamino substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

alkoxy, and 
•• C1.5 alkyl, 

carbocyclic arylsulfinyt, 

carbocyclic arylsulfinyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• alkyl, and 

alkyl substituted by halogen, 

carbocyclic arylsulfonyl. 

carbocyclic arylsulfonyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

•» alkyl, and 

alkyl substituted by halogen, 

carbocyclic aryl, 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
nitro, 

•• alkylcarbonylamino, 

- cycloalkylcarbonylamino, 

- C^5 alkyl, 

- alkyl substituted by halogen, 
alkoxy, and 
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0^.5 aikoxy substituted by halogen, and 

• heterocyclyl, 

(ii) €3.^2 cycloalkyl, and 

cycloalkyl substituted by substituent(s) independently selected fronn the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by substltutent(s) independently selected from the group consisting of: 

•• CI -6 aikoxy, 

halogen, 
•• alkyi, and 

M 0^.5 alkyI substituted by halogen, 
(ill) carbocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• 0^.10 alky'. 

• alkyI substituted by substltuent{s) independently selected from the group consisting of: 

halogen, and 
hydroxy, 

• aikoxy, 

• 0^.9 aikoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• carboxy, 

• alkoxycarbonyl, 

• di-Ci.5 alkylamino, 

• alkylcarbonylamino, 

• cycloalkylcarbonylamino, 

• C-1.5 alkylthio, 

• Ci.5alkylsulfinyl, 

• C^.5alkylsulfonyl, 

• cartocycllc aryl, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• amino, 

• C1.5 alkyI, 

• C1.5 alkyi substituted by halogen, 

• C^.s aikoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• C1.5 alky I, 

M alkyI substituted by halogen, and 
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Ci.5 alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by halogen, 

• heterocyclyl sulfonyl, 

• heterocyclyl sulfonyl substituted by alkyl, 

• mono-carbocyclte arylamino, 

• mono-carbocyclic arylamino substituted by halogen, 

• C^.sallcylthio, 

• C^.sallcylsulflnyl, 

• carbocycllc arylsuifinyl, 

• carbocycllc arylsuifinyl substituted by halogen, 

• carbocycllc arytsutfonyt. 

• carbocycllc arylsuffonyt substituted by substrtuents(s) independently selected fronn the group consisting of: 

halogen, 
C alkoxy, 

alkyi, and 
0^.5 atkyt substituted by halogen, 

R2 is selected from the group consisting of: 

amino, C^.^ alkyi, C^.g alkoxy, -N(R2a)(R2b)i wherein Rga is hydrogen or C^.g alkyi and ^i-s a^^y' o*" ^3^ 
cycloalkyi; 

wherein carbocycllc aryl is phenyl or naphthyl; 

heterocyclyl Is 3,4-dihydro-1H-isoquinolinyl, benzo[1 ,3]dloxolyl, furyl, isoxazolyl, oxazolyl, pyrazolyl, pyrazl- 
nyl, pyridyl, pyrimidyl, orthlenyl; and 

halogen is ftuoro, chloro, bromo, or iodo; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
[0117] In some embodiments of the present invention, R^ is selected from the group consisting of: 

(i) Ci.^ea'kyl. and 

Ct.i6 ^^^^ substituted by substituent(s) independently selected from the group consisting of: 

• 0x0, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
alkyi, 

C1.5 alkyi substituted by halogen, and 

alkoxy, and 
0^.5 alkoxy substituted by halogen, 

(11) heterocyclyl, and 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

• carbocycllc arylsuifinyl, and 

• carbocycllc arylsuifinyl substituted by halogen, 

Lis Fomnula (VII): 

Y is a single bond or -CH2-; 

R2 is -N(R2a)(R2b)' wherein Rga is C^.g alkyi and Rgb is C^.^ alkyi; 
carbocycllc aryl is phenyl; 
heterocyclyl is pyrazinyl; and 
halogen is fluoro, chloro, or bromo; 
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or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[01 18] In some embodiments of the present Invention, Ri is selected from the group consisting of: 

0) C^.^gallcyi, and 

Ci.i6 all^i substituted by substltuent(s) independently selected from the group consisting of: 

• carbocycllc aryi, 

• carbocycllc aryl substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, and 
•• C,^ alkoxy, 

(II) heterocyclyl, and 

heterocyclyl substituted by 8ubstltuent(s) independently selected from the group consisting of: 

• carbocycllc arylsulfinyl, and 

• carbocycllc arylsulflnyl substituted by halogen, 

R2 is -N(R2a)(R2b). wherein Rga is C^.g alkyi and Rgb is C1.5 alkyi; 
carbocyclic aryl is phenyl; 
heterocyclyl is pyrazinyl; and 
halogen is fluoro or bromo; 

or a phanmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0119] In some embodiments of the present Invention. Ri is selected from the group consisting of: 

heterocyclyl, and 

heterocyclyl substituted by substltuent(s) Independently selected from the group consisting of: 

• carbocycllc arylsulfinyl, and 

• carbocyclic arylsutfinyl substituted by halogen. 

R2 is -N(R2a)(R2b). wherein Rga is C^.g alkyi and ^ is C^.g alkyi; 

carbocyclic aryl Is phenyl; 

heterocyclyl is pyrazinyl; and 

halogen Is fluoro; 
or a phannaceutlcally acceptable salt, hydrate, or solvate thereof. 

[01 20] In some embodiments of the present Invention, p Is 1 and T Is 0^.5 alkyi; R3 and R4 are both hydrogen; A and 
B are both single bonds: or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0121] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound is se- 
lected from the group consisting of: 

N2^cls-4-[(3,5-dlmethoxybenzyl)amino]cyclohexyl}-N^,N^5-trimethylpyrlmldine-2,4-dlamine; 
NMcis-4-[(3-bromobenzyl)amino]cyclohexyl)-N^.N^,5,6-'tetramethylpyrimidine-2, 4-diamlne; 
N2^cis-4-[(3,4-dmuorobenzyl)amino]cyclohexyl}-N^,N*,5,6-tetramethylpyrlmidine-2,4-dlamlne; and 
N2^cls-4-({6-[(3,4-dlfluorophenyl)sulflnyl]pyrazin-2-yl}amlno)cyclohexyl]-N^,N^,5-trimethylpyrlmld^ 

amine; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0122] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound Is: 

N2-[cis-4-({6-[(3,4-dlfluorophenyl)sulfinyl]pyrazln-2-yl}amino)cyclohexyl]-N*,N4,6-trlmethyl^^^^ 
amine; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0123] In some embodiments of the present invention, R^ is selected from the group consisting of: 

(i) C^.ie alkyi, and 
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ali^l substituted by substituent(s) independently selected from the group consisting of: 

• hydroxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• C1.5 alky I, 

0^.5 alkyi substituted by halogen^ and 
Ci.5alkoxy, 

• heterocyciyloxy, 

• heterocyciyloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
C^.5alkyl, and 

alkyI substituted by halogen, 

• mono^rbocyclic arylamino. 

• mono-carbocyclb arylamino substituted by substituent(8) independently selected from the group consisting of: 

•• halogen, 

C^.5alkoxy, and 
•• Ci.5alkyl, 

• carbocyclic arylsulfinyl, 

• carbocyclic arylsulfinyl substituted by substttuent(s) independently selected from the group consisting of: 

halogen, 
alkyI, and 
M alkyI substituted by halogen, 

• carbocyclic arylsulfonyl. 

• carbocyclic arylsulfonyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
0^.5 alky I, and 

alkyI substituted by halogen, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
C1.5 alkyi, 

alkyI substituted by halogen, and 
C^.5aIkoxy, 

(ii) C3.12 cycloalkyi, and 

C3.12 cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by substitutent(s) independently selected from the group consisting of: 

•• alkoxy, 

M halogen, 

•• C^. 5 alkyi, and 

alkyi substituted by halogen, 
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(iii) carbocyclic aryl, and 

carbocyciic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
cyano, 
nltro, 

^MO substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
•• hydroxy, 

alicoxy, 

all<oxy substituted by halogen, 
carboxy, 

allcoxycarbonyl, 
d\'C^,^ alkylamino, 
^1-5 alkylcaibonyiamino, 
Ca^ cycloailcylcarbonylamiho, 
C1.5 alkylsutfonyl, and 
carbocyclic aryl, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substrtuent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
amino, 
C1.5 alkyi, 

0^.5 alkyI substituted by halogen, 

alkoxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• 0^.5 alkyi, 

alkyI substituted by halogen, and 
alkoxy, 

heterocyclyloxy, 

heterocyclyloxy substituted by halogen, 
heterocyclyl sulfonyi, 

heterocyclyl sulfonyi substituted by aikyi, 
mono-carbocyclic arylamino, 
mono-carbocyclk: arylamino substituted by halogen, 
alkylthio, 
alkytsulfinyl, 
carbocyciic arylsulfonyl, 

carbocyclic arylsulfonyl substituted by substituents(8) independently selected from the group consisting of: 

halogen, 
Ci. 5 alkoxy, 
•• alkyi. and 

alkyI substituted by halogen, 

Lis Fomnula (VI li); 
Yls -C(0)-; 

R2 is selected from the group consisting of: 
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amino, C1.5 alkyi, C^.g alkoxy, -N(R2a)(R2b). wherein Rga is hydrogen or 0^.5 alkyi and is C^.g alkyi or Cg^ 
cycloalkyi; 

wherein carbocycllc aryl Is phenyl; 

heterocyclyl Is benzo[1 ,3]dioxotyt, furyl, isoxazolyl, oxazolyl, pyrazolyl, pyrazinyl, pyridyl, pyrimidyl, orthlenyl; 

and 

halogen Isfluoro, chloro, bromo, or lodo; 

or a phanmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0124] In some embodiments of the present Invention, Is selected from the group consisting of: 

(I) alkyi, and 

^^•^s ^11^' substituted by substituent(s) independently selected from the group consisting of: 

• hydroxy, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• alkyi, 

- alkyi substituted by halogen, and 
C-,.5 alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by halogen, 

• mono-carbocycllc arylamino, 

• mono-carbocyclk: arylamino substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 

C|.5 alkoxy, and 

0^.5 alky I, 

• carbocycllc ary tsulf Inyl , 

• carbocycllc arylsulflnyl substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
C<t.5 alkyi, and 

C^s alky! substituted by halogen, 

• carbocycllc arylsulfonyl, 

• carbocycllc arylsulfonyl substituted by substituent(s) independently selected from the group consisting of: 

0^.5 alkyi, and 

0^.5 alkyi substituted by halogen, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
C1.5 alkyi, and 

alkyi substituted by halogen, 

(li) C3..12 cycloalkyi, and 

cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 

• carbocycllc aryl, and 

• carbocycllc aryl substituted by substltutent(s) independently selected from the group consisting of: 
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Ci.5 alkoxy, 
•• halogen, 
•• alky), and 

•• 0^.5 alkyi substituted by halogen, 
(iii) carbocyciic aryl, and 

carbocycric aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
cyano, 
nitro, 

Cmo alkyI substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
hydroxy, 

• alkoxy, 



alkoxy substituted by halogen, 



• carboxy. 



Ct.5 alkoxycarbonyi, and 
alkylsulfonyl, 



(iv) heterocyclyl, and 

heterocyclyt substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
C1.5 alkyl. 

alkyl substituted by halogen, 
alkoxy, 
carbocyciic aryioxy, 

carbocyciic aryioxy substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 
alkyl, 

alkyl substituted by halogen, and 
alkoxy, 

heterocyclyloxy, 

heterocyclyloxy substituted by halogen, 
heterocyclyl sulfonyl, 

heterocyclyl sulfonyl substituted by alkyl, 
mono-carbocyclk: arylamino, 
mono-carbocyclb arylamino substituted by halogen, 
0^.5 alkytthio, 
carbocyciic arylsulfonyl, 

carbocyciic arylsulfonyl substituted by substltuents(s) independently selected from the group consisting of: 

halogen, 
0^,5 alkyl, and 

alkyl substituted by halogen, 

R2 is selected from the group consisting of: 

alkoxy, -N(R2a)(I^a>)> wherein is hydrogen or 0^.5 alkyl and is C^s alkyl; 

wherein carbocyciic aryl is phenyl; 

heterocyclyl Is benzo[1 .3]dioxolyl, furyl, Isoxazolyl, oxazolyl, pyrazolyl, pyridyl, or thienyl; and 
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halogen isfluoro, chioro, bromo, or iodo; 

or a pharmaceutically acxieptable salt, hydrate, or solvate thereof. 
[01 25] In some embodiments of the present Invention, is selected from the group consisting of: 

(0 Ci.^galkyl.and 

C^.^e alky! substituted by substltuent(s) Independently selected from the group consisting of: 

• hydroxy, 

• carb<K:yclic aryloxy, 

• carbocyclic aryloxy substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• C1.5 alkyi, 

•• 0^.5 alkyI substituted by halogen, and 
•• C1.5 alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 

alkyI, and 

- alkyI substituted by halogen, 

• mono-carbocyclic arylamino, 

• mono-carbocyclk: arylamino substituted by subst[tuent(s) independently selected from the group consisting of: 

halogen, 

— alkoxy, and 
alky I, 

• carbocyclic arylsuifinyi, 

• carbocyclic arylsuifinyi substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

alkyi, and 

alkyi substituted by halogen, 

• carbocyclic aryl. 



carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 

•• alkyi, and 

alkyi substituted by halogen, 

(ii) 03.^2 cycloalkyi, and 

^3-12 cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by substitutent(s) independently selected from the group consisting of: 

- alkoxy, 
halogen, 

- alkyi, and 

M 0^.5 alkyt substituted by halogen. 
(Ill) carbocyclic aryl, and 

carbocyclk: aryl substituted by substituent(s) independently selected from the group consisting of: 
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• halogen, 

• cyano, 

• nitro, 

• C^.^o alkyi substituted by halogen, 

• 0^.9 alkoxy, and 

• C^.g alkoxy substituted by halogen, 

(Iv) heterocyclyl, and 

heterocyciyl substituted by substltuent(s) Independently selected fronri the group consisting of: 

• halogen, 

• C1.5 alkyI, 

• C1.5 aikyi substituted by halogen, 

• Ci. 5 alkoxy, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
- C^5 alkyI, 

alky I substituted by halogen, and 
•• C^.5 alkoxy, 

• alkylthio, 

• carbocycllc arylsutfonyl, 

• carbocycllc arylsulfonyl substituted by halogen, 

R2 Is selected from the group consisting of: 
-N(R2a)(R2b)- wherein *s hydrogen or C^,^ alkyI and is C^.j alkyi; 
wherein carbocyciic aryl is phenyl; 

heterocyclyl is benzo[1 ,3]dloxolyl, furyl, pyrazolyl, pyridyl, or thienyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 
[0126] In some embodiments of the present invention, p is 1 and T is alkyI; R3 and R4 are both hydrogen; A is 
a single bond and B Is a single bond or -CH2S or a phamnaceuticatly acceptable salt, hydrate, or solvate thereof. 
[0127] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound Is se- 
lected from the group consisting of: 

N-[(cls-4^[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)methyl]-3.5-bls(trlfluoromethyl)ben 
mide; 

N-[(cis-44[4-(dimethylamino)-6-methylpyrimldln-2-yl]amino}cycIohexyl)methyl]-3,6-bis(trlfluoro^ 
mide; 

N-[(cis-4^[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]-3,4-dlfluorobenzaml^ 

3,5-dichloro-N-[(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)-methyl]ben2amlde; 

N-[(cis-44[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)methyl)-3,4-difluoroben2ami^ 

N-[(cis-4^[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]-3,5-dimethoxyben2amide; 

N-[(cls-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]-3-fluoro-4-methy^ 

N-((cis-4-([4-{dimethylamino)-5-methyIpyrimidin-2-yl]amino)cyclohexyl)methyl]-3-(trifluorome 

N-[(cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cycIohexyl)methyl)-3-(^^ 

4-bromo-N-[(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-methyn^ 

N-[(cis-4H[4-(dlmethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl)methyl]-3-fluoro-4-(trifluoromethyl)b 

mide; 

3,5-dichloro-N-[(cls-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-methyl]benzamide; 

3,4-dichloro-N-[(cis-4^[4-(dimethylamino)-5-methy!pyrimidin-2-yQamino}cyclohexyl)-methyl]be 

4-chloro-N-[(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-methyl]benzamide; 
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4-chloro-N-[(cls-4-{[4-(dimethylamino)-6-methylpyiimldin-2-yl]amino)cycl^ 

N-tcls-4-({[4-(dime%lamjno)-5-methylpyrimldln-2-yl]amino}methyl)cy^ 

4-bromo-N-[cis-4-({[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}methyl)-cyc^ 

4-bromo-N-[cis-4-({[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}methyl)-cyclohex^ 

3,5-dichloro-N-[cis-4-{{[4-(dlmethyIamlno)-5-methylpyrimldin-2-yl]amino} 

3,4-dlchloro-N-[cis-4-({[4-(dlmethylamino)-5-methylpyrimidjn-2-yl]amlno}met^^ 

N-[cis-4-({[4-(dlmethylamlno)-5-methylpyrlmidln-2-yl]amlno}methyl)cyclo^ 

mide; 

N-[cls-4-({[4-(dime%lamino)-6-methylpyrimidin-2-yl]amino}methyl)cyclohe^ 

4-bromo-N-[cis«4-({[4-(dlmethylamino)-6-methylpyrimidln-2-yl]amino}methyl)-cyc^ 

4-bromo-N-[cis-4-({[4-(dlmethylamino)-6-methylpyrlmldln-2-yt]amlno)methyl)-^^ 

N-(cls-4-[4-{(dimethylamlno)-5-methylpyiimidin-2-yl]amino}cyclohexyl)-2-(2^^^ 

N-(cis-4-{[4-(dlmethylamjno)-6H7iethylpyrimldin-2-yl]amlno}cyclohexyl)-^ 

N-(4-{[4-(dlmethylamino)-6-methylpyrimldin-2-yl]amlno}cyclohexyl)-3-nrt 

N-(cls-4-{[4-(dimethylamlno)-6HTiethylpyrimidin-2-yl]amino}cycloh 

N-(cis-4-{[4-(dimethylamino}-6HTiethylpyrimldin-2-yl]amino}cyclohexyl)-^^ 

4-chloro-N-(cis-4^[4-(dimethylamino)-6-methylpyrimjdln-2-yl]amino}cyclohexyl)-ben2am 

3-chloro-N-(cis-4^[4-(dlmethylamlno)-6-methylpyrimjdin-2-yl]amino}c^^^ 

N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexyl) 

N-(cjs-4-{[4-(dlmethylamino)-6-methylpyrlmjdin-2-yl]amjno}cyclohexyl)-3-^ 

N-(cjs-4-{[4-(dimethylamlno)-6-methylpyrlmldln-27l]amlno}cyclohexyl)-3-met 

N-(cis-4-{[4-{dimethylamino)-6-methylpyrimidin-2-yl]amlno}cyclohexyl)-4-fl^ 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yllamino}cyclohexyO 

N-(cis-4-{[4-(dlmethylamino)-5HTiethy!pyrimldln-2-yl]amlno}cyclohe^^ 

N-(cis-4-{[4-(dlmethylamlno)-5HTiethylpyrlmidin-2-yl]amjno}cyclohexyl)-^^ 

N-{cls-4-{([4-(dimethyIamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-^ 

3-chloro-N-(cis-4-{[4-(dimethylamlno-5H7iethylpyrimidln-2-yl]amino)cy^ 

N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimldln-2-yl]amino}cyclohexyl)-2-^^^ 

2-{4-bromophenoxy)-N-{cls-4-{[4-(djmethylamino)-5-methylpyrimidin-2-yl]amin 

2-{4-chlorophenoxy)-N-(cls-4-{[4-{dimethylamino)-5-methylpyrimidjn-2-yl]amlno}-cycl^ 

N-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yl]amlno}cyclohexyl)-^^ 

N-(cls-4-{[4-(dimethylamino)-5HTiethylpyrimidln-2-yl]amlno}cyclohexyl)-2-( 

2-(2-bromophenoxy)-N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]aminoK^ 

N-(cis-4-{[4-(dimethylamino)-6HTiethylpyrimidln-2-yl]amino}cyc!ohexyl)-2-^ 

N-(cis-4-{[4-{dlmethylamlno)-5HTiethylpyrlmidin-2-yl]amino}cyclohexyl)-2-(4-^ 

N-(cls-4-{[4-(dlmethylamino)-5-methylpyrimldln-2-yl]amlno}cyclohexyl)-^ 

2-(3,4-dichlorophenoxy)-N-(cis-4-{[5-methyl-4-(methylamino)pyrimldin-2-yl]ami^ 

2-(2,3-dichlorophenoxy)-N-(cis-4-{[5-methyl-4-(methylamlno)pyri 

2-[(3,4-difluorophenyl)sulfonyO-N-(cis-4-{[4-(dimethylamlno)-5-methy!pyrim 

mide; 

N-(cjs-4-{[4-(dimethylamlno)-5-ethylpyrimldln-2-yl]amino}cyclohexyl)-3,4-difl^ 

N-[cls-4-({4-[ethyl(methyl)amino]-5-methylpyrirnldln-2-yl amino}cyclohexyl]-3,4-difluorobenzamide; 

N-(cis-4-{[4-(dimethylamlno)-6H7iethyIpyrimldin-2-yl]amjno}cyclohex^^^ 

N-(cjs-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino}cyclohexyQ-2-(2-m 

2-(2-chlorophenoxy)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino}-c^^ 

2-(3<:hlorophenoxy)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrlmldin-2-yl]am 

2-(3-bromophenoxy)-N-(c^s-4^[4-{dimethylamino)-5-methylpyrimidin-2-yl]amino)-^ 

N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrimldin-2-yl]amino}cyclohex^^ 

mide; 

N-(cis-4-{[4-{dlmethylamino)-5H7iethylpyrimidln-2-yl]amino}cyclohexyl)-2-(3-fiuorophenoxy)acete 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino}cycloliexyl)-2-(3-methoxyphenoxy)acetami 

N-(ds-4^[4-(dmlethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohex]^)-2-[3-(trifluoromethyO 

2-(3-chlorophenoxy)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}-cyclohexyl)^ 

2-[(5-chloropyridin-3-yl)oxy]-N-(cis-4-{[4-(dimethylamlno)-5-methyipyrimldln-2-yl]-ami 

N-(cls-4-{(4-(dimethylamino)-5,6-dimethylpyrimldin-2-yl]amino}cyclohexyl)-3,4-difluorobenzam 

2-(3,4-difluorophenyl)-N-(cis-4-{[4-(dimethylamlno)-5-methyIpyrimidin-2-yl]amino}-cyclohexyl)-^^ 

mide; 

N-(cls-4-{[4-{dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyO-2-hydroxy-2-(4^ 
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mide; 

2-(2,3-difluorophenyO-N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimidln-2-yOam 

mide; 

N-(cis-4-{[4-(dimethylamino)-5HTiethylpyrimldin-2-yl]amino}cycl^ 
acetamlde; 

N-(cls-4-{[4-(dimethylamino)-5HTtethylpyrimidln-2-yl]amino}cyclohexyl)-^^^^ 
acetamlde; 

2-[(2-chlorophenyl)sutfinyl]-N-(cis-4-{[4-(dimethylamino)-5-methy!pyrimidln-^ 
2-[(3-bromophenyl)sulflnyl]-N-{cls-4-{[4-(dlmethyIamlno)-5-methylpyrimidin-2-yllamino}-^^^ 

2- [{3,4-difluorophenyl)sulflnyl]-N-(cis-4-{[4-{dimethylamlno)-5-methylpyrimjdin-2-yl]-aml^ 
mide; 

N-(cls-4-{(4-(dimethylamino)-5-methylpyrimidin-2-yl]amino)cyclohexyl)-3-(trifluoromethyl^^ 
N-(cis-4-{[4-{dimethylamino)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)-3-fluorobe 

1- bromo-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}cycIohexyl) benzamide; 
N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-4-(^^^^ 
N-(cis-4-{[4-{dimethylamlno)-5HTietliylpyrimldin-2-yl]amino}cyclohexyl)-4-fluor^^ 
3,4-dlchloro-N-(cis-4^[4-(dlmethylamino)-5-methylpyrimidin-2-yllamino)cyclohexyl)-benzaml^ 
N-(cis-4-{[4-(dimetliylamino)-5HTiethylpyrimidin-2-yl]amino}cyc!ohexyl)-3,5-bis(trifiuorometh 
N-(cis-4-{[4-{dimetliylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyI)-3.5-dimethoxybenza 
N-(cis-4-{(4-(dlmethyIamino)-5-methylpyrimldin-2-yl]amino)cyclohexyl)-2,4-difluorobenzamide; 
N-(cis-44[4-(dimethylamino)-5HTiethylpyrimldin-2-yl]amino}cyclohexyl)-2,5-difluoroben 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-2,3,4-trifluorobenzamld 
4-chloro-N-(cis-4-{[4-(dimethylamlno)-5-methyIpyrimidin-2-yl]amino)cyclohexyl)-benzamide; 

3- cyano-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yOamino}cyclohexyl)45enza 

4- cyano-N-(cis-44[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyI)-be^ 

2- [(3,4-dichlorophenyl)sulfinyl]-N-(cis-4-{(4-(dimetliyIamino)-5-methylpyrimldin-2-yl]-amin 

mide; 

N-(cis-4-{[4-(dimethylamlno)-5-methyipyrimldin-2-yl]amlno}cyclohexyO-2-{[3-(tri^^ 
acetamlde; 

N-(cis-4-{[4-(dimethy!amlno)-5HTietliylpyrimidin-2-yl]amlno}cyclohexyl)-2-{^^^ 
acetamlde; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-2-(isopropylth 

2- (tert-butytthio)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlnoKyclohex^ 
N-(cis-44[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-2-(propytthio)-nicotinamide; 
N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl] amino}cyclohexyl)-3-(methylsulfonyl)benzamide; 
N-(cls-4-{[4-(dimethylamino)-6-methylpyrlmldin-2-yl]amino}cyclohexyl)-3-fluorobenzami^ 
N-(cis-4-{[4-(dimethylamino)-6Hiiethylpyrlmidin-2-yl]amino}cyclohexyl)-3-(trifl 

3- cyano-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}cyclohexyl)-benzami^ 

4- cyano-N-(cis-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amlno}cyclohexyl)-benzam 
N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-yllamino}cyclohexyl)benzamide; 
N-(ds-4-{[4-(dlmethylamino)-5,6-dlmethylpyrlmldin-2-yl]amlno}cyclohexylV 
3-cyano-N-(cls-4-{[4-(dlmethylamlno)-5,6-dimethylpyrimidin-2-yI]amino}cyclohexyl)-benzamide; 
N-(cls-4-{[4-(dimethylamino)-5,6-dimethylpyrlmidjn-2-yl]amino}cyclohexyl)-3-methylbenzamide; 
3-chloro-N-(cls-4-{[4-{dlmethylamino)-5,6-dlmethylpyrimidin-2-yllamlno}cyclohexyl)-benzamide; 

3- bromo-N-(cis-44[4-{dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino)cyclohexyl)-benzamide; 
N-(cis-4-{[4-(dlmethylamlno)-5,6-dimethylpyrlmidln-2-yl]amlno)cyclohexyl)-3,5-dlmetho^ 
N-(cis-4-{[4-(dlmethylamlno)-5,6-dimethylpyrimidin-2-yl]amlno}cyclohexylV3,5-bis(^^^ 
3,4-dichloro-N-(cls-4^[4-(dimethylamino)-5.6-dimethylpyrimldin-2-yl]amino}cyclohexyl)-benza^ 
N-(cis-4-{[4-{dlmethylamino)-5,6-dimethylpyrimidin-2-yOamino}cyclohe)cylH-(trifluorom 

4- cyano-N-(cls-4-{[4-(dimethylamlno)-5,6-dimethylpyrimldin-2-yl]amino)cyclohexyl)-b 
N-(cls-4-{[4-(dimethylamlno)-6,6-dimethylpyrimidin-2-yl]amino)cyclohexyl)-4-methylbenzamide; 
N-(cls-4-{[4-(dimethylamino)-6,6-dimethylpyrimldin-2-yl]amino}cyclohexylV 
4-chloro-N-(cis-44[4-(dlmethylamino)-5,6-dlmethylpyrimidln-2-yl]amino}cyclohe^^^ 
N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimldln-2-yl]amino)cyclohexyl)-2-methoxyben 

4- bromo-N-(cis-4-{[4-{dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-benzamide; 
N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldln-2-yl]amino}cyclohexyl)-4-(trlfluoromethyl)benzam 
N-(cis-4-{[4-(dimethylamino)-5.6-dlmethylpyrimidin-2-yl]amino)cyclohexyl)-3-methoxybenz 

5- bromo-N-(cls-44[4-(dlmethylamino)-5,6-dimethylpyrimidln-2-yl]amino}cyclohexyO-2-fur^^ 
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N-(cis-4-{[4-(dimethylamlno)-5,6-dimethyIpyrimidin-2-yl]amino}cycl^ 

2- (3,5-difluorophenyO-N-(cls-4-{[4-(dimethylamlno)-5,6<limemylpyrimidin-2-yl]^ 
cetamide; 

N-(cjs-4-{[4-(dimethylamlno)-5,6-dimethylpyrimidin-2-yl]amino}cyclohexyl)-2-m6t^ 
N-(cls-4-{[4-(dimethylamlno)-5,6-dimethylpyrimidjn-2-yl]amino}^^^ 
4-bromo-N-(cls-4^[4-(dlmethylamlno)-5,6-dlmethylpyrimidin-2-yl]amin 
N-(cls-4-{[4-(dlmethylamlno)-5,6-dimethylpyrlmldin-2-yl]amlno}cyclohexyI)-4-(^^^ 

4- bromo-N-(cls-44[4-(dimethy!amino)-5,6-dimethylpyrimidln-2-yl]amino}cyc(ohexyl)^ 
N-{cis-4-{[4-(dlmethylamino)-6,6-dlmethylpyrimldln-2-yl]amino}cycIohexyl)-3-fluoro 
N-(cis-4-{[4-(dimethylamino)-5,6-dlmethylpyrimidln-2-yl]amino}cyd 
N-(cis-4-{[4-(dimethylamlno)-5,6-dimethylpyrlmidin-2-yl]amino}cycl^ 
N-(cis-4-{[4-(dimethylamlno)-5,6-dimethylpyrjmidin-2-yl]amlno}^^^ 

5- bromo-N-(cis-4^[4-(dimethylamlno)-5,6-dlmethylpyrimidln-2-yl]amino^^ 
N-(cls-4-{[4-(dimethylamino)-5,6-dimethylpyrimidln-2-yl]amino}cyclohexyl)-5-m 
N-(cis-4-{[4-(dimethylamlno)-5,6-dlmethylpyrimidin-2-yl]amino}cyclohexyl) 
N-(cis-4-i4-(dimethylamino)-5,6-dimethylpyrimidin-2-yq^ 
N-{cis-4-{[4-(dimethylamino)-5,6-climethylpyrlmldin-2-yl]amino}cyclohe^^^ 
N-(cis-4-{[4-(dlmethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyclohexyl) 
3,5-dichloro-N-(cls-4^[4-(dimethylamino)-5-methylpyrimldjn-2-ylIamino}<^^^ 
4-bromo-N-(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohex^^ 
N-(cls-4-{[4-(dlmethylamino)-5-methylpyrjmjdln-2-yl]amjno}cyclohexy 
N-(cls-4-{[4-{dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-4-fluoro-3-m 
N-(cis-4-{[4-(dimethylamlno)-5Hrnethylpyrimldln-2-ylia^ 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino^^ 
N-{cls-4-{[4-(dimethylamino)-6-methylpyrlmldin-2-yl]amino}cyclohexyl)-3,5-bis(^^^ 
N-(cis-4-{[4-(dlmethylamino)-6HTiethylpyrimidln-2-yl]amlno}^^ 
N-(cis-4-{[4-(dimethylamlno)-6Hrnethylpyrimidin-2-yl]aminoK^^ 

3- chloro-N-(cis-4^[4-(dimethylamino)-6-methylpyrimldin-2-yl]amlno}cycto 
N-(cls-4-{[4-(dimethylamlno)-6HTiethylpyrimldln-2-yl]amlno}cyclohexyl)-^^^^ 
N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimldjn-2-yl]amlno}cyclohexyI)-3 
3,5-dlchloro-N-(cis-4^[4-(dimethylamino)-6-methylpyrlmldin-2-yl]amlno}cycloh 
N-(cis-4-{[4-(dimethylamino)-6HTiethylpyrimidln-2-yl]amino}cyclohexyl)-3-^^ 
N-(cis-4-{[4-(dlmethylamino}-6-methylpyrimidin-2-yl]amjno}c7clohexyl)-3,5 

4- bromo-N-(cjs-4^[4-(dlmethyIamino)-6-methylpyrimidln-2-yl]amino}cyclohex^^^ 
N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidln-2-yl]amino}cyclohexyl)-3-^^^ 
N-(cis-4-{[4-{dlmethylamlno)-6HTiethyfpyrimidin-2-yl]amino}cyclohexyl)-4-(^^^^ 

4- bromo-N-(cls-4^[4-(dlmethylamino)-6-methylpyrimidln-2-yl]amino}cyclohexyO^ 
N-(cls-4-{[4-{dimethylamlno)-6HrTiethy!pyrimldin-2-yl]amino}cycloh 
N-(cjs-4-{[4-(dlmethylamlno)-6HTiethylpyrimidin-2-yl]amino}cyclohe^ 
N-(cls-4-{[4-{dlmethylamlno)-6-methylpyrimidln-2-yl]amino)cyclohexyl)-3-et^ 
N-(cls-4-{[4-{dimethylamlno)-6Hriiethylpyrimidln-2-yl]amlno^^ 

5- bromo-N-(cls-4^[4-(dimethylamino)-6-methylpyrimldln-2-yl]amino}cyclohexyl)-nte^^ 
5-bromo-N-(cis-4^[4-(dimethylamino)-6-methy!pyrimldin-2-yl]amino}cyclohex^^^ 
5-chloro-N-(cis-4-{[4-(dimethylamjno)-6'methylpyrimldin-2-yl]amino}cyd^ 
N-(cls-4-{[4-{dimethylamino)-5-methylpyrlmidin-2-yl]amino}cyclohexyl)-3-fl 
N-(cls-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amlno}cyclohexyl)-2,2-dlflu 
mide; 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohe 

N-(ds-4-{[4-(dimethylamino)-5H7iethylpyrlmldin-2-yl]amlno}c^^ 

5-bromo-N-(cls-44[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyO^ 

N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}cyclohexyl)-3,5-dte 

4^:hloro-N-(cis-4^[4-(dimethylamlno)-5-methylpyrimldin-2-yllamino}cyc^ 

5-bromo-N-(cls-4^[4-(dimethylamlno)-5-methylpyrimidln-2-yl]amlno}cyclohex^^ 

3,4-dichloro-N-(cls-4^[4-(dimethylamino)-6-methylpyrimldln-2-yl]amlno}cycloh 

3-ch!oro-N-(cis-44[4-{dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyc^^ 

N-(cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)-4-met^ 

N-(cis-4-{[4-(dlmethylamlno)-6H7iethylpyrimidln-2-yl]amino)cyclohexyO-4-metho^^ 

2-(4-chlorophenyO-N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimldln-2-yl}amino)-cycto 
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mide; 

1-(4-chlorophenyl)-N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldln-2-yOam 

mIde; 

1-(4-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amjno}-cyc 
mide; 

1- (2,4-dlchlorophenyl)-N-(ciS'4^[4-(dimethylamino)-6-methylpyrimidln-2-yl]am 
boxamide; 

2- (4K:hlorophenyl)-N-(cis-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yOamino}-cyc 
mide; 

1-(4-chlorophenyl)'N-(cis-4-{[4-(djmethylamino)-6-methylpyrimidin-2-yl]amlno}-^^^ 
mide; 

1-(4K:h!orophenyl)-N-(cjs4-{[4-(dlmethylamlno)-6-methylpyrimidln-2-yl]amjno}-cyclohe)v^ 
mide; 

1- (2,4-dichlorophenyl)-N-(cis-4^[4-(dlmethylamino)-6-methylpyrimidin-2-yllamino}-<^^ 
boxamide; 

2- [3,5-bls(trifluoromethyl)phenyl]-N-(cis-4^I4-(dimethylamlno)-6-methylpyrimidin-2-yl]-amino 

mide; 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino)cyclohexyl)-4-[2,2,2-tm 
thyt)ethyl]benzamide; 

2-(4-chlorophenyl)-N-(cis-4-{(4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}-cyclohexyO 

N-(cis-4-{[4-(dimethylamino)-5HTiethylpyrimidin-2-yl]amlno}q^clohexyl)-1-(4-methylphenyl)cycto 

mide; 

2-(4KJhiorophenyl)-N-(cls-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yllamlno}-cyclohexyl)pro^^ 

2-(4-chtorophenyl)-N-(cis-44[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}^^ 

N-(cls-4-{[4-(dimethylamino)-5Hrnethylpyrimidln-2-yl]amino}cyclohexyl)-1-{4-met 

boxamide; 

N2.(3^hlorophenyl)-N-(cis-4-{[4-(dlmethylamino)-5Hrnethylpyrlmid!n-2-yl]aminoh 

mide; 

N2-(3,4-dichlorophenyl)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yllamino}-c^^ 
namide; 

N-{cls-4-^[4-(dlmethylamlno)-5HTiethylpyrlmldln-2-yl]amino)cyclohexyl)-N2-methyl-N2.(^ 
mide; 

N'(cis-4-{[4-(dimethylamino)-5HrTiethylpyrimidln-2-yl]amlno}cyclohexyl)-N2^ 
mide; 

N-(cis-4-{[4-(dlmethylamjno)-5HTiethylpyrimidin-2-yl]amino}cyclohexyl)-N2-(44l 
mide; 

N2-(4-cli!orophenyl)-N-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amino}-cy^ 
mide; 

N2-{3,4-difluoroplienyl)-N-(cls-4-{[4-(dlmethylamlno)-6HTiethyipyrimidin-2-yl]amlno}-cyclo 
namide; 

N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amlno)cyclohexyl)-N2-(3-methoxy^ 
mide; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmldln-2-yi]amino}cyclohexyi)-N2-(4-methoxyphenyl)-N2-m 
mide; 

2-[(3,4-difluorophenyl)amino]-N-(cis-4^[4-{dimethylamino)-5-methylpyrimidin-2-yl]-amlno}cyd^ 
mide; 

2-(3,4-dlchloroplienoxy)-N-(cis-4-{[4-methyl-6-(methylamino)pyrimidln-2-yl]amino}-c^^ 

trans-2-(4K:hlorophenyl)-N-(cis-44[4-(dime%lamino)-5-me%lpyiimidin-2-yl]amino)K:yclohe^ 

carboxamide; 

trans-2-(3-chlorcvhenyl)-N-{cis-4^[4-(dime%lamino)-5-methylpyrimidin-2-yl]amino}^^ 
carboxamide; 

trans-2-(3,4-difluorophenyi)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl)amino}K:yd 
panecarboxamide; 

trans-2-(3,4-dlchlorophenyl)-N-(cis-44[4-(dimethylamino)-5-methylpyrimidin-2-yl]-amino}cycloh 
panecarboxamide; 

trans-2-[3.5-bis(trifluoromethyl)phenyl]-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]ami 
dopropanecarboxamide; 

2-[(4-chlorophenyl)sulfonyll-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]-amino}cydohexyl)nic 
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2-[(3-chlorophenyl)sulfonyll-N-(cis-4-{[4-(dimethylamjno)-5-methylpyiimidi^ 
2-[(4-bromophenyl)sulfonyq-N-(cis-4-{[(4-(dimethytamino)-5-met^ 

mide; 

N-(cis-4-{[4-(djmethylamino)-5HTiethylpyrlmidin-2'yl]amino}cycb 
nicotinamide; 

N-(cls-4-{[4-(dlnriethylanrilno)-5-nriethylpyrimidin-2-yl]amino}cyclohexyl)-2^^ 
zol-5-y!]oxy]acetamide: 

2-[(2-chlorophenyl)sulfonyl]-N-(cis-4-{[4-(dimethylanrilno)-6-nriethylpyrinfildln-^ 

2- [(3-chlorophenyl)sulfonyl]-N-(cis-4-{[4-(diniethylanriino)-6-nfiethylpyrimidin-^ 

3.4- dlchloro-N-{cis-4-[(4-nriethoxy-5-methylpyrlmidin-2-yl)amino]cyclohexyl}-benzanr)ide; 
N-[cis-4-(4-dlmethylannino-5-methyliDyrinrildin-2-yIamlno)-cyclohexyl]-2-phenoxy-nicotinanni 
N-[cls-4-(4-dinriethylanriino-6-methyl-pyrlmldin-2-ylanriino)-cyclohexyll-2-phenox^^ 

3- chloro-N-[cis-4-(4-dlme%lamino-5-methyl-pyrimidin-2-ylamino)-cyclohe>cyfl^ 

4- chloro-N-[cis-4-(4-diniethylanriino-6-methyl-pyrinriidin-2-ylamino)-cyclohexyl]-^^^^ 
3-chloro-N-[cis-4-{4-dinriethylamino-6-methyl-pyrimidln*2-ylanriino)Kjyclohexyl]-5-fl^ 
N-[cis-4-(4-dinriethylannlno-6-nriethyl-pyrimidin-2-ylamlno)-cyclohe^^ 

3- chloro-4-fluoro-N-[cls-4-(5-methyl-4-methylamlno-pyrimidln-2-ylanriino)K;yclohexyl]-benzamide 

4- clnioro-N-[cis-4-(4-dimethylamino-5-methyl-pyrlmidin-2-ylaniino)K:yclohexyl]-3-fluoro^ 

3- chioro-N-[cls-4-(4-dimethylanriino-5-methyI-pyrinnidin-2-ylanriino)-cyclohexyl]-5-fluoro 
N-[cis-4-(4-dlnriethylanriino-6-nriethyl-pyrimldin-2-y!anriino)-cyclohexyl]-3,4,5-trlfluoro^^^ 
N-[cis-4-(4-dimethylaniino-5-nriethyl-pyrinriidin-2-ylamino)-cyclohexyl]-3,5-difluorobenzam and 

2- (3.4-difluoro-phenyl)-N^cls-4-{4-dlmethylamlno-5-nriethyl-pyrlmidln-2-ylanrii^ 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0128] In some embodiments, compounds of the present Invention are of Fonnula (I) wherein the compound Is se- 
lected from the group consisting of: 

N-[(cls-4^[4-(dimethylamlno)-5-methylpyrimidln-2-yl]amino}cyclohexyl)methyl]-3,5-bi^ 
mide; 

N-[(cls-4H[4-(dimethylamlno)-6-methy!pyrimidln-2-yl]amino}cyclohexyl)methyl]-3,5-dimethoxybenzamide; 
N-[(cis-4^[4-(dlmethylamlno)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)methyl]-3-(trifluoromethyl)benzamW^ 

4- bromo-N-[(cls-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-yl]amino)cyclohexyl)-methyl]-3-methylbenzamide; 

3.5- dichloro-N-[(cis-4-{[4-(dimethylamino)-5-methylpyrjmidln-2-yl]amlno}cyclohexyl)-methyl]benzamide; 

3.4- dlchloro-N-[(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-methyl]benzam 

3.5- dichloro-N-[(cis-4-({[4-(dlmethy!amlno)-5-methylpyrlmidln-2-yl]amlno}methyl)-cyclohexyl]be^^^ 
N-(cis-4-{[4-(dimethylamino)-6HTiethylpyrimldin-2-yl]amino}cydohexyl)-2-(2-fluorophenoxy)nlco^^ 
N-(cis-4-{[4-(dimethylamlno)-6-methylpyrlmidln-2-yl]amino}cyclohexyl)-3,4,54rimethoxybenz^^ 
N-(4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amlno}cyclohexyl)-3-nltrobenzamlde; 
N-(cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)-2,2-diphenylacetamlde; 
4-chloro-N-(cls-4^[4-(dlmethylamino)-6-methylpyrimldln-2-yl]amino}cyclohexyl)-benzamide; 

3- chloro-N-(cls-4^[4-(dlmethylamlno)-6-methylpyrimldln-2-yl]amlno}cyclohe)(yl)-benzamide; 
N-(cls-4-{[4-(dimethylamino)-6-methylpyrlmldin-2-yl]amino}cyclohexyl)-3,4'dlfluorobenzamide; 
N-(cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cycIohexyl)-3-methylbenzamide; 
N-(cls-4-{[4-(dimethylamino)-6Hnethylpyrimldin-2-yl]amino}cyclohexyl)-3-methoxybenzamlde; 
N-(cls-4-{[4-(dimethyIamlno)-6-methylpyrimldin-2-yl]amjno}cyclohexyl)-4-fluorobenzamide; 
N-(cis-4-{([4-(dimethyiamino)-5-methylpyrimldln-2-yl]amlno}cyclohexyl)-3-methylbenzamlde; 
N-(cis-4-{[4-(dlmethylamlno)-6HTiethylpyrimidln-2-yl)amlno}cyclohexyl)-3-methoxybenzamide; 
N-(cis-4-{(4-(dimethylamino)-6-methylpyrimidin-2-yl]amlno}cyclohexyl)-4-methylbenzamide; 
N-(cis-4-{[4-(dimethylamlno)-5-methylpyrlmidin-2-yl]amino}cyclohexyl)-3,4-dlfluorobenzamW 
3-chloro-N-{cis-44[4-(dimethylamino)-5-methylpyrimidin-2-yl] amlno}cyclohexyl)-benzamide; 
N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-2-(3-methylphenoxy)nicotinam 
2-(4-bromophenoxy)-N-(cls-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amlno}-cyclohexyl)nlcotlng^ 
2-(4-chlorophenoxy)-N-{cls-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]aminol-cyclohexyl)nicotlnamlde; 
N-(cis-4-{[4-(dimethylamino)-5H7iethylpyrimidln-2-yl]amino}cyclohexyl)-2-(4-fluorophenoxy)nicot 
N-(cis-4-{[4-(dimethylamino)-5H7iethylpyrimldin-2-yl]amlno}cyclohexyl)-2-(3-fluorophenoxy)nlcotinamide; 
2-(2-bromophenoxy)-N-(cls-44[4-(dlmethylamlno)-5-methylpyrlmidin-2-yl]amlno}-cyclohexyl)nlcotlnamide; 
N-(cis-44[4-(dimethylamino)-5H7iethylpyrimldin-2-yl]amino}cyclohexyO-2-(3-methoxyphenoxy)nteotinami^ 
N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-2-(4-metho^^ 
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N-(cis-4-{[4-(dim9thylamlno)-6-methylpyrimidin-2-yl]amino}cy^ 

2-(3,4-dichlorophenoxy)-N-(cls-4-{[5-methy!-4-{me%lamlno)pyrimidin-^ 

2-{2,3-dichlorophenoxy)-N-(cls-4'{[5-methyl-4-(methylamino)pyrimidm 

2-[(3,4-difluorophenyl)sulfonyl]-N-(cis-4-{[4-(dimethylamlno)-5-methylpyrl^ 

mide; 

N-[cis-4-{(4-[ethyl(methyl)amino]-5-methy!pyrimldin-2-yl}amino)cyclohexyl]-3,4-d^^ 

N-(cjs-4-{[4-(dlmethylamlno)-6-methylpyrimidin-2-yl]amjno}cyclohexyl)-3,5-dlm 

N-(cis-4-{([4-(dlmethylam}no)-5-methylpyrimldln-2-yl]amino}cyclohexyl)-2 

2-(2-chloropheno)(y)-N-(cis-4-{[4-{dimethylamino)-5-methylpyrlmidin-27l]amln^^^^ 

2-(3-ch(orophenoxy)-N-(cis>4-{[4-(dimethylamjno)-5-methylpyrimldin-2-yl]amino}^^ 

2-(3-bromophenoxy)-N-(cls-4-{[4-(dimethylamino)-5-methylpyriniddin-2-yl]am 

N-(cis-4-{([4-(dimethylamlno)-5-methylpyrlmidin-2-yl]amino}<^^ 

mIde; 

N-(cls-4-{[4-(dimethylamlno)-5HTiethylpyrimidin-2-yl]amino}cyclohexy!)-2-(^^^ 

N-(cis-4-{[4-(dimethylamino)-6H7iethylpyrimidin-2-yl]amin 

ISI-(cis-4-{[4-(dimethylamino)-5HTiethy!pyrimldln-2-yl]aml^ 

2-(3<:hlorophenoxy)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrlmidin-2-yl]a^ 

2-[(5K5hloropyridin-3-yl)oxy]-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimld'm 

N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidln-2-yl]amino}cycloh^^ 

N-(cis-4-{[4-(dimethylamlno)-5HTiethylpyrimldin-2-yl]amlnolcyc^ 

mIde; 

2-(2,3-dmuorophenyI)-N-(cis-44[4-(dlmethylamino)-6-methylpyrimldin-2-yQamino}K^^ 
mide; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-2'h 
acetamlde; 

N-(cis-4-{[4-(dimethylamlno)-5-methylpyrlmidin-2-yl]amjno)cycIoh 
acetamlde; 

2-[(2-chlorophenyl)suffinyl]-N-(cis-4-{[4-(dimethylamlno)-5-methyIpyrlmidin 

2- [(3-bromophenyl)sulfinyl]-N-{cis-4-{[4-(dlmethylamino)-5-methylpyrlm 
N-(cis-4-{[4-(dimethylamino)-5H7iethylpyrimidin-2-yl]amino}cyclohexyl)-^ 
fsj-(cls-4-{[4-(dlmethylamino)-5HTiethy(pyrlmldin-2-yl]amlno}cyclohex^^^ 

3- bromo-N-(cis-4^[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl) 
N-(cls-4-{[4-(dimethylamlno)-5H7iethylpyrlmldln-2-yl]amino}cyclohexyl)-4-(tri^^ 
N-(cis-4-{[4-(dimethylamlno)-5HTiethylpyrimidln-2-yl]amino}cyc!ohexyl)-44luorobe 
3,4-dichloro-N-(cls-44[4-(dimethylamlno)-5-methylpyrimldin-2-yllamino)cyd 
N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-3,^ 
N-(cis-44[4-(dlmethylamino)-5H7iethylpyrimidin-2-yl]amino)cycIohexyl)-3,5-dlmetho^^ 
N-(cis-4-{[4-(dimethylamlno)-6H7iethylpyrimidin-2-yljamlno}cyclo 

N-( cls-44[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-2,6-dm^ 

N-(cis-4-{[4-(dimethylamlno)-5^Tlethylpyrimidln-2-yl]amino}cyclohe^ 

4K3hloro-N-(cis-4^[4-{d^methylamino)-5-methylpyrimidin-2-yl]amino}c^^ 

3- cyano-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldln-2-yl]amino)cyclohe)^^ 

4- cyano-N-(cls-4-{[4-(dimethylamino)-5-methylpyrjmjdin-2-yl]amino)cyclohex^^ 
N-(cis-4-{[4-(dimethylamlno)-5HTiethylpyrlmldin-2-yl]amlno}cyclohexyl)-2-(ls 
N-(cis-4-{[4-(dimethylamino)-5HTiethylpyrimldin-2-yl]amlno}cyclohexyl)-2-(pro^ 
N-(cis-4-{[4-(dlmethylamino)-6-methylpyrimldin-2-yl]amino]}cyc!ohe^^^ 
3K;yano-N-(cis-4-{[4-(dimethylamino)-6-methylpyrlmidin-2-yl]amino}cycioh 
4-cyano-N-(cjs-4-{[4-(djmethylamlno)-6-methylpyrlmldln-2-yllamlno}c^^^ 
N-{cjs-4-{[4-(dlmethylamino)-5,6-dlmethylpyrimidin-2-yl]amlno}cyclohexyl)-3-(tri^^ 
3-cyano-N-(cis-4-{[4'(dimethyIamino)-6,6-dimethylpyrimjdjn-2-yl]amino}c^^^ 
N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidln-2-yl]amino}cyclohexyl)-3-m 
3-chloro-N-(cls-4^[4-(d^methy^amino)-5,6-dimethylpyrimidin-2-yl]amino}i^ 

3- bromo-N-(cls-4^[4-{dlmethylamino)-5,6-dimethylpyrjmldin-2-yl]amjno}cycloh^^ 
N-(cis-4-{[4-(dimethylamlno)-6,6-dimethylpyrimldin-2-yl]amino}cycIohexyl)^^ 
N-(cis-4-{[4-(dimethylamlno)-5,6-dimethylpyrimidln-2-yl]amino)cyclohexyl)-3,5-bls(t^ 
3,4-dlchioro-N-(cls-44[4-{dimethylamino)-5,6-dlmethylpyrimldin-2-yl]amino}cycloh 

4- cyano-N-(cls-4-{[4-(dimethylamjno)-5,6-dime%lpyrimidln-2-yl]amino}cyc^^ 
N-(cis-4-{[4-(dimethylamino)-5,6-dlmethytpyrimldin-2-yQamlno}cyclohexyl)-4-^ 
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N-(cls-4-{[4-(dlmethylamino)-5,6-dimethylpyrimidln-2-yl]amjno}cyclohexylV^^ 
4-chloro-N-(cis-4H[4-(dimethy!amino)-5,6-dimGthylpyrimldin-2-y!]am 

4- bromo-N-(cis-4^[4-{dimethy!amjno)-5-methylpyrim}din-2-yl]amlno}cyclohex^^^ 
N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-4-^ 
IS|-(cis-4-{[4-(dlmethylamino)-5,6-dimethylpyrimidm-2-yl]amino}^^ 

5- bromo-N-(c^s-4^[4-(dlmethylamino)-5,6-dlmethylpy^^mid^n-2-yl]am^no^^^ 
N-(cis-4-{[4-(dlmethylamlno)-5,6-dlmethylpyrlmldln-2-yl]amlno)cyclohexyl)-2 
4-bromo-N-(cis-4^[4-(dimethylamlno)-5,6-dimethylpyrimldin-2-yl]amino}cy^ 
N-(cis-4-{[4-(dimethylammo)-5,6-dlmethylpyrimidin-2-yl]amino}cyclohex^^ 

4- bromo-N-(cls-44[4-(dimethylamino)-5,6-dlmethylpyrimldin-2-yl]amin}}c^^ 
N-(cjs-4-{[4-(dimethylamlno)-5,6-dimethylpyrimidln-2-yl]amino}^^^ 
N-(cis-4-{[4-(dlmethylamino)-5,6-dlmethylpyrimldln-2-yllamlno}cyclohexyl)-4-^ 
N-(cls-4-{[4-(dimethylamlno)-5,6-dimethylpyrimidin-2-yI]amlno}cyclohexyl)-^ 

5- bromo-N-(cis-4^[4-(dlmethylamino)-5,6-dimethy!pyrjmid^n-2-yl]amino}^^ 
N-(cis-4-{[4-(dimethylamlno)-5,6-dimethylpyrlmidin-2-yllamino}cycloh^^ 
N.(cis-4-{[4-(dlmethylamino)-5,6-dimethylpyrimidin-2-yliamin 
N-(cls-4-{[4-(dimethylamino)-5,6-dlmethylpyrimldin-2-yl]amino}cyclohex^^^ 
N-(cis-4-{[4-(dimethylamlno)-5,6-dimethylpyrimidin-2-yl]amino}cyclohexy^ 
3,5-dlchloro-N-(cls-4^[4-(dimethy!amino)-5-methylpyrimjd!n-2-yl]amino 
4-bromo-N-(cis-4^[4-(djmethylamlno)-5-methylpyrimjdin-2-yl]amino}cyclohe^^^ 
N-(cis-4-{[4-(dlmethylamlno)-5HTiethylpyrlmldin-2-yl]amino}cydohexyl)-^^^^ 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yI]amino}cyclohexyO 
IS|.(cjs-4-{[4-(dimethy!amlno)-5HTiethylpyrimidin-2-yl]amlno}cyclohexy^^ 

N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrimldin-2-yl] amino}cyclohexyl)-3,5-bis(trlfluoromethyl)benzamide; 

N-(cls-4-{[4-{dimethylamino)-6-methylpyrimidln-2-yl]amlno}cyclohexyO 

N-(cis-4-{[4-(dimethylamlno)-6-methylpyrlmidln-2-yllami^ 

3- chloro-N-(cls-4^[4-(dlmethylamino)-6-methylpyrimidin-2-yllamino)cycloh 
N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrimidln-2-yl]amino}cyclohexyl)-^ 
N-(cls-4-{[4-(dlmethylamino)-6-methylpyrlmldin-2-yl]amino}cy^ 
3,5-dtehloro-N-(cis-44[4-(dimethyIamino)-6HTiethylpyrimjdin-2-yl]am 
N-(cis-4-{[4-(dimethylamino)-6H7iethylpyrlmidin-2-yl]amino}cyclohexyl)-3-(t^^^ 
|sj-(cls-4-{[4-(dimethylamino)-6-methylpyrlmldin-2-yl]amino}cyc!ohexyl)-^ 

4- bromo-N-(cls-4^[4-(d^methylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)-^ 
N-(cis-4-{[4-{dimethylamlno)-6-methy!pyrimidin-2-yl]amino}cyclohexyl)-3-ethylben 

4- bromo-N-(cis-4^[4-(dlmethylamino)-6-methylpyrimidln-2-yl]amlno}cyclohexyl)^ 
N-(cls-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cyclohexyO 
N-(cls-4-{[4-(dlmethylamino)-6H7iethylpyrimidin-2-yl]amino}cyclohexyO 
N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amlno}<^^ 
N-(cls-4-{[4-(dimethylamjno)-6HTiethylpyrimidin-2-yl]amino}cyclohexylV^ 

5- bromo-N-(cis-44[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cy^ 
5-bromo-N-(cls-4^[4-(dlmethylamino)•«-methylpyrimidin-2-yQa 
5-chloro-N-(cis-4^[4-(dlmethylamino)-6-methylpyrimldln-2-yl]amino}cyclo 
N-(cls-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohex^ 
N-(cls-4-{[4-(dimethylamino)-5HTiethylpyrimldin-2-yl]aminoJcycl^ 

mide; 

N-(cjs-4-{[4-(dimethylamlno)-5-methylpyrimldin-2-yl]amlno}cyclohexyO-^^ 

5-bromo-N-(cis-44[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohex^^^^ 

N-(cis-4-{I4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}c7clohe^^^ 

4- chIoro-N-(cis-4^[4-(dimethylamlno)-5-me%lpyiimidin-2-yl]amino}cyclohexyl)-3-^ 

5- bromo-N-(cls-4^[4-(dimethy!amino)-5-methylpyrimidln-2-yl]amino}c^^ 
3,4-dichloro-N-(cis-4^[4-(dlmethylamino)-6-methy!pyr^mldin-2-yllamino}^^ 
3-chloro-N-(cis-44[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}cy^^ 
N-(cis-4-{[4-(d{methylamlno)-5-methylpyrlmidln-2-yl]amlno}cyc!ohexyl)-4^ 
N-(cis-4-{[4-(dlmethylamino)-6HTiethylpyrimidin-2-yl]amino}cyclohex^ 
2-(4^:hlorophenyl)-N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidln-2-yl]amino)-^ 
mide 

1-(4-chiorophenyl)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}-cycl^ 
mide; 
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1- (4K:hlorophenyl)-N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amm 
mide; 

1H2.4-dichlo^ophGnyl)-N-(c^s-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]am 
boxamide; 

2- (4K:hlorophenyl)-N-(cls-4-{[4-(dlmethylamlno)-6-methylpyrimldln-2-yl]amino}-cy^^ 
mide 

1-{4-chlorophenyl)-N-(cls-4-{[4-(dlmethylamino)-6-methylpyrimldln-2-yl]amm 
mide; 

1-(4-chloroplienyl)-N-(cis-4-{I4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}-cyclohe 
mide; 

1- (2,4-dich^orophenyl)-N-{cis-4^[4-(dime%lamino)-6-methylpyrimldln-2-yl]amino}-cyclohe^^^ 
boxamide; 

2- (4^1ilorophenyl)-N-(c!s-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}<^ 
N-(cis-4-{[4-(dimethylamino)-5HTiethylpyrimidln-2-yl]amlno}cyclohexyl)-1-(4-methylphen 
mide; 

2-(4^hlorophenyl)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amlno}-cyclohexyl)propanami^ 
2-(4<:hlorophenyl)-N-(cls-4-{[4-{dimethylamino)-5-methylpyrimldin-2-yl]amlno}-cyclohexyl)-2-hydroxya 
N-(cis-4-{[4-(dimethylamlno)-5-methy!pyrlmldin-2-yl]amino}q^clohexyl)-1-(4-methoxypheny 
boxamide; 

N2-(3-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amlno}-cycloliexyO 
mide; 

N2-(3,4-dichlorophenyl)-N-{cis-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yOamino}K:ycloh 
namide; 

N-(cis-4-{[4-(dimetliyiamino)-5-methy!pyrimidin-2-yl]amino}cyclohexyl)-N2-methyl-N2^ 
mide; 

N-(cls-4-{[4-(dimethylamino)-5HTiethylpyrimidin-2-yl]amlno}cyclohexyi)-N2-{3-« 
mide; 

N-(cis-4-{I4-(dlmethylamino)-5Hrnethylpyrimidln-2-y!]amino}cyclohexyl)-N2-(4-fluoro 
mide; 

N2-(4-chlorophenyi)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-cyclo 
mide; 

N2-(3,4-difluorophenyl)-N-(cis-4-{[4-(dimethylamino)-5HTiethylpyrlmidln-2-yl]amino}-^ 
namide; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-N2-(3-methoxyph 
mide; 

2-{3,4-dichlorophenoxy)-N-(cis-4-{[4-methyl-6-(methylamlno)pyrimidin'2-yi]amlno)-cyclohe^ 

t^ans-2-(4-chlorophenyl)-N-(cls-4^[4-(dimethylamino)-5-me%lpyrimidin-2-yl]amino)-cyclohexyl)^^ 

carboxamide; 

trans-2-(3K:hloropheny!)-N-(cis-4-{[4-(dimethyiamino)-5-methylpyrimidln-2-yi]amino}-cyclohexyl)^ 
carboxamide; 

trans-2-(3,4-difluorophenyt)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2*yl]amino}K:^ 
panecarboxamide; 

trans-2-(3,4-dich!orophenyl)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-yl]-amino}^^ 
panecarboxamide; 

trans-2-[3,6-bis(trifluoromethyi)phenyi]-N-(cls-4-{[4-(dimethylamino)-6-metliylpyrimidin-2-yl]amino 
clopropanecarboxamide; 

2- [(4KJhlorophenyl)sulfonyl]-N-(cis-4-{[4-(djmethylamino)-5-methylpyrimidin-2-yl]-amino}cyclo 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-2-{[1-methyl-3-(trifluoro 
zol-5-yt]oxy}acetamlde; 

N-[cis-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexyl]-2-phenoxy-nlcotinamide; 
N-[ciS'4-(4-dimethylamino-6-methyl-pyrimidin-2-ylamino)-cyclohexyl]-2-phenoxy-nicotinamide; 

3- chloro-N-[cis-4-(4-dlmethylamino-5-methyl-pyrimidin-2-ylamino)<ycIohexyl]-4-fiuoro4Denza^ 

4- chloro-N-[cis-4-(4-dimethylamino-6-methyl-pyrimidin-2-ylamino)<jyclohexyl]-3-fluoro-benzamlde; 
3-cliloro-N-[cls-4-(4-dimethylamino-6-methyl-pyrimidin-2-ylamino)-cyclohexyl]-5-fiuoro-benzamide; 
N-[cls-4-(4-dimethylamino-6-methyi-pyrlmidln-2-ylamlno)-cyclohexyiJ-3,4,5-trifluoro-benzamide; 
3-chloro-4-fluoro-N-[cis-4-(5-methyl-4-methylamlno-pyrimidin-2-ylamino)-cyclohexyl]-benzamide; 
4K:hloro-N-[cis-4-(4-dimethyiamino-5-methyl-pyrimldin-2-ylamino)-cyclohexyi]-3-fluoro-benz 
3K:hloro-N-[cis-4-(4-(4-dimethylamino-6-methyli)yrlmidin-2-y!amino)-cyclohexyl]-5-fluorobe 
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N-[cis-4-(4-dimethylamino-5-methyli)yrimldin-2-ylamino)-cyclohexyl]-3,4,5-^ 
N-[cis-4-(4-dimethylamlno-5-methyli3yrlmldln-2-ylamino)-cyclohexy and 
2-(3,4-difluoro-phenyl)-N-[cis-4-(4-dimethylamino-5-me%l-pyrimldin-2-ylamin 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0129] In some embodiments of the present invention, is selected from the group consisting of: 

(D Ci.16 a'M. and 

Ci.16 alkyl substituted by substltuent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
•• nitro, 

•• 0^.5 alkylcarbonylamino, 

cycloalkylcarbonylamino, 
•• C^.g alkyl, 

- 0^.5 alkyl substituted by halogen, 

0^.5 alkoxy. and 
M 0^.5 alkoxy substituted by halogen, 

(11) 63.^2 cycloalkyi, and 

O3.12 cycloalkyi substituted by carbocyclk: aryl, 

(iii) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C^.^o substituted by halogen, 

• C^.g alkoxy, and 

• C1.5 alkylthio, 

(iv) heterocyclyl, 

L is Formula (XV); 
Y is -C(0)NR5-; 

R2 Is selected from the group consisting of: 

-N(R2a(R2b)» wherein Rga is hydrogen or C^.g alkyl and Rgb is Ci,5 alkyl; 

wherein carbocyclic aryl Is phenyl or naphthyl; 
heterocyclyl is 3,4-dihydro-1 /fisoqulnolinyl; and 
halogen is fluoro. chloro, bromo, or lodo; 

or a phanmaceutlcally acceptable salt, hydrate, or solvate thereof. 
[01 30] In some embodiments of the present invention, R^ is selected from the group consisting of: 

(i) Ci.i6aiky'»and 

Cm 6 alkyl substituted by substltuent(8) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
nitro, 
alkyl, 

alkyl substituted by halogen. 
•» alkoxy, and 
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Ci.5 alkoxy substituted by halogen, 

(ii) 63.^2 cycloaikyi, and 

cycloalky) substituted by carbocyclic aryt, 
(Hi) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• Ci.ioalky<. 

• C^.^o substituted by halogen, and 

• C1.9 alkoxy, 

R2 is selected from the group consisting of: 

- N(R2a)(R2b), wherein is hydrogen or C^.g alkyi and is 0^.5 alkyi; 

wherein carbocyclic aryl Is phenyl or naphthyl; 
heterocyclyl is 3,4-dihydro-//^isoqulnolinyl; and 
halogen is fluoro, chloro, bromo. or lodo; 

or a phamiaceutically acceptable salt, hydrate, or solvate thereof. 
[0131] In some embodiments of the present invention, p is 1 and T is alkyi; R3 and R4 are both hydrogen; and 
A and B are both single bonds; R5 is hydrogen: or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 
[0132] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound Is se- 
lected from the group consisting of: 

cls-4-{[4-(dimethylamlno)-6-methylpyrimidln-2-yl]amino}-N-(3-iodobenzyl)-cyclohexanecarboxamide; 

cis-N-(2,4-dichlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrlmidin-2-yl]amlno)-cyclohexanecarboxamlde; 

cis-N-(2,5-dichlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yllamlno}-cyclohexanecarboxamide; 

cis-4-{[4-(dlmethylamino)-6-methylpyrlmidin-2-y!]amlno}-N-(4-methylbenzyl)-cyclohexanecarboxamlde; 

cis-N-(3,5-dichlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}-cyciohexanecarboxamide; 

cis-N-(3,5-dimethoxybenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}-cyclohexanecarboxamlde; 

cis-N-(3-chlorobenzyl)-4-{[4-(dlmethylamino)-6-methylpyrlmidin-2-yl]amino}-cyclohexanecarboxamide; 

cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl)amino}-N-[3-(trlfiuoromethyl)benzyl]^^^ 

cis-N-[3,5-bis(trlfluoromethyl)benzyl]-44[4-(dimethylamlno)-6-methylpyrimidln-2-yl]-amino}cyclohexan 

mide; 

cls-4-{[4-(dimethylamino)-6-methylpyrimldln-2-yl]amino}-N-(3-methoxybenzyl)-cyclohexanecarboxamide; 

cls-N-(4-chlorobenzyl)-4-{[4-(dimethylamino)-6-methyipyrimidin-2-yl]amino}-cyclohexanecarboxamide; 

cls-N-(3,4-dichlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}-cyclohexanecarboxamide; 

cls-N-(2,5-dlfluorobenzyl)-4-{[4-(dimethylamlno)-6-m6thylpyrimidln-2-yl]amino}-cyclohexanecarbox 

cls-N-(2,3<llfluorobenzyl)-4-{[4-(dlmethylamlno)-6-methylpyrimidin-2-yl]amino}-cyclohexanecarboxamide; 

cis-N-(4-bromo-2-fluorobenzyl)-4-{[4-(dimethyIamlno)-6-methylpyrimidin-2-yl]amino}<:yclohexanecarb^^ 

cis-N-(2.4-dlfluorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}-cyclohexanecarboxamide; 

cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino)-N-(3-methylbenzyl)-cyc!ohexanecarboxamide; 

cis-44[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}-N^2-(trifluoromethoxy)benzyl]-cyclohexan 

ide; 

cis-4-{[4-(dimethy!amlno)-5-methylpyrimidin-2-yl]amino}-N^(1R)-1-phenylethyl]K:yclohexan^^ 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[(1S)-1-(4-methylphenyl)-^^ 

mide; 

ds•4-{[4-{dimethylamlno)-5-methylpyrlmidin-2-yOamlno}-N^(1R)-1-(4-fluorophenyl)-ethyl]cyclohexanTO^ 
ide: 

cis-4-{[4-{dimethylamlno)-5-methylpyrimidin-2-y^amino^N^(1S)-^(4-fluorophenyl)-ethyl]cyclo 

ide; 

cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}-N^(1 R)-1 -(3HTiethoxyphenyl)-ethyl] cycle 
amide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N^(1S)-1-(3-methoxyphenyO-ethylJcydohexanecarbo 
amide; 

cis-4-{[4-{dimethylamlno)-5-methylpyrimidln-2-yl]amino}-N-C( 1 S)-1 -(4-methoxyphenyl)-ethyl] cyclohexanecarbox- 
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amide; 

Cis-N-[(1 R)-i-(4-chlorophenyl)ethyl]-4-{[4-(dlmethylamino)-5-methylpyiimldln-2-yl]-a^ 

mide; 

cls-N-[1-(4-bromophenyl)ethyl]-4-{[4-{djmethylamino)-5-methylpyrimldln 

cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yOamlno}-N^(1R)-1-(4-nitrophen 

Ide; 

cls-4-{[4-(dlmethylamlno)-5-methylpyrjmldln-2-yl]amlno}-N-[(1S)-1-(4-nitroph 
ide; 

cis-4-{[4-(dimetliylamino)-5-methyipyrlmidin-2-yl]amino}-N-(3-fluorophenyi)-cycloh 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-(3-methoxyphenyl)-cycl 

cis-N-(3-chlorophenyl)-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amino}-cycIoliexane^^ 

cls-4-{[4-(dlmethylamino)-6-methylpyrimldin-2-yl]amlno}-N-[(1S,2R)-2-phenylcyclo^ 

ide; 

cis-4-{[4-(dimethylamino)-5-metliylpyrimldin-2-yl]amino}-N^4-(trlfluoromethyl)phenyl]-^^ 

cis-4-{[4-(dimethylamlno)-6-methylpyrlmldin-2-yl]aminoh^ 

amide; 

cis-N-[(1S)-1-(4K:hiorophenyl)ethyl]-4^[4-(dimethylamlno)-6-methylpyrimidin-2-yi]-amino}cycl^ 
mide; 

cis-N-benzyl-4^[4-(dlmethylamlno)-6-methylpyrimidin-2-yl]amino}-cyclohexanecarboxamide; 

cis-4-{[4-(dimethyiamino)-6-methylpyrimidln-2-yl]amino}-N-(4-fluorobenzyl)-cyclohexanecarboxamide; 

cis-N-(3,4-difluorobenzyi)-4-{[4-(dimethylamino)-6-methylpyrlmidin-2-yl]amino}-cyclohexanecar^^ 

cls-4-{[4-(dlmethylamlno)-6-methylpyrlmidin-2-yl]amlno)-N-{(1S)-1-(4-methoxyp^ 

amide; 

cis-4-{[4-(dimetliylamino)-6-methylpyrimidin-2-yl]amino}-N-[(1S)-1-(3-methoxyphenyl)-eth^ 
amide; 

cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}-N-[(1R)-1-{4-fluorophenyl)-ethyl]c^^ 
ide; 

cis-N-[(1 R)-1 -(4-chlorophenyl)ethyl]-4-{[4-(dimethyiamino)-6-methylpyiimidin-2-yI]-amino )cyclohexanecarbox- 
amide; 

cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}-N<(1 S)-1 -(1 -naphth^^^ 
cis-N-[(1R)-1-(4-bromophenyl)ethyO-4^[4-(dlmetl^ylamino)-5-methylpyrimidin-2-yll-amino}cycl^ 

mide; 

cis-N-[(1S)-1-(4-bromophenyl)ethyl]-4^[4-(dimethylamlno)-5-methyIpyrimidin-2-yl]-amlno}^^ 
mide; 

cis-4-{[4-(dlmethylamino)-5-metliylpyrimidln-2-yl]amino}-N4(1S)-1-[4-(trifluorometho^^ 
anecarboxamlde; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[(1R)-1-{24luorophenyl)-ethyi]^^ 
ide; 

cis-N-^(1S)-^[3,5-bis(trifluoromethyl)phenyl]ethyll-4^[4-(dlmethylamino)-5-methy!pyrimld 
clohexanecarboxamide; 

4^t4-(dimethylamlno)-5-methylpyrlmidin-2-yl]amino}-N-^(1S)-1-[3-(trifluoromethyi)-ph 
boxamide; 

4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amlno}-N-{(1S)-1-[2-(trlf!uoromethyl)-ph 
boxamide; 

cis-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amlno}-N-]{{1R)-1-[4-(tmiuorometh 
anecarboxamide; 

cis-N-[(1S)-1-(4-chlorophenyl)ethy^-4^[4-(4-(dlmethylamino)-5^^^ethylpyrimldln-2-yl]■amin 
amide; 

cis-N-[(1 R)-1-(4K:hloropheny!)ethyll-4-{[4-(dimethylamino)-5-methyipyrimldin-2-yl]-amino}cyd^ 
mide; 

cls-N-(1-(4-chlorophenyl)-1-methyiethyI]-4-{(4-(dimethylamino)-5-methylpyrimidin-2-yU^ 
boxamide; and 

cis-N-^1-[3,5-bis(tr^fluo^omethyl)phenyO-^methylethyl}-4^[4■(dimethylamino)-5-methylpyrimidi^ 
clohexanecarboxamide; 

or a phamiaceutically acceptabie sait, hydrate, or solvate thereof. 
[0133] In some embodiments, compounds of the present invention are of Formula (I) wherein the compound Is se- 
lected from the group consisting of: 
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cis-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amlno}-N-(3-lodobenzyl)K:yd 

cis-N-(2,4<lichlorobenzyl)-4-{[4-(dimethylamlno)-6HTiethylpyrlmidin-2 

cis-N-(2,5-dlchlorobenzyl)-4-{[4-(dimethylamlno)-6-methy(pyrimidin-2-yl]amlno}^^ 

cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}-N-(4-methylben^^ 

cis-N-{3.5Klichlorobenzyl)-4-{[4-(dimethylamino)-6H7iethylpyrimidin-2-yl]amm 

cis-N-(3,5-dimethoxybenzyl)-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yllami^ 

cls-N-(3-chlorobenzyl)-4-{[4-(djmethyIamlno)-6-methylpyrlmtdln-2-yl]amlno}-^^^ 

cis-N'[3,54>is(tiifluoromethyl)benzyl]-4^[4-(dimethylamino)-6-methylpyri 

mide; 

cis-4-{[4-(dlmethylamino)-6-methylpyrim}din-2-yl]amino}-N-(3-methoxyben2y^^ 

cls-N-(4-chlorobenzyl)-4^[4-(dimethylamlno)-6-methylpyrimidin-2-yl]^^ 

cls-N-(3.4<lichlorobenzyl)-4-{[4-(dlmethylamlno)-6-methylpyrimidin-2-yl]am 

cis-N-(2,5-difluorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimjdin-2-yl]^ 

cls-N-(2,3-difluorobenzyl)-4-{[4-(dimethylamlno)-6-methylpyrimidln 

cis-N-(4-bromo-2-fluorobenzyl)-4-{[4-(dimethy!amlno)-6-methylpyrimidjn-2-yllami^ 

cls-N-(2,4-difluorobenzyl)-4-{[4-(dlmethylamino)-6-methylpyrimldin-2-y^ 

cis-4-{[4-(dimethylamino)-6-methylpyrjmidin-2-yl]amino}-N-(3-methylbenzyl)^^ 

cis-44[4-{dimethylamino)-6-methylpyrimidin-2-yl]amino}-N^2-(trlfl^ 

ide; 

cls-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}-N-[(1S)-1-(4-me 
mide; 

cls-4-{[4-(dlmethylamino)-5-methylpyrlmidln-2-yl]amlno}-N-[(1R)-1-(4-fluorophe 

ide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[(1R)-1-(3-methoxyphenyO^ 
amide; 

cis-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-yl]amlno}-N-[(1S)-1-(3-methoxyphenyl)-e^ 
amide; 

cls-4-{[4-(dlmethylamino)-5-methyipyrlmidln-2-yOamino}-N-[(1S)-1-(4-methoxyphenyl)^ 
amide; 

cis-N-[(1R)-1-(4-chlorophenyl)ethyl]-4^[4-(dimethylamino)-5-methyipyrimidin-2-yl]-a^ 
mide; 

cis-N-[1-(4-bromophenyl)ethyl]-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino}K:yclohexanera 
cls-4-{[4-(dlmethylamlno)-5-methyIpyrlmidin-2-yl]amino}-N-((1R)-1-(4-nltrophenyi)-e%^^ cyclohexanecarboxam 

ide; 

cls-4-{[4-(dimethyiamino)-5-methylpyrimidin-2-yl]amino}-N-{3-methoxyphenyl)-cycIohexanecarboxamide; 

cis-N-(3-chlorophenyl)-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-cyd^ 

c^s-4-{[4-(dimethylamlno)-5-methylpyrlmldin-2-yl]amino}-N^(1S,2R)-2-phenylcyclop^opyl]^^ 

ide; 

cis-4-{[4-(dimetliylamino)-5-methylpyrimidin-2-yl]amino}-N-[4-(trifluoromethyl)phenyl]-cyclo 
cis-N-[{1S)0-(4-chiorophenyi)ethy!]-4^[4-(dimethylamino)-6-methy^pyrimldin-2-yl)-amino}c^^ 

mide; 

cis-N-(3,4-difluorobenzyl)-4-{[4-(dimethyiamino)-6-methylpyrimidin-2-yl]amino}-cyclohexanecaitoxamid 

cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl)amino}-N^(1S)-1-(4HTietlioxypheny^ 

amide; 

cis-4-{[4-(dimethylamlno)-6-methylpyrimidln-2-yl]amino}-N^(1S)-1-(3-methoxyphenyl)-ethyi]^^^ 
amide; 

cis-N-[(1 R)-1-(4-chiorophenyi)ethyl]-4-{[4-(dlme%lamino)-6-methylpyrimidin-2-yi]-amino}^^^ 
mide; 

cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-NK(1 S)-1 -{1 -naphthyl)ethyl]-(7clohexanM^ 
cis-N-[(1S)-1-(4-bromophenyl)ethyl]-4^[4-(dimethylamino)-5-methylpyrimidln-2-yl]-amino^^^^ 

mide; 

cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yqamino}-NK(1S)-1-[4-(trifiuoromethoxy)p^ 
anecarboxamide; 

cls-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}-N^(1R)-1-{2-fiuorophenyi)-ethyllcyclohexaneca* 
Ide; 

cis-N-{(1S)-1-[3,5-bis(trifluoromethyOphenyi]ethyl}-4-{[4-(dimethyiamino)-5-methy!pyrimidin 
clohexanecarboxamide; 

4-{[4-(dimethyIamino)-5-methylpyrimidin-2-yl]amino)-N-{(1S)-1-[3-(trifluoromethyl)-phenyl]^^^^ 
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boxamide; 

4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amino}-N-{(1S)-1-[2-(tri^^ 
carboxamide; and 

cis-N-[(1 R)-l-(4<:hlorophenyl)ethyl]-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]-^^ 
mide; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0134] In some embodiments of the present Invention. Is selected from the group consisting of: 

(i)C^.i8alM,and 

Ci.16 a'*Vl substituted by substiluent(s) independently selected from the group consisting or: 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• allcyl, and 

0^.5 allcyl substituted by halogen, 

(li) C3.12 cycloallcyl, and 

cycloallcyl substituted by substltuent(s) Independently selected from the group consisting of: 

• carbocyctic aryl, and 

• carbocycllc aryl substituted by halogen, 

(ill) carbocycllc aryl, and 

carbocycllc aryl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• C^.^o a'kyi' 

• C^.^o allcyl substituted by halogen, 

• alkoxy, 

• C1.9 alkoxy substituted by substltuent(s) independently selected from the group consisting of: 

halogen, and 
carbocycllc aryl, 

L is Formula (VII); 
Y is -C(0)NR5-: 

R2 is -N(R2a)(R2b) Wherein Rga is hydrogen or C^.g alkyi and Rgb is C^.g alkyi; 
wherein carbocycllc aryl is phenyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceutlcally acceptable salt, hydrate, or solvate thereof. 
[0135] In some embodiments of the present invention, p Is 1 or 2 and each T is independently C^.g alkyi; R3 is 
hydrogen; R4 is hydrogen or 0^.5 alkyi; A and B are both single bonds; R5 is hydrogen: or a pharmaceutically acceptable 
salt, hydrate, or solvate thereof. 

[0136] In some embodiments, compounds of the present Invention are of Fomnula (I) wherein the compound is se- 
lected from the group consisting of: 

N-(3,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimtdin-2-yl]-amino}cyclohe^ 

N-(3-chlorophenyl)-N'-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}K;yclohexyl)-N^ 

N-(3,4-dichlorophenyI)-N'-(cis-44[4-(dimethyIamino)-5-methylpyrimidin-2-yl]amino]K:yclohexyl)-N 

N*-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-N-methyl-N-(3-methylphenyl)urea^ 

N'-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yI]amino}cyclohexyl)-N-methyl-N-(4-methylphen 

N*-(cis-4-{[4-{dimethylamino)-5-methylpyrimidin-2-ynamino}cyclohexyl)-N-(3-fluorophenyl)-^ 

N*-(cis-4-{[4-{dimethylamino)-5-methylpyrimidin-2-yQamino}cyclohexyl)-N-(4-fluoro^ 

N-(4-chlorophenylVN'-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amlno}-cycloh 
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N-(3,4-difluorophenyl)-N'-(cis-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]am 

N^(cis-4-{[4-(dlmethylamlno)-6-methylpyrimidin-2-yl]am}no}cyclohexyl)-N-(3-^ 

N'-(cls-4-{[4-(dimethylamino)-5-methylpyrimidln-2-y(]amlno}^^ 

N41-[3,5-bis(trifluoromethyl)phenyl]-1-methylethyl)-N'-(cls-4-{[4-(dimeth 

cyclohexyi)urea; 

N-[1-(4-chlorophenyl)-1-me%lethyl]-N'-(cis-4-{[4-(dimethylamino)-5-methy^^^^^ 
urea; 

N-[1-(4-chlorophenyl)-1-me%lethyl]-N'-(cis-4-{[4-(dimethylamino)-6-methylp^ 
urea; 

N-[1-(4-chlorophenyl)-1-methylethyl]-N'-(cls-4-{[4-(dimethylanrilno)-5-methyl^^^ 
methylurea; 

N-[1-(4-chlorophenyl)-1-methylethyl]-N'-(cls-4-{[4-(dlmethylanrilno)-6-^ 
methylurea; 

N-[1-(4-chIorophenyl)cyclopropy^-N'-{cls-4^[4-(dimethylamino)-5-methylpyriml^ 
methylurea; 

N-(cls-4-{[4-(dimethylamlno)-6H7iethylpyrimidin-2-yl]amino}cyclohexyl)-N'-(2H7iethox^ 
N-(cis-4-{[4-(dimethylamino)-5H7iethylpyrlmidln-2-yl]amino}cyclohex^ 

N-(3.4-dimethoxyphenyl)-N'-(cls-4-{[4-(dimethylamino)-5-methyIpyrlmidin-2-yl]amino)-cyclohe^ 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-N'-(4-fl^ 

N'(3,4-difIuorophenyl)-N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimidm-2-yl]amino}-cyclohe^^^ 

N-(cls-4-{[4-(dlmethylamjno)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)-N'-[2-(^^^^^ 

N-(4-chlorophenyl)-N'-(cis-4-{[4-(dlmethylamjno)-5-methylpyrimidin-2-yl]amino}-cyclohexyO^ 

N-[3,6-bis(trifluoromethyl)phenyl]-N'-(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]-am 

N-(4-bromophenyl)-N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-^^ 

N-(cis-44[4-(dlmethylamino)-5H7iethylpyrlmidin-27l]amlno}cyclohexyl)-N'-(2-methy^ 

N-benzyl-N'-(cis-44[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl)urea; 

N-[2-chloro-6-(trifluoromethyl)phenyl]-N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-^^ 

urea; 

N-(cis-4-{[4-(dimethylamino)-5HTiethylpyrimidln-2-yl]amlno}cyclohexyl)-N'-(2,4,64richloro 
N-(2,4-dichlorophenyl)-N'-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yI]amjno}-cyc!ohexyl)^ 
N'-(cls-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yl]amino}cyclohexyl)-N-methyl-N-[2-(^^^^ 
urea; 

N-(4-chlorophenyl)-N'-{cls-44[4'(dimethylamino)-5-methylpyrimidin-2-yl]amino}-cyclohexyl)-N 
N-[3,5-bjs(trifluoromethyl)phenyl]-N•-(cis-4^[4-(dimethylamlno)-6-methylpyrimldin-2-yllam^^^^ 
ethylurea; 

N'-(cis-4-{[4-(dlmethylamlno)-6-methylpyrimldln-2-yl]amjno}cyclohexyl)-N-(2-fluorophenyI)-^ 

N'-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-N-ethyl-N-[2-(t^^^^ 

urea; 

N'-(cls-4-{[4-(dimethylamjno)-6-methylpyrimidin-2-yl]amino}cyclohexyl)-N-ethyl-N-phenyIurea; 
N'-(cls-4-}[4-(dimethylamjno)-5-methylpyrimidin-2-yOamino}cyclohexyl)-N-ethyl-N-(3-methylphenyl^ and 
1-(2,3-dichloro-phenyl)-3-[cls-4-(4-dimethylamlno-5-methy!-pyrimidin-2-ylamino)^^ 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0137] In some embodiments, compounds of the present Invention are of Fomnula (I) wherein the compound is se- 
lected from the group consisting of: 

N-(3,4-dimethoxypheny!)-N'-(cis-4-{[4-(dimethylamlno)-6,6-dimethylpyrlmidin-2-yl]-amlno}cycloh 

N-{3-chlorophenyl)-N'-(cls-4-{[4-{dimethylamino)-5-methylpyrimidin-2-yl]amlno}-cyclohex^ 

N-(3,4-dlchlorophenyl)-N'-(ds-4-{[4-(dlmethylamino)-6-methylpyrimldln-2-yl]amino}K7doh^^ 

N'-{cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yOamino}cyclohexyl)-N-methyl-N-(3-methylpheny^ 

N'-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yQamino}cyclohexyl)-N-methyl-N-(4-methylphenyI)urea; 

N'-(cls-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yl]amino}cyclohexy!)-N-^ 

N'-(cls-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yGamino}cyclohexylVN-(4-fluorophenyO^ 

N-(4-chlorophenyl)-N'-(cls-4-{[4-(dimethylamino)-5-methylpyrimldln-2-yl]amino)-cyclohex^^ 

N-{3,4-difluorophenyl)-N'-(cls-4-{[4-(dimethylamlno)-5-methytpyrimldln-2-yl]amino}-cyclohe^^^ 

N'-(cls-4-{[4-(dimethylamlno)-5-methylpyrimldln-2-yOammo}cyclohexyl)-N-(3-methoxyphenyl)-N-meth 

N'-(cis-4-{[4-(dlmethy!amino)-5-methylpyrimidin-2-yOamino}cyclohexyl)-N-(4HTiethoxyphenyl)-^ 

N-[1-(4-ch!orophenyl)-1-methylethyl]-N'-(cls-4-{[4-(dimethylamlno)-6-methylpyrimldln-2-yl]amlno 
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ui vet) 

N-[1-(4-chlorophenyl)-1-methylethyl]-N'-(cis-4^[4-(dimethylamino)-6-m^ 

urea; 

N-[1-(4-chlorophenyl)-1-methylethyl]-N'-(cls-4-{[4-(dlmethylamino)-5-methy!^^ 
methylurea; 

N-(cls-4-{[4-(dlmethylammo)-5HT»Gthylpyrlmidin-2-yl]amino}cyclohexyl)-N^ 

N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidln-2-yl]amino}cyclohexyO-^ 

N-(4-bromophenyl)-N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-^^ 

N-(cis-4-{[4-(dimethyIamlno)-5HTiethylpyrimidin-2-yl]amino}cyclohexyl)-N'-(^^ 

N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yllamlno}cyclohexyO-N'-^ 

N-(2,4-dichlorophenyl-N'-(cis-44[4-{dlmethylamlno)-5-methylpyrimldin-2-yn^ 

N'-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yQamino}cyclohexyl)-N-m 

urea; 

N-(4-chlorophenyl)-N'-(cis-4-{[4-(d(methylamlno)-5-methylpyrlmidin-2-yn^ 
N-[3,5-bis(trifluorome%l)phenyl]-N'-(cis-4^[4-(dimethylamino)-5-methylpyrim 

ethyturea; 

N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohex^^ 

N'-{cls-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl)amino}cyclohexyl)-N-^ and 
1-(2,3-dichloro-phenyl)-3^cis-4-(4-dimethylamlno-5-methyl-pyrimldin-2-ylam 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[0138] In some embodiments of the present invention, Is selected from the group consisting of: 

heterocyclyl, and 

heterocyclyl substituted by substituent(8) Independently selected from the group consisting of: 

• carbocycllc aryloxy, 

• carbocyclic aryloxy substituted by substltuent(s) Independently selected from the group consisting of: 

M halogen, and 
•• C1.5 alkoxy, 

L is Fomiula (X) or (XI); 

Y Is -C(0)-; 

R2 is -NlRaajiRab) wherein Rga is alkyi and R^ is 0^.5 alkyl; 
wherein carbocycllc aryl is phenyl; 
heterocyclyl is pyridyl; and 
halogen isfluoro. chloro, bromo, oriodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
[01 39] In some embodiments of the present invention, p Is 1 and T Is C1.5 alkyi; R3 ^4 are both hydrogen; A is 
a single bond and B is -CHgS or a phamriaceutically acceptable salt, hydrate, or solvate thereof. 
[0140] In some embodiments of the present invention, R^ Is selected from the group consisting of: 

(i) carbocyclic aryl, and 

cartocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C^.io aikyi, and 

• C^.io alkyl substituted by halogen, 

(II) heterocyclyl, 

L is Fomnula (Vll); and 

Y is -S(0)2-; 

R2 is -N(R2a)(R2b) wherein Rga is C1.5 alkyi and R^ is C1.5 alkyl; 
wherein carbocyclic aryl is phenyl or naphthyi; 
heterocyclyl is furyl; and 
halogen isfluoro, chloro, bromo, or iodo; 
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or a phaimaceutically acceptable salt, hydrate, or solvate thereof. 
[01411 In some embodiments of the present Invention, p Is 1 and T Is C^.^q alky«; ^3 and R4 are both hydrogen, and 
A and B are both single bonds; or a phamnaceutically acceptable salt, hydrate, or solvate thereof, 
[0142] In some embodiments, a compound of the present invention is: 

4-chloro-N-(cls-4H[4-(dimethylamlno)-5-methylpyrimldln-2-yllamlno}cycIohexyl)-ben2enesulf^ 

or a phamiaceutlcally acceptable salt, hydrate, or solvate thereof. 
[01431 In some embodiments of the present invention, wherein Is selected from hydrogen, -COg^Bu, or-COgBn 
(Bn Is a benzyl group); 

R2 is selected from the group consisting of: 

hydrogen, halogen, hydroxy, carboxy, carbamoyl, amino, C1.5 ailcyl. C1.5 alkyl substituted by halogen, C^.s alkyi 
substituted by hydroxy, C^.g alkyl substituted by carboxy. C^.g ailcyl substituted by carbamoyl, C1.5 alkoxy, C1.5 
alkoxy substituted by halogen, -N(R2a)(R2b)i 

wherein Rga is hydrogen or C^.g alkyl and R^h C^.g alkyl. C3.6 cycloalkyi, or C^.g alkyl substituted by substituent 
(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• carboxy, 

• carbamoyl, 

• C-,.5 alkoxy. 

• amino, 

• cycloalkyi. 

or R2 is methylamino or dimethylamino when Q is Formula (II); 

Each T is independently selected from the group consisting of halogen, hydroxy, carboxy, carbamoyl, amino, 
cyano, nitro, C1.5 alkyl, C^.g alkyl substituted by halogen, C^.g alkyl substituted by hydroxy, alkyl substituted by 
carboxy, C^.g alkyl substituted by carbamoyl, C2.5 alkenyl, C2-5 alkynyl. C^q cycloalkyi. C1.5 alkoxy, C^.g alkoxy sub- 
stituted by halogen, carbocycllc aryl, heterocyclyl, and -N(R2a)(R2b)i 

pisO. 1,2, 3,4or5; 

L is selected from the group consisting of Formula (VII), (X), (XI), (XV). (XVIII). or (XIX): wherein R3 and R4 are 
independently hydrogen or C^.g alkyl; and A and B are independently a single bond or -CHaS and 
Y is a single bond; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
[01441 One aspect of the present invention pertains to phannaceutlcal compositions comprising at least one com- 
pound, as described herein, in combination with a phamfiaceutically acceptable earner. 

[01451 Oneaspect of the present invention pertains to methods for the prophylaxis or treatment of improving memory 
function, sleeping and arousal, anxiety, depression, mood disorders, seizure, obesity, diabetes, appetite and eating 
disorders, cardiovascular disease, hypertension, dyslipidemia, myocardial infarction, binge eating disorders including 
bulimia, anorexia, mental disorders including manic depression, schizophrenia, delirium, dementia, stress, cognitive 
disorders, attention deficit disorder, substance abuse disorders and dyskinesias including Pari^inson's disease, epilep- 
sy, and addiction comprising administering to an individual suffering from the condition a therapeutically effective 
amount of a compound, as described herein, or a phamiaceutical composition thereof. 

[01 46] One aspect of the present invention pertains to methods for the prophylaxis or treatment of an eating disorder, 
obesity or an obesity related disorder comprising administering to an individual suffering from the condition a thera- 
peutically effective amount of a compound, as described herein, or a phamnaceutical composition thereof. 
[0147] One aspect of the present invention pertains to methods for the prophylaxis or treatment of anxiety, depres- 
sion, schizophrenia, addiction, or epilepsy comprising administering to an individual suffering from the condition a 
therapeutically effective amount of a compound, as described herein, or a pharmaceutical composition. 
[0148] One aspect of the present invention pertains to compounds of the present invention, as described herein, or 
a pharmaceutical composition thereof, for use in a method of treatment of the human or animal body by therapy. 
[0149] One aspect of the present invention pertains to compounds of the present invention, as described herein, or 
a pharmaceutical composition thereof, for use in a method of prophylaxis or treatment of an eating disorder, obesity 
or an obesity related disorder of the human or animal body by therapy. 

[01501 One aspect of the present invention pertains to compounds of the present Invention, as described herein, or 



133 



EP 1 464 335 A2 



a pharmaceutical composition thereof, for use in a method of prophylaxis or treatment of anxiety, depression, schizo- 
phrenia, addiction, or epilepsy of the human or animal body by therapy. 

[0151] One aspect of the present invention pertains to compounds of the present Invention, as described herein, for 
the manufacture of a medicament for use in the prophylaxis or treatment of an eating disorder, obesity or obesity related 
5 disorders. 

[01 52] One aspect of the present Invention pertains to compounds of the present invention, as described herein, for 
the manufacture of a medicament for use In the prophylaxis or treatment of anxiety, depression, schizophrenia, addic- 
tion, or epilepsy. 

[01 53] One aspect of the present invention pertains to methods of decreasing food intake of an individual comprising 
10 administering to the individual a therapeutically effective amount of a compound, as described herein, or a phamna- 
ceutica! composition thereof. 

[0154] One aspect of the present invention pertains to methods of inducing satiety in an individual comprising ad- 
ministering to said individual a therapeutically effective amount of a compound, as described herein, or a pharmaceutical 
composition thereof. 

15 [0155] One aspect of the present invention pertains to methods of controlling or reducing weight gain in an individual 
comprising administering to said individual a therapeutically effective amount of a compound, as described herein, or 
a pharmaceutical composition thereof. 

[0156] One aspect of the present invention pertains to methods of modulating a MCH receptor in an Individual com- 
prising contacting the receptor with a compound, as described herein. In some embodiments, the compound is an 

20 antagonist. In some embodiments, the modulation of the MCH receptor is for the prophylaxis or treatment of an eating 
disorder, obesity or obesity related disorder. In some embodiments, the modulation of the MCH receptor reduces food 
intake of the Individual. In some embodiments, the modulation of the MCH receptor induces satiety in the Individual. 
In some embodiments, the modulation of the MCH receptor controls or reduces weight gain of the individual. In some 
embodiments, the modulation of the MCH receptor Is for prophylaxis or treatment of anxiety, depression, schizophrenia, 

25 addiction, or epilepsy. 

[0157] In some embodiments, the Individual is a mammal. 
[0158] In some embodiments, the nrtammal Is a human. 

[0159] In some embodiments, the human has a body mass index of about 18.5 to about 45. In some embodiments, 
the human has a body mass index of about 25 to about 46. In some embodiments, the human has a body mass index 

30 of about 30 to about 45. In some embodiments, the human has a body mass index of about 35 to about 45. 

[0160] One aspect of the present invention pertains to methods of producing a phamnaceutteal composition com- 
prising admixing a compound, as described herein, and a pharmaceutically acceptable carrier. 
[0161] One aspect of the present Invention pertains to methods for the prophylaxis or treatment of improving memory 
function, sleeping and arousal, anxiety, depression, mood disorders, seizure, obesity, diabetes, appetite and eating 

35 disorders, cardiovascular disease, hypertension, dyslipldemia, myocardial Infarction, binge eating disorders Including 
bulimia, anorexia, mental disorders Including manic depression, schizophrenia, delirium, dementia, stress, cognitive 
disorders, attention deficit disorder, substance abuse disorders and dyskinesias including Parkinson's disease, epilep- 
sy, and addiction in mammals in need of such treatment comprising administering to the mammal a therapeutically 
effective amount of a compound, as described herein, or phamnaceutical composition thereof. 

40 [0162] One embodiment of the invention includes any compound of the invention which selectively binds an MCH 
receptor, such selective binding is preferably demonstrated by a Kl for one or more other GPCR(s). preferably NPY, 
being at least 10-fold greater than the Ki for any particular MCH receptor, preferable MCHR1 . 
[0163] As used herein, the temn "alkyl" is intended to denote hydrocarbon compounds including straight chain and 
branched chain. Including for example but not limited to methyl, ethyl, n-propyl, isopropyl, n-butyl, see-butyl, tert-butyl, 

45 n-pentyl, isopentyl, tert-pentyl, n-hexyl, and the like. 

[01 64] The tenn "alkoxy" Is Intended to denote substituents of the fomfiula -O-alkyl. 

[0165] At various places in the present specification substituents of compounds of the invention are disclosed In 
groups. It Is specifically intended that the invention include each and every individual subcombination of the members 
of such groups. 

so [0166] G-proteIn coupled receptors (GPCRs) represent a major class of cell surface receptors with which many 
neurotransmitters interact to mediate their effects. GPCRs are predicted to have seven membrane-spanning domains 
and are coupled to their effectors via G-protelns linking receptor activation with intracellular biochemical sequelae such 
as stimulation of adenylyl cyclase. Melanin Concentrating Honnone (MCH), a cyclic peptide, has been identified as 
the endogenous ligand of the orphan G-protein coupled receptor SLC-1 . See, for example, Shimomura et al., Biochem. 

55 Blophys. Res. Commun. 261 , 622-26 (1999). Studies have Indicated that MCH acts as a neurotransmitter/modulator/ 
regulator to alter a number of behavioral responses. 

[0167] Mammalian MCH (19 amino acids) is highly consented between rat, mouse, and human, exhibiting 100% 
amino acid Identity, but Its physlologfcal roles are less clear. MCH has been reported to participate in a variety of 
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processes including feeding, water balance, energy metabolism, general arousal/attention state, memory and cognitive 
functions, and psychiatric disorders. For reviews, see 1. Baker, Int. Rev. Cytol. 126:1-47 (1991); 2. Baker, TEM 5: 
120-126 (1994); 3. Nahon. Critical Rev. in Neurobiol221 :221-262, (1994); 4. Knigge et al., Peptides 18(7):1 095-1 097, 
(1996). The role of MCH in feeding or body weight regulation is supported by Qu et al., Nature 380:243-247. (1996), 

5 demonstrating that MCH Is over expressed in the hypothalamus of ob/ob mtee compared with ob/+mice, and that fasting 
further increased IVICH mRNA in both obese and nomrial mice during fasting. MCH also stimulated feeding in normal 
rats when Injected into the lateral ventricles as reported by Rossi et al., Endocrinology 1 38:351 -355, (1 997). MCH also 
has been reported to functionally antagonize the behavioral effects of a-MSH; see: Miller et al., Peptides 14:1-10, 
(1993); Gonzalez et al, Peptides 17:171-177, (1996); and Sanchez et al.. Peptides 18:3933-396, (1997). In addition, 

10 stress has been shown to increase POMC mRNA levels while decreasing the MCH precursor preproMCH (ppMCH) 
mRNA levels; Presseetal., Endocrinology 131:1241-1250, (1992). Thus MCH can serve as an Integrative neuropeptide 
involved in the reaction to stress, as well as in the regulation of feeding and sexual activity; Baker, Int. Rev. Cytol. 126: 
1-47, (1991); Knigge et al., Peptides 17:1063-1073, (1996). 

[0168] The localization and biological activities of MCH peptide suggest that the modulation of MCH receptor activity 

IS can be useful In a number of therapeutic applications. MCH is expressed in the lateral hypothalamus, a brain area 
implicated In the regulation of thirst and hunger: Grillon et al.. Neuropeptides 31 :131-136, (1997); recently orexins A 
and B, which are potent orexigenic agents, have been shown to have very similar localization to MCH in the lateral 
hypothalamus; Sakurai et al.. Cell 92:573-685 (1998). MCH mRNA levels In this brain region are increased in rats after 
24 hours of food-deprivation; Herve and Fellmann, Neurpeptldes 31 :237-242 (1 997); after insulin Injection, a significant 

20 increase In the abundance and staining intensity of MCH immunoreactive perikarya and fibres was observed concurrent 
with a significant increase in the level of MCH mRNA; Bahjaoul-Bouhaddi et al.. Neuropeptides 24:251-258, (1994). 
Consistent with the ability of MCH to stimulate feeding in rats; Rossi et al., Endocrinology 138:351-355, (1997); is the 
observation that MCH mRNA levels are upregulated In the hypothalami of obese ob/ob mice; Qu et al.. Nature 380: 
243-247, (1 996); and decreased In the hypothalami of rats treated with leptin , whose food Intake and body weight gains 

25 are also decreased; Sahu, Endocrinology 1 39:795-798, (1 998). MCH appears to act as a functional antagonist of the 
melanocortin system in its effects on food intake and on hormone secretion within the HPA (hypothalamopltuitary/ 
adrenal axis); Ludwig et al.. Am. J. Physiol. Endocrinol. Metab. 274:E627-E633, (1998). Together these data suggest 
a role for endogenous MCH in the regulation of energy balance and response to stress, and provide a rationale for the 
development of specific compounds acting at MCH receptors for use in the treatment of obesity and stress-related 

30 disorders. 

[0169] Accordingly, a MCH receptor antagonist is desirable for the prophylaxis or treatment of obesity or obesity 
related disorders. An obesity related disorder is a disorder that has been directly or indirectly associated to obesity, 
such as, type II diabetes, syndromeX, impaired glucose tolerance, dyslipidaemla, hypertension, coronary heart disease 
and other cardiovascular disorders including atherosclerosis, insulin resistance associated with obesity and psoriasis, 

35 for treating diabetic complications and other diseases such as polycystic ovarian syndrome (PCOS), certain renal 
diseases including diabetic nephropathy, glomerulonephritis, glomerular sclerosis, nephrotic syndrome, hypertensive 
nephrosclerosis, end-stage renal diseases and microalbuminuria as well as certain eating disorders. 
[0170] In species studied to date, a major portion, of the neurons of the MCH cell group occupies a rather constant 
location in those areas of the lateral hypothalamus and subthalamus where they lie and can be a part of some of the 

40 so-called "extrapyramidal" motor circuits. These involve substantial striate- and pallidofugal pathways involving the 
thalamus and cerebral cortex, hypothalamic areas, and reciprocal connections to subthalamic nucleus, substantia 
nigra, and mid-brain centers; Bittencourtet al., J. Comp. Neurol. 319:218-245, (1992). In their location, the MCH cell 
group may offer a bridge or mechanism for expressing hypothalamic visceral activity with appropriate and coordinated 
motor activity. Clinically It can be of some value to consider the involvement of th is MCH system in movement disorders, 

45 such as Parkinson's disease and Huntingdon's Chorea In which extrapyramidal circuits are known to be involved. 
[0171] Human genetic linkage studies have located authentic hMCH loci on chromosome 12 (12q23-24) and the 
variant hMCH loci on chromosome 5 (5q12-13) (Pedeutour et al., 1994). Locus 12q23-24 coincides with a locus to 
whteh autosomal dominant cerebellar ataxia type II (SCA2) has been mapped; Auburger et al., Cytogenet. Cell. Genet. 
61:252-256, (1992); Twells et al., Cytogenet. Cell. Genet. 61:262-265. (1992). This disease comprises neurodegen- 

50 eratlve disorders, including an olivopontocerebellar atrophy. Furthenmore, the gene for Darter's disease, has been 
mapped to locus 12q23-24; Craddock et al.. Hum. Mol. Genet. 2:1941-1943, (1993). Dariers* disease is characterized 
by abnonnalities I keratinocyte adhesion and mental Illnesses in some families. In view of the functional and neuroan- 
atomical pattems of the MCH neural system in the rat and human brains, the MCH gene can represent a good candidate 
for SCA2 or Darier's disease. Interestingly, diseases with high social impact have been mapped to this locus. Indeed, 

55 the gene responsible for chronic or acute forms of spinal muscular atrophies has been assigned to chromosome 
5q1 2-1 3 using genetic linkage analysis; Melkl et al., Nature (London) 344:767-768, (1 990); Westbrook et al., Cytogenet 
Cell. Genet. 61 :225-231 , (1 992). Furthenmore, independent lines of evidence support the assignment of a major schiz- 
ophrenia locus to chromosome 5q11 .2-13.3; Shenington et al.. Nature (London) 336:164-167, (1988); Bassett et al.. 
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Lancet 1 :799-801 , (1988); Gilliam et a!., Genomics 5:940-944, (1 989). The above studies suggest that MCH can play 
a role In neurodegenerative diseases and disorders of emotion. 

[0172] Additional therapeutic applications for MCH-related compounds are suggested by the observed effects of 
MCH in other biological systems. For example, MCH can regulate reproductive functions in male and female rats. MCH 

5 transcripts and MCH peptide were found within germ cells in testes of adult rats, suggesting that MCH can participate 
In stem cell renewal and/or differentiation of early spemiatocytes; Hervleu et at., Biology of Reduction 54:1161-1172, 
(1996). MCH Injected directly Into the medial preoptic area (MPOA) or ventromedial nucleus (VMN) stimulated sexual 
activity in female rats; Gonzalez et al.. Peptides 1 7:1 71 -1 77. (1 996). In ovariectomized rats primed with estradiol, MCH 
stimulated luteinizing hormone (LH) release while anti-MCH antiserum inhibited LH release; Gonzalez et al., Neuroen- 

10 docrinology 66:254-262, (1 997). The zona incerta, which contains a large population of MCH cell bodies, has previously 
been identified as a regulatory site for the pre-ovulatory LH surge; MacKenzie et al., Neuroendocrinology 39:289-295, 
(1984). MCH has been reported to influence release of pituitary homiones including ACTH and oxytocin. MCH ana- 
logues can also be useful In treating epilepsy. In the PTZ seizure model, injection of MCH prior to seizure Induction 
prevented seizure activity in both rats and guinea pigs, suggesting that MCH-contalning neurons can participate in the 

IS neural circuitry underlying PTZ-lnduced seizure; Knigge and Wagner, Peptides 1 8:1 095-1 097, (1 997). MCH has also 
been observed to affect behavioral conrelates of cognitive functions. MCH treatment hastened extinction of the passive 
avoidance response in rats; McBrlde et al., Peptides 15:757-759, (1994); raising the possibility that MCH receptor 
antagonists can be beneficial for memory storage and/or retention. A possible role for MCH in the modulation or per- 
ception of pain is supported by the dense innervation of the periaqueductal grey (PAG) by MCH-positive fibers. Finally, 

20 MCH can participate in the regulation of fluid intake. ICV Infusion of MCH in conscious sheep produced diuretic, natri- 
uretic, and kaliuretic changes in response to increased plasma volume; Parkes, J. Neuroendocrinoi. 8:57-63, (1996), 
Together with anatomksal data reporting the presence of MCH in fluid regulatory areas of the brain, the results indicate 
that MCH can be an important peptide Involved in the central control of fluid homeostasis in mammals. 
[0173] In a recent citation MCHR1 antagonists surprisingly demonstrated their use as an anti-depressants and/or 

25 anti-anxiety agents. MCHR1 antagonists have been reported to show antidepressant and anxiolytic activities In rodent 
models, such as, social Interaction, forced swimming test and ultrasonic vocalization. Therefore, MCHR1 antagonists 
could be useful to independently treat subjects with depression and/or anxiety. Also, MCHR1 antagonists could be 
useful to treat subjects that suffer from depression and/or anxiety and obesity. 

[01 74] This invention provides a method of treating an abnomiallty in a subject wherein the abnonnallty is alleviated 
30 by decreasing the activity of a mammalian MCH 1 receptor which comprises administering to the subject an amount 
of a compound which is a mammalian MCH1 receptor antagonist effective to treat the abnormality. In separate em- 
bodiments, the abnormality Is a regulation of a steroid or pituitary honnone disorder, an epinephrine release disorder, 
an anxiety disorder, genta gastrointestinal disorder, a cardiovascular disorder, an electrolyte balance disorder, hyper- 
tension, diabetes, a respiratory disorder, asthma, a reproductive function disorder, an immune disorder, an endocrine 
35 disorder, a musculoskeletal disorder, a neuroendocrine disorder, a cognitive disorder, a memory disorder, a sensory 
modulation and transmission disorder, a motor coordination disorder, a sensory integration disorder, a motor integration 
disorder, a dopaminergic function disorder, a sensory transmission disorder, an olfaction disorder, a sympathetic in- 
nervation disorder, an affective disorder, a stress-related disorder, a fluid-balance disorder, a seizure disorder, pain, 
psychotic behavior, morphine tolerance, opiate addiction or migraine. 
40 [0175] Compositions of the invention can conveniently be administered in unit dosage form and can be prepared by 
any of the methods well known In the pharmaceutical art, for example, as described in Remington's Pharmaceutical 
Sciences (Mack Pub. Co., Easton, PA, 1980). 

[0176] The compounds of the invention can be employed as the sole active agent in a phannaceutical or can be 
used in combination with other active ingredients which could facilitate the therapeutic effect of the compound. 

45 [01 77] Compounds of the present invention or a solvate or physiologically functional derivative thereof can be used 
as active Ingredients In phannaceutical compositions, specifically as a MCH receptor antagonists. By the terni "active 
Ingredient" is defined in the context of a "phannaceutical composition" and shall mean a component of a pharmaceutical 
composition that provides the primary phamnaceutical benefit, as opposed to an "inactive ingredient" which would 
generally be recognized as providing no phannaceutical benefit. The term "phannaceutical composition" shall mean 

50 a composition comprising at one active ingredient and at least one ingredient that is not an active ingredient (for example 
and not limitation, a filler, dye, or a mechanism for slow release), whereby the composition is amenable to use for a 
specified, efffcacious outcome in a mammal (for example, and not limitation, a human). 

[0178] Pharmaceutical compositions, including, but not limited to, phannaceutical compositions, comprising at least 
one compound of the present invention and/or an acceptable salt or soh/ate thereof (e.g. , a pharmaceutical ly acceptable 
55 salt or solvate) as an active Ingredient combined with at least one carrier or exciplent (e.p., phannaceutical carrier or 
exciplent) can be used in the treatment of clinical conditions for which a MCH receptor antagonist Is indicated. At least 
one compound of the present invention can be combined with the earner in either solid or liquid form in a unit dose 
formulation. The phannaceutical carrier must be compatible with the other ingredients in the composition and must be 
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tolerated by the individual recipient. Other physiologically active ingredients can be incorporated Into the phamnaceu- 
tical composition of the Invention if desired, and if such ingredients are compatible with the other ingredients In the 
composition. Formulations can be prepared by any suitable method, typically by unlfomily mixing the active compound 
(s) with liquids or finely divided solid carriers, or both, in the required proportions, and then, if necessary, forming the 

5 resulting mixture Into a desired shape. 

[01 79] Conventional exclpients, such as binding agents, fillers, acceptable wetting agents, tabletting lubricants, and 
dislntegrants can be used In tablets and capsules for oral administration. Liquid preparations for oral administration 
can be in the form of solutions, emulsions, aqueous or oily suspensions, and symps. Alternatively, the oral preparations 
can be in the fonm of dry powder that can be reconstituted with water or another suitable liquid vehicle before use. 

10 Additional additives such as suspending or emulsifying agents, non-aqueous vehicles (including edible oils), preserv- 
atives, and flavorings and colorants can be added to the liquid preparations. Parenteral dosage forms can be prepared 
by dissolving the compound of the invention in a suitable liquid vehicle and filter sterilizing the solution before filling 
and sealing an appropriate vial or ampoule. These are just a few examples of the many appropriate methods well 
known in the art for preparing dosage fomns. 

15 [0180] It is noted that when the MCH receptor antagonists are utilized as active ingredients in a pharmaceutical 
composition, these are not intended for use only in humans, but in other non-human mammals as well. Indeed, recent 
advances in the area of animal health-care mandate that consideration be given for the use of MCH receptor antagonists 
for the treatment of obesity in domestic animals (e.^f. , cats and dogs), and MCH receptor antagonists in other domestic 
animals where no disease or disorder is evident (e.g., food-oriented animals such as cows, chickens, fish, etc.). Those 

20 of ordinary skill in the art are readily credited with understanding the utility of such compounds in such settings. 

[0181] Pharmaceuticaily acceptable salts of the compounds of the invention can be prepared by reacting the free 
acid or base forms of these compounds with the appropriate base or acid in water, In an organic solvent, or in a mixture 
of the two; generally, nonaqueous media like ether, ethyl acetate, ethanol, isopropanol, dioxane, or acetonitrile are 
prefen-ed. For instance, when the compound (I) possesses an acidto functional group, it can fomn an Inorganic salt 

25 such as an alkali metal salt (e.g., sodium salt, potassium salt, etc.), an alkaline earth metal salt (e.g. calcium salt, 
magnesium salt, barium salt, etc.), and an ammonium salt. When the compound (I) possesses a basic functional group, 
it can form an inorganic salt (e.g., hydrochloride, sulfate, phosphate, hydrobromate. etc.) or an organic salt (e.g., ac- 
etate, maleate, fumarate, succinate, methanesutfonate, p-toluenesulfonate, citrate, tartrate, etc.). 

30 other Utilittes 

[0182] Another object of the present invention relates to radiolabelled compounds of Fomnula (la) that would be 
useful not only in radio-imaging but also in assays, both in vitro and in vivo, for localizing and quantitating MCH In 
tissue samples, including human, and for identifying MCH Uganda by inhibition binding of a radiolabelled compound. 

35 It is a further object of this Invention to develop novel IMiCH assays of which comprise such radiolabelled compounds. 
[0183] Suitable radionuclides that can be Incorporated in compounds of the present Invention Include but are not 
limited to 3H (also written as T). i^C .^^c, i^f, 125| 82Br .123|, 124,, 125,, I3i,, 75Br /esr, isq. 13n, 35s and 77Br The ra- 
dionuclide that is Incorporated in the Instant radiolabelled compounds will depend on the specific application of that 
radiolabelled compound. Thus, for in vitro RflCH labeling and competition assays, compounds that 

40 incorporate 3H, ^*C,125|J31 1^353 or^^Br will generally be most useful. For radio-imaging 
applications ^^C, ^^F, ^^^l ^^\, ^^^1, ^^Br, 76Br or 77Br will generally be most useful. 

[0184] It is understood that a "radio-labelled " or "labelled compound" is a compound of Fomnula (la) that has incor- 
porated at least one radionuclide; in some embodiments the radionuclide is selected from the group consisting 
of 3M, ^25] , 35S and ®2 Br; in some embodiments the radionuclide ^H or Moreover, It should be understood 
45 that all of the atoms represented In the compounds of the invention can be either the most commonly occumng isotope 
of such atoms or the more scarce radio-Isotope or nonradlo-active isotope. 

[OIK] Synthetic methods for incorporating radio-isotopes into organic compounds including those applicable to 
those compounds of the invention are well known in the art and include incorporating activity levels of tritium into target 
molecules Include: A. Catalytic Reduction with Tritium Gas-This procedure nomnally yields high specific activity products 

so and requires halogenated or unsaturated precursors. B. Reduction with Sodium Borohydrlde pH] - This procedure is 
rather inexpensive and requires precursors containing reducible functional groups such as aldehydes, ketones, lac- 
tones, esters, and the like. C. Reduction with Lithium Aluminum Hydride pH] - This procedure offers products at almost 
theoretical specific activities. It also requires precursors containing reducible functional groups such as aldehydes, 
ketones, lactones, esters, and the like. D. Tritium Gas Exposure Labeling - This procedure involves exposing precursors 

55 containing exchangeable protons to tritium gas in the presence of a suitable catalyst. E. N-Methylation using Methyl 
Iodide pH] - This procedure is usually employed to prepare 0-methyl or N-methyl (^H) products by treating appropriate 
precursors with high specific actwity methyl iodide (^H). This method in general allows for high specific activity, such 
as about 80-87 Ci/mmol. 
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[0186] Synthetic methods for incorporating activity levels of ^^^t into target molecules include: A. Sandmeyer and 
like reactions - This procedure transfonms an aryl or heteroaryl amine Into a diazonium salt, such as a tetrafluoroborate 
salt, and subsequently to labelled compound using Na^25|, a represented procedure was reported by Zhu, D.-G. 
and co-workers in J. Org. Chem. 2002, 67, 943-948. B. Ortho i25|odination of phenols - This procedure allows for the 

5 incorporation of 1^I at the ortho position of a phenol as reported by Collier, T L. and co-workers in J. Labelled Compd 
Hadlopharm. 1999, 42, S264-S266, C. Aryl and heteroaryl bromide exchange with - This method is generally a 
two step process. The first step Is the conversion of the aryl or heteroaryl bromide to the con^esponding tri-alkyltin 
intemnedlate using for example, a Pd catalyzed reaction [i.e. Pd(Ph3P)4] or through an aryl or heteroaryl lithium, in the 
presence of a tri-alkyltinhallde or hexaalkylditin [e.g.. {CH3)3SnSn(CH3)3]. A represented procedure was reported by 

10 Bas, M.-D. and co-workers in J. Labelled Compd Radiopharm. 2001 , 44, S280-S282. 

[0187] A radiolabelled MCH compound of Fomnula (I) can be used in a screening assay to identify/evaluate com- 
pounds. In general terms, a newly synthesized or identified compound (i.e., test compound) can be evaluated for its 
ability to reduce binding of the "radiolabelled compound of Fonmula (la)" to the MCH receptor. Accordingly, the ability 
of a test compound to compete with the "radio-labelled compound of Formula (la)" for the binding to the MCH receptor 

15 directly correlates to its binding affinity. 

[0188] The labelled compounds of the present invention bind to the MCH receptor. In one embodiment the labelled 
compound has an less than about 500 ^M, in another embodiment the labelled compound has an IC50 less than 
about 100 p.M, in yet another embodiment the labelled compound has an IC50 less than about 10 ^M, in yet another 
embodiment the labelled compound has an IC50 less than about 1 [M, and in still yet another embodiment the labelled 

20 inhibitor has an IC50 less than about 0.1 \i M. 

Preparation of Compound of Formula (I) - General synthetic methods 

[0189] The novel substituted quinolines, tetrahydroquinazollnes, and pyrimldines of the present invention can be 
25 readily prepared according to a variety of synthetic manipulations, all of which would be familiar to one skilled in the 
art. Prefenred methods for the preparation of compounds of the present invention include, but are not limited to, those 
described In Scheme 1 -24. 

[0190] The common intennediate (F) of the novel substituted quinolines can be prepared as shown in Scheme 1, 
Commercially available 2,4-dihydroxyquinoiine (A) , wherein T and p is as defined above, is converted to 2,4-dihalo- 
30 quinollne (B) by a halogenating agent with or without a base (wherein X Is halogen such as chloro, bromo, or lodo). 
The halogenating agent includes phosphorous oxychloride (POCI3), phosphorous oxybromide (POBrs), or phosphoms 
pentachloride (PCI5), The base includes a tertiary amine (preferably A/,A/-diisopropylethylamine, etc.) or an aromatic 
amine (preferably A(Af-dimethylanlllne, etc.). Reaction temperature ranges from about lOO'^C to 200''C, preferably 
about UO^'C to 180*»C. 

35 [0191] The halogen of 4-position of 2,4-dihalo-quinoiine (B) is selectively substituted by a primary orsecondary amine 
(HNR2aR2b» wherein H^a '^2b defined above) with or without a base in an inert solvent to provide the cor- 
responding 4-substitued amino adduct (C). The base includes an alkali metal carbonate (preferably sodium carbonate 
or potassium carbonate, etc.), an alkali metal hydroxide (preferably sodium hydroxide, etc.), or a tertiary amine (pref- 
erably A/,A/-diisopropylethylan-tine, triethylamine, or A^-methylmorpholine, etc.). The inert solvent includes lower alkyi 

40 alcohol solvents (preferably methanol, ethanol, 2-propanol, or butanol, etc.), ethereal solvents (preferably tetrahydro- 
furan or dioxane, etc.), or amide solvents (preferably /V.A^dlmethylfonnamide or 1 -methyt-pyrrolidin-2-one, etc.). Re- 
action temperature ranges from about 0**C to 200°C, preferably about 1 0^'C to 150°C, 

[0192] In turn, this Is substituted by the mono-protected diamine (D) , wherein R3, R4, A, and B are as defined above 
and P is a protective group, with or without a base In an inert solvent to provide 2,4-disubstituted amino quinollne (E). 

45 The base includes an alkali metal carbonate (preferably sodium carbonate or potassium carbonate, etc.), an alkali 
metal hydroxide (preferably sodium hydroxide, etc.), or a tertiary amine (preferably A/, A/-diisopropylethylamine, triethyl- 
amine, or A^methylmorpholine, etc.). The inert solvent includes lower alkyl alcohol solvents (preferably methanol, eth- 
anol, 2-propanol, or butanol, etc.) or amide solvents (preferably /V,N-dimethylfomiamide or 1-methyl-pyrrolidin-2-one, 
etc.). Reaction temperature ranges from about 50^0 to 200^0, preferably about 80^0 to ISO^'C. Also this reaction can 

so be carried out under microwave conditions. 

[0193] Representative protecting groups suitable for a wide variety of synthetic transformations are disclosed in 
Greene and Wuts, Protective Groups in Organic Synthesis, second edition, John Wiley & Sons, New York, 1991 . the 
disclosure of which is incorporated herein by reference in its entirety. The deprotectlon of the protective group leads 
to the common Intermediate (F) of the novel substituted quinolines. 

55 
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Scheme 1 





[0194] The conversion of the connmon intermediate (F) to the novel substituted quinollnes (G-K) of the present In- 
vention is outlined in Schenne 2, 

[0195] The amine (F) Is reacted with a carboxylic acid (RiCOgH) and a dehydrating condensing agent In an inert 
solvent with or without a base to provide the novel amide (G) of the present invention. The dehydrating condensing 
agent includes dicyclohexylcarbodiimlde (DCC), 1-ethyl-3-(3-dlmethylaminopropyl)carbodilmide hydrochloride 
(EDC»HCI), bromo-tris-pyrrolldino-phosnium hexafluorophosphate (PyBroP), 0-(7-a2abenzotriazol-1-yl)-1,1,3,3-te- 
tramethyluronium hexafluorophosphate (HATU). or 1 -cyclohexyl-3-methylpolystyrene-carbodlimide. The base includes 
a tertiary amine (preferably N,N-dllsopropylethylamine or triethylamlne, etc.). The Inert solvent includes lower halocar- 
bon solvents (preferably dichloromethane, dichloroethane, or chlorofonn, etc.), ethereal solvents (preferably tetrahy- 
drofuran or dioxane), nitrlle solvents (preferably acetonitrlle, etc.), or amide solvents (preferably N,N-dimethylfonma- 
mlde, etc.). In case of need, l-hydroxybenzotrlazole (HOBT), HOBT-6<arboxaamldomethyI polystyrene, or 1 -hydroxy- 
Z-azabenzotriazole (HOAT) can be used as a reactant agent. Reaction temperature ranges from about -20*»C to 50'C, 
preferably about 0°C to 40''C. 

[0196] Alternatively, the novel amide (G) of the present Invention can be obtained by amidatlon reaction using an 
acid chloride (R1COCI) and a base in an inert solvent. The base includes an alkali metal cartDonate (preferably sodium 
carbonate or potassium carbonate, etc.), an alkali metal hydrogencarbonate (preferably sodium hydrogencarbonate 
or potassium hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), 
a tertiary amine (preferably A/.A^^diisoprogylethylamine, triethylamlne, or iV-methylmorpholine. etc.). or an aromatic 
amine (preferably pyridine, imidazole, poly-{4-vinylpyridine), etc.). The inert solvent Includes lower halocarbon solvents 
(preferably dichloromethane, dichloroethane, or chlorofonn, etc.), ethereal solvents (preferably tetrahydrofuran or di- 
oxane), amide solvents (preferably /V,A^dimethylfonmamide, etc.), or aromatic solvents (preferably toluene or pyridine, 
etc.). Reaction temperature ranges from about -20»C to 50"C, preferably about 0°C to 40°C. 
[0197] The novel amide (G) of the present invention is reacted with a reducing agent in an inert solvent to provide 
the novel amine (H) of the present invention. The reducing agent includes alkali metal aluminum hydrides (preferably 
lithium aluminum hydride), alkali metal borohydrides (preferably lithium borohydride), alkali metal trialkoxyaluminum 
hydrides (preferably lithium tri-ferf-butoxyaluminum hydride), dialkylaluminum hydrides (preferably di-isobutylalumi- 
num hydride), borane. dialkylboranes (preferably di-lsoannyl borane), alkali metal trialkylboron hydrides (preferably 
rithium triethylboron hydride). The inert solvent Includes ethereal soh^ents (preferably tetrahydrofuran or dioxane) or 
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aromatic solvents (preferably toluene, etc.). Reaction temperature ranges from about -78*'C to 200^C, preferably about 
50**Cto120'C. 

[0198] Alternatively, the novel amine (H) of the present invention can be obtained by reductive amination reaction 
using aldehyde (R^CHO) and a reducing agent In an inert solvent with or without an acid. The reducing agent Includes 

5 sodium triacetoxyborohydride, sodium cyanoborohydride, sodium borohydrlde, or boran-pyridine complex, preferably 
sodium triacetoxyborohydride or sodium cyanoborohydride. The inert solvent includes lower alkyi alcohol solvents 
(preferably methanol or ethanol, etc.), lower halocarbon solvents (preferably dichloromethane, dichloroethane, or chlo- 
rofonn. etc.). ethereal solvents (preferably tetrahydrofuran or dioxane), or aromatic solvents (preferably toluene, etc.). 
The acid includes an inorganic acid (preferably hydrochloric acid or sulfuric acid) or an organic acid (preferably acetic 

10 acid). Reaction temperature ranges from about -20*»C to 120*»C, preferably about 0»C to 100"C. Also this reaction can 
be carried out under microwave conditions. 

[0199] The novel urea (I) of the present Invention can be obtained by urea reaction using an isocyanate (R^NCO) In 
an inert solvent with or without a base. The base includes an alkali metal carbonate (preferably sodium carbonate or 
potassium cariaonate, etc.), an alkali metal hydrogencarbonate (preferably sodium hydrogencart^onate or potassium 

15 hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), a tertiary 
amine (preferably A/,A/-dlisopropylethylamine, triethylamine, or A^methylmorpholine, etc.), or an aromatic amine (pref- 
erably pyridine or imidazole, etc.). The Inert solvent includes lower halocariaon solvents (preferably dtehloromethane, 
dichloroethane, or chlorofomn, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), aromatte solvents (pref- 
erably benzene or toluene, etc.), or polar solvents (preferably /V,/V-dimethylfonmamide or dimethyl sulfoxide, etc.). 

20 Reaction temperature ranges from about -20*»C to 1 20°C, preferably about 0*»C to 1 0O^C. 

[0200] The amine (F) is reacted with a isothiocyanate (R^NCS) in an Inert solvent with or without a base to provide 
the novel thiourea (J) of the present invention. The base includes an alkali metal cariDonate (preferably sodium car- 
bonate or potassium carbonate, etc.), an alkali metal hydrogencarisonate (preferably sodium hydrogencarbonate or 
potassium hydrogencarbonate. etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.). 

2S a tertiary amine (preferably A/,A/^dilsopropylethylamlne, triethylamine, or N-methylmorpholine, etc.), or an aromatic 
amine (preferably pyridine or Imidazole, etc.). The inert solvent includes lower halocarbon solvents (preferably dichlo- 
romethane, dtehloroethane, or chlorofonm, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), aromatic 
solvents (preferably benzene or toluene, etc.), or amide solvents (preferably A/,Af-dimethylfomnamlde, etc.). Reaction 
temperature ranges from about -20°C to 1 20*'C, preferably about O^C to 1 00°C. 

30 [0201] The novel urethane (K) of the present invention can be obtained by urethane reaction using R^OCOX, wherein 
X is halogen such as chloro, bromo, or iodo. In an inert solvent with or without a base. The base includes an alkali 
metal carbonate (preferably sodium cariDonate or potassium carbonate, etc.), an alkali metal hydrogencartjonate (pref- 
erably sodium hydrogencarbonate or potassium hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hy- 
droxide or potassium hydroxide, etc.). a tertiary amine (preferably A/,A^dilsopropylethylamlne. triethylamine, or /V-meth- 

35 yimorpholine, etc.), or an aromatic amine (preferably pyridine, Imidazole, or poly-(4-vinylpyridine). etc.). The Inert sol- 
vent includes lower halocartDon solvents (preferably dichloromethane, dichloroethane, or chlorofomi, etc.), ethereal 
solvents (preferably tetrahydrofuran or dioxane). aromatic solvents (preferably benzene or toluene, etc.). or polar sol- 
vents (preferably W./V-dimethylformamide or dimethyl sulfoxide, etc.). Reaction temperature ranges from about -20*»C 
to 120*»C. preferably about 0*^0 to lOO'^C. 
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[0202] Compounds of Formula (N) can be prepared as shown in Scheme 3. [4-(BenzyloxycarbonylaminoH7iethy!)- 
cyclohexyll-carbamic acid tert-butyl ester (L) Is synthesized by the method which Is described In WO 01/72710. The 
40 deprotection of Boc-group is achieved by an acid to give the amine (M). The coupling of the amine with quinoline core 
(C), which is synthesized as scheme 1 , gives 2,4-dlsubstituted amino quinoline. The deprotection of Z-group Is achieved 
by hydrogen reduction to give compounds of Fomnula (N). 
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Scheme 3 
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[0203] Compounds of Formula (P) can be prepared as shown In Scheme 4. The dicarboxylic acid of commercially 
available c/s-cyclohexane-1 ,4-dicarboxylic acid is transformed to dibenzyl carbamate by curtius rearrangement. The 
deprotection of Z-group is achieved by hydrogen reduction to give the diamine. The mono-protection of the diamine 
can be achieved by the method described in Synthetic communications, 20, 2559-2564 (1 990) to give the compound 
(O). The coupling of the amine with quinoline core (C), which is synthesized as scheme 1 , gives 2.4-dlsubstltuted amino 
quinollne. The deprotection of Boc-group Is achieved by an acid to give the amine (P). 
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[0204] The common Intermediate (V) of the novel substituted tetrahydroquinazolines can be prepared as shown in 
Scheme 5. Commercially available ethyl 2-cyclohexanonecarboxylate (Q), wherein T and p Is as defined above, Is 
transfomned to 2,4-dlhydroxytetrahydroquina2oline (R) according to the method described in EP 0604920. 2,4-Dlhy- 
droxytetrahydroquinazoline (R) Is converted to 2,4-dihalo-tetrahydroqulnazoline (S) by a halogenating agent with or 
without a base (wherein X is halogen such as chloro, bromo, or lodo). The halogenating agent includes phosphorous 
oxychloride (POCI3), phosphorous oxybromlde (POBrg), or phosphoms pentachloride {PCI5). The base includes a 
tertiary amine (preferably A/, A^diisopropylethylamlne, etc.) or an aromatic amine (preferably A/,A/-dimethyianiline, etc.). 
Reaction temperature ranges from about 100'C to 200*'C, preferably about 140*C to ISO^'C. 
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[0205] The halogen of 4-positlon of 2,4-dihaIo-tetrahydroquinazollne (S) is selectively substituted by a primary or 
secondary amine (HNR2aR2b' wherein Rga and Rgb are as defined above) with or without a base In an Inert solvent to 
provide the corresponding 4-substrtued amino adduct (T). The base includes an alkali metal carbonate (preferably 
sodium carbonate or potassium carbonate, etc.). an alkali metal hydroxide (preferably sodium hydroxide, etc.), or a 
tertiary amine (preferably A/,/V-diisopropylethylamine, triethylamine, or W-methylmorpholine, etc.). The inert solvent 
includes lower alkyl alcohol solvents (preferably methanol, ethanol, 2-propanol, or butanol, etc.), ethereal solvents 
(preferably tetrahydrofuran or dloxane, etc.), or amide solvents (preferably /V,A/-dlmethylfonmamlde or 1 -methyl-pyrro- 
lidin-2-one, etc.). Reaction temperature ranges from about O^C to 2O0''C, preferably about 10*'C to 150*'C. 
[0206] In turn, this Is substituted by the mono-protected diamine (D) . wherein R3. R4, A. and B are as defined above 
and P Is a protective group, with or without a base in an Inert solvent to provide 2,4-disubstituted amino tetrahydro- 
quinazollne (U). The base includes an alkali metal carbonate (preferably sodium carbonate or potassium carbonate, 
etc.), an alkali metal hydroxide (preferably sodium hydroxide, etc.), or a tertiary amine (preferably A/,Af-dllsopropylethyl- 
amine, triethylamine, or A/^methylmorpholine, etc.). The inert solvent includes lower alkyl alcohol solvents (preferably 
methanol, ethanol, 2-propanol, or butanol, etc.) or amide solvents (preferably A/,A/-dimethylfomnamide or 1-methyl- 
pyrrolidin-2-one, etc.). Reaction temperature ranges from about 50«C to 200''C, preferably about 80*C to 150*»C. Also 
this reaction can be carried out under microwave conditions. 

[0207] The deprotection of the protective group leads to the common intenmedlate (V) of the novel substituted tet- 
rahydroquinazolines. 
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[0208] The conversion of the common Intemnediate (V) to the novel substituted tetrahydroquinazolines (W-A') of the 
present invention is outlined in Scheme 6. 

[0209] The amine (V) is reacted with a carboxyllc acid (RiCOgH) and a dehydrating condensing agent in an inert 
solvent with or without a base to provide the novel amide (W) of the present invention. The dehydrating condensing 
agent includes dicyclohexytearbodiimide (DCC), 1-ethyl-3-(3-dimethylaminopropyl)carbodiimide hydrochloride 
(EDC»HCI), bromo-tris-pyrrolidino-phosnium hexafluorophosphate (PyBroP), 0(7-azabenzotriazol-1-yl)-1,1,3,3-te- 
tramethyluronium hexafluorophosphate (HATU), or 1 -cyclohexyl-3-methylpolystyrene-carbodlimide. The base includes 
a tertiary amine (preferably A/,A/-diisopropylethylamine or triethylamine, etc.). The Inert solvent includes lower halocar- 
bon solvents (preferably dichloromethane, dfchloroethane, or chloroform, etc.), ethereal solvents (preferably tetrahy- 
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drofuran or dioxane), nitrile solvents {preferably acetonltrile, etc.), or amide solvents (preferably /V,A/-dimethylforma- 
mlde, etc.). In case of need, 1 -hydroxybenzotriazole (HOST). HOBT-6-carboxaamidomethyl polystyrene, or 1 -hydroxy- 
7-azabenzotria2ole (HOAT) can be used as a reactant agent. Reaction temperature ranges from about -20*C to 50*»C, 
preferably about O^^C to 40°C. 

5 [0210] Alternatively, the novel amide (W) of the present invention can be obtained by amidation reaction using an 
acid chloride (R^COCI) and a base in an inert solvent. The base includes an alkali metal carbonate (preferably sodium 
carbonate or potassium carbonate, etc.), an alkali metal hydrogencarbonate (preferably sodium hydrogencarbonate 
or potassium hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), 
a tertiary amine (preferably W,Af-diisopropylethylamine, triethylamine, or Af-methylmorpholine, etc.), or an aromatic 

10 amine (preferably pyridine, imidazole, poly-(4-vinylpyridine), etc.). The inert solvent includes lower halocarbon solvents 
(preferably dichloromethane, dichloroethane, or chlorofomn, etc.), ethereal solvents (preferably tetrahydrofuran or di- 
oxane), amide solvents (preferably W,A*^dimethylfonnamide, etc.), or aromatic solvents (preferably toluene or pyridine, 
etc.). Reaction temperature ranges from about -20'C to 50*C, preferably about O'C to 40**C. 
[0211] The novel amide (W) of the present invention is reacted with a reducing agent In an inert solvent to provide 

15 the novel amine (X) of the present invention. The reducing agent includes alkali metal aluminum hydrides (preferably 
lithium aluminum hydride), alkali metal borohydrldes (preferably lithium borohydride), alkali metal trialkoxyaluminum 
hydrides (preferably Irthium trl-ferf-butoxyaluminum hydride), dialkylalumlnum hydrides (preferably dl-isobutylalumi- 
num hydride), borane, dialkylboranes (preferably di-lsoamyl borane), alkali metal trialkylboron hydrides (preferably 
lithium triethylboron hydride). The inert solvent includes ethereal solvents (preferably tetrahydrofuran or dioxane) or 

20 aromatic solvents (preferably toluene, etc.). Reaction temperature ranges from about -78'C to 200*'C. preferably about 
50»C to120*»C. 

[0212] Altematively, the novel amine (X) of the present invention can be obtained by reductive amination reaction 
using aldehyde (R^CHO) and a reducing agent in an inert solvent with or without an acid. The reducing agent includes 
sodium triacetoxyborohydride, sodium cyanoborohydride, sodium borohydride, or boran-pyridine complex, preferably 

25 sodium triacetoxyborohydride or sodium cyanoborohydride. The inert solvent Includes lower alkyi alcohol solvents 
(preferably methanol or ethanol, etc.), lower halocarbon solvents (preferably dichloromethane, dichloroethane, or chlo- 
roforni, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), or aromatic solvents (preferably toluene, etc.). 
The acid includes an inorganic acid (preferably hydrochloric acid or sulfuric acid) or an organic acid (preferably acetic 
acid). Reaction temperature ranges from about -20°C to 120°C, preferably about 0°C to 1 00"C. Also this reaction can 

30 be carried out under microwave conditions. 

[0213] The novel urea (Y) of the present Invention can be obtained by urea reaction using an isocyanate (R1NCO) 
in an Inert solvent with or without a base. The base includes an alkali metal cart)onate (preferably sodium cartjonate 
or potassium cartjonate, etc.), an alkali metal hydrogencartjonate (preferably sodium hydrogencartDonate or potassium 
hydrogencariDonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), a tertiary 

35 amine (preferably A/,A/-diisopropylethylamine, triethylamine. or A/-methylmorphoIine, etc.), or an aromatic amine (pref- 
erably pyridine or Imidazole, etc.). The Inert solvent Includes lower halocariDon solvents (preferably dichloromethane, 
dichloroethane, or chlorofomn, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), aromatic solvents (pref- 
erably benzene or toluene, etc.), or polar soh/ents (preferably /V./V-dlmethylfomiamide or dimethyl sulfoxide, etc.). 
Reaction temperature ranges from about -20'»C to 120*»C, preferably about 0°C to 100*C. 

40 [0214] The amine (V) is reacted with a isothlocyanate (R^NCS) in an inert solvent with or without a base to provide 
the novel thiourea (Z) of the present Invention. The base includes an alkali metal cariDonate (preferably sodium car- 
bonate or potassium cartDonate, etc.), an alkali metal hydrogencarbonate (preferably sodium hydrogencartDonate or 
potassium hydrogencarbonate, etc.). an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), 
a tertiary amine (preferably /V,/V-diisopropylethylamlne, triethylamine, or N-methylmorphoIlne, etc.), or an aromatic 

45 amine (preferably pyridine or imidazole, etc.). The inert solvent includes lower halocarbon solvents (preferably dichlo- 
romethane, dichloroethane, or chloroform, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), aromatto 
solvents (preferably benzene or toluene, etc.), or amide solvents (preferably A/,A^dimethylfomnamide. etc.). Reaction 
temperature ranges from about -20^C to 120**C. preferably about 0«C to 100^C. 

[0215] The novel urethane (A') of the present invention can be obtained by urethane reaction using R1OCOX, wherein 
so X Is halogen such as chloro, bromo, or iodo, in an inert solvent with or without a base. The base includes an alkali 
metal cart)onate (preferably sodium carbonate or potassium carbonate, etc.), an alkali metal hydrogencart)onate (pref- 
erably sodium hydrogencarbonate or potassium hydrogencariDonate, etc.). an alkali hydroxide (preferably sodium hy- 
droxide or potassium hydroxide, etc.), a tertiary amine (preferably /V,/S/-diisopropylethyIamine, triethylamine, or N-meth- 
ylmorpholine, etc.), or an aromatic amine (preferably pyridine, imidazole, or poly-(4-vinylpyridine), etc.). The inert sol- 
55 vent includes lower halocarbon solvents (preferably dichloromethane, dichloroethane, or chloroform, etc.), ethereal 
solvents (preferably tetrahydrofuran or dioxane), aromatic solvents (preferably benzene or toluene, etc.). or polar sol- 
vents (preferably W,A/-dimethylfomiamide or dimethyl sulfoxide, etc.). Reaction temperature ranges from about -20**C 
to 120»C. preferably about O^C to 100*C. 
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[0216] Compounds of Formula (B') can be prepared as shown in Scheme 7. The coupling of the amine (M), which 
is synthesized as scheme 3, with tetrahydroqulnazoline core (T), which is synthesized as scheme 5, gives 2,4-disub- 
stituted amino tetrahydroquinazoline. The deprotectlon of Z-group is achieved by hydrogen reduction to give com- 
pounds of Fonnuia (B'). 
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[0217] Compounds of Formula {C) can be prepared as shown in Scheme 8. The coupling of the amine (O), which 
is synthesized as scheme 4, with tetrahydroquinazoline core (T), which is synthesized as scheme 5, gives 2,4-disub- 
stituted amino tetrahydroquinazoline. The deprotectlon of Boc-group is achieved by an acid to give the amine (C). 
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[0218] The common intermediate (H") of the novel substituted pyrimidlnes can be prepared as shown in Scheme 9, 
45 Commercially available substituted uracil (D') , wherein T and p Is as defined above, Is converted to substituted 2,4-di- 
halo- pyrlmldines (E'] by a halogenating agent with or without a base (wherein X is halogen such as chloro, bromo, or 
iodo). The halogenating agent includes phosphorous oxychloride (POCI3), phosphorous oxybromlde (POBrg), or phos- 
phorus pentachloride (PCI5). The base includes a tertiary amine (preferably A/,A/-dlisopropylethylamine, etc.) or an 
aromatic amine (preferably A/,A/-dimethylanlline, etc.). Reaction temperature ranges from about 100**C to 200*C, pref- 
50 erably about 1 40*'C to 1 80°C. 

[0219] The halogen of 4-positlon of substituted 2,4-dihalo-pyrimidines (E') is selectively substituted by a primary or 
secondary amine (HNRgaRgb' wherein Rga and R2b are as defined above) with or without a base in an inert solvent to 
provide the corresponding 4-substitued amino adduct (F'). The base includes an alkali metal carbonate (preferably 
sodium carbonate or potassium carbonate, etc.). an alkali metal hydroxide (preferably sodium hydroxide, etc.), or a 
55 tertiary amine (preferably A/,W-diisopropylethylamine, triethylamine, or A^methylmorpholine, etc.). The Inert solvent 
includes lower alkyi alcohol solvents (preferably methanol, ethanol, 2-propanol, or butanol, etc.), ethereal solvents 
(preferably tetrahydrofuran or dioxane, etc.), or amide solvents (preferably /V.A/-dlmethylfonnamide or 1 -methyl-pyrro- 
lidln*2-one, etc.). Reaction temperature ranges from about O'^C to 200<'C, preferably about lO^'C to ISO^'C. 
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[0220] In turn, this is substituted by the mono-protected diannine (D) , wherein R3, R4, A, and B are as defined above 
and P is a protective group, with or without a base in an Inert solvent to provide 2,4-disubstltuted amino pyrimidlnes 
(G*). The base includes an alltali metal carbonate (preferably sodium carbonate or potassium carbonate, etc.), an alkali 
metal hydroxide (preferably sodium hydroxide, etc.). or a tertiary amine (preferably A/,A/-diisopropylethylamine. triethyl- 
amine, or A/^ethylmorpholine, etc.). The inert solvent includes lower alkyl alcohol solvents (preferably methanol, eth- 
anol, 2-propanol, or butanol, etc.) or amide solvents (preferably A/.W-dimethylfomnamide or 1 -methyl-pyrrolidin-2-one. 
etc.). Reaction temperature ranges from about 50«C to 200''C, preferably about 80'C to 150*»C. Also this reaction can 
be carried out under microwave conditions. 

[0221] The deprotection of the protective group leads to the common intemnedlate (H*) of the novel substituted py- 
rimidlnes. 
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[0222] The conversion of the common Intennediate (H') to the novel substituted pyrimidines (I'-W) of the present 
invention is outlined in Scheme 10. 

[0223] The amine (H') is reacted with a carboxylic acid (R^COaH) and a dehydrating condensing agent in an inert 
solvent with or without a base to provide the novel amide (1' ) of the present invention. The dehydrating condensing 
agent includes dicyclohexylcarbodilmide (DCC), 1-ethyl-3-(3-dimethylaminopropyl)carbodiimide hydrochloride 
(EDC*HCI), bromo-tris-pyrrolidino-phosnium hexafluorophosphate (PyBroP). 0-(7-azabenzotriazol-1-yl)-1,1,3,3-te- 
tramethyluronium hexafluorophosphate (HATU), or 1 Hcyclohexyl-3-methylpolystyrene-carbodiimide. The base Includes 
a tertiary amine (preferably A/,W-diisopropylethylamine or triethylamine, etc.). The Inert solvent includes lower halocar- 
bon solvents (preferably dichloromethane, dichloroethane, or chloroform, etc.), ethereal solvents (preferably tetrahy- 
drofuran or dioxane), nitrile solvents (preferably acetonitrile, etc.), or amide solvents (preferably N,A/-dimethylfonma- 
mide, etc.). In case of need, 1 -hydroxybenzotrlazole (HOST), HOBT-6-carboxaamidomethyl polystyrene, or 1 -hydroxy- 
7-azabenzotriazole (HOAT) can be used as a reactant agent. Reaction temperature ranges from about -20*'C to 50*C, 
preferably about 0^*0 to AO'^C. 

[0224] Alternatively, the novel amide (I') of the present Invention can be obtained by amidation reaction using an acid 
chloride (RiCOCI) and a base in an inert solvent. The base Includes an alkali metal carbonate (preferably sodium 
carbonate or potassium carbonate, etc.). an alkali metal hydrogencarbonate (preferably sodium hydrogencarbonate 
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or potassium hydrogencarbonate, etc.)» an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), 
a tertiary amine (preferably N,A/Ldllsoprogylethylamine, triethylamlne. or W-methylmorpholine, etc.), or an aromatic 
amine (preferably pyridine, imidazole, poly-(4-vinylpyridine), etc.). The inert solvent includes lower halocarbon solvents 
(preferably dichloromethane, dichloroethane, or chlorofonm, etc.). ethereal solvents (preferably tetrahydrofuran or di- 

5 oxane), amide solvents (preferably W, Af-dimethylfomnamide, etc.), or aromatic solvents (preferably toluene or pyridine, 
etc.). Reaction temperature ranges from about -20'*C to 50°C, preferably about 0*'C to 40*^0. 
[0225] The novel amide (!') of the present invention is reacted with a reducing agent In an inert solvent to provide 
the novel amine (J') of the present invention. The reducing agent includes alkali metal aluminum hydrides (preferably 
lithium aluminum hydride), alkali metal borohydrides (preferably lithium borohydride), alkali metal trialkoxyaluminum 

10 hydrides (preferably lithium trl-ferf-butoxyalumlnum hydride), dialkylaluminum hydrides (preferably di-lsobutylalumi- 
num hydride), borane, dialkylboranes (preferably di-isoamyl borane), alkali metal trialkylboron hydrides (preferably 
lithium triethylboron hydride). The Inert solvent includes ethereal solvents (preferably tetrahydrofuran or dioxane) or 
aromatic solvents (preferably toluene, etc.). Reaction temperature ranges from about -78"C to 200**C, preferably about 
SO^'C to 120''C. 

15 [0226] Alternatively, the novel amine (J') of the present invention can be obtained by reductive amination reaction 
using aldehyde (RiCHO) and a reducing agent in an inert solvent with or without an acid. The reducing agent Includes 
sodium triacetoxyborohydride, sodium cyanoborohydride, sodium borohydride, or boran-pyridine complex, preferably 
sodium triacetoxyborohydride or sodium cyanoborohydride. The inert solvent includes lower alkyi alcohol solvents 
(preferably methanol or ethanol. etc.), lower halocari^on solvents (preferably dichloromethane, dichloroethane, or chlo- 

20 rofomi, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), or aromatic solvents (preferably toluene, etc.). 
The acid includes an inorganic acid (preferably hydrochloric acid or sulfuric acid) or an organic acid (preferably acette 
acid). Reaction temperature ranges from about -aO'C to 1 20*»C, preferably about O'C to 1 00'»C. Also this reaction can 
be carried out under microwave conditions. 

[0227] The novel urea (K') of the present invention can be obtained by urea reaction using an isocyanate (R^NCO) 
25 in an inert solvent with or without a base. The base includes an alkali metal cartDonate (preferably sodium carbonate 
or potassium cartjonate, etc.), an alkali metal hydrogencartDonate (preferably sodium hydrogencartsonate or potassium 
hydrogencartaonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), a tertiary 
amine (preferably A/,A/-dilsopropylethylamine, triethylamine, or A/-methylmorpholine, etc.), or an aromatic amine (pref- 
erably pyridine or imidazole, etc.). The inert solvent includes lower halocartDon solvents (preferably dichloromethane, 
30 dichloroethane, or chlorofomn, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), aromatic solvents (pref- 
erably benzene or toluene, etc), or polar solvents (preferably A/,A^dlmethylfonnamide or dimethyl sulfoxide, etc.). 
Reaction temperature ranges from about -20*»C to 120^C. preferably about 0*^0 to lOO^C. 

[0228] The amine (H') Is reacted with a isothlocyanate (R^NCS) in an inert solvent with or without a base to provide 
the novel thiourea (L') of the present invention. The base includes an alkali metal carbonate (preferably sodium car- 

35 bonate or potassium cartDonate, etc.), an alkali metal hydrogencarbonate (preferably sodium hydrogencart>onate or 
potassium hydrogencartjonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), 
a tertiary amine (preferably A^./V^dilsopropylethylamine, triethylamine, or A^-methylmorphollne, etc.), or an aromatic 
amine (preferably pyridine or imidazole, etc.). The inert solvent Includes lower halocarbon solvents (preferably dichlo- 
romethane, dtehloroethane, or chloroform, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), aromatic 

40 solvents (preferably benzene or toluene, etc.), or amide solvents (preferably /S/,A/-dimethylformamide, etc.). Reaction 
temperature ranges from about -20*C to 120*»C, preferably about 0"C to 100*C. 

[0229] The novel urethane (M*) of the present invention can be obtained by urethane reaction using R1OCOCI, where- 
in X is halogen such as chloro, bromo, or lodo, in an inert solvent with or without a base. The base includes an alkali 
metal carbonate (preferably sodium cartsonate or potassium carbonate, etc.), an alkali metal hydrogencart)onate (pref- 

45 erably sodium hydrogencarbonate or potassium hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hy- 
droxide or potassium hydroxide, etc.), a tertiary amine (preferably N.N-diisopropylethylamine, triethylamine, or Af-meth- 
ylmorphoiine, etc.), or an aromatic amine (preferably pyridine, Imidazole, or poly-(4-vinylpyridine), etc.). The inert sol- 
vent includes lower halocart)on solvents (preferably dichloromethane, dichloroethane, or chlorofomn, etc.), ethereal 
solvents (preferably tetrahydrofuran or dioxane), aromatte solvents (preferably benzene or toluene, etc.), or polar sol- 

50 vents (preferably A/,/\/-dimethylfon7iamide or dimethyl sulfoxide, etc.). Reaction temperature ranges from about -20'C 
to 120'*C. preferably about 0*»C to 100**C. 
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Scheme 10 
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[0230] Compounds of Formula (N*) can be prepared as shown in Scheme 11 . The coupling of the amine (M), which 
is synthesized as scheme 3, with pyrlmidine core (P), which is synthesized as scheme 9, gives 2,4-disubstltuted amino 
pyrimidine. The deprotection of Z-group is achieved by hydrogen reduction to give compounds of Formula (N"). 



45 



so 



55 



149 



10 



IS 



20 



25 



30 



S5 



40 



45 



EP1464335 A2 
Scheme 11 
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[0231] Compounds of Formula (O') can be prepared as shown in Scheme 12. The coupling of the amine (O), which 
is synthesized as scheme 4. with pyrimidlne core (F), which is synthesized as scheme 9, gives 2,4-disubstituted amino 
pyrimidine. The deprotection of Boc-group is achieved by an acid to give the amine (O"). 
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[0232] The common intenmediate (S') of the novel substituted quinollnes can be prepared as shown in Scheme 13. 
Commercially available substituted 2-hydroxy-quinollne (P') , wherein Rg, T and p is as defined above, is converted 
to 2-halo-quinolines (Q') by a halogenating agent with or without a base (wherein X is halogen such as chloro, bromo, 
or iodo). The halogenating agent includes phosphorous oxychlorlde (POCIa), phosphorous oxybromide (POBrg). or 
50 phosphorus pentachloride (PCI5). The base includes a tertiary amine (preferably A/,A^diisopropylethylamine, etc.) or 
an aromatic amine (preferably A/,A/-dimethylaniline, etc.). Reaction temperature ranges from about 100*'C to 200*'C, 
preferably about 140**C to 180'C. 

[0233] The halide (Q') is substituted by the mono-protected diamine (D) , wherein R3, R4. A» and B are as defined 
above and P is a protective group, with or without a base in an inert solvent to provide 2-substituted amino quinoline 
S5 (R'). The base includes an alkali metal carbonate (preferably sodium carbonate or potassium carbonate, etc.), an allcall 
metal hydroxide (preferably sodium hydroxide, etc.), or a tertiary amine (preferably A/, A/-diisopropyIethylamine, triethyl- 
amine, or N-methylmorpholine, etc.). The inert solvent includes lower alkyi alcohol solvents (preferably methanol, eth- 
anol. 2-propanol, or butanol, etc.) or amide solvents (preferably A/,W-dimethylfomiamide or 1-methyl-pyrrolidin-2-one, 
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etc.). Reaction temperature ranges from about 50**C to 200*C, preferably about 80*»C to 150°C. Also this reaction can 
be carried out under microwave conditions. 

[0234] The deprotection of the protective group leads to the common Intermediate (S') of the novel substituted qul- 
nolines. 
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[0235] The conversion of the common intemiedlate (S*) to the novel substituted quinolines (T'-X') of the present 
Invention is outlined in Scheme 14. 

[0236] The amine (S ) is reacted with a carboxylic acid (R^COgH) and a dehydrating condensing agent in an inert 
solvent with or without a base to provide the novel amide (T) of the present Invention. The dehydrating condensing 
agent includes dicyclohexylcarbodilmide (DCC), 1-ethyl-3-(3-dimethylaminopropyl)carbodiimide hydrochloride 
(EDC*HCI), bromo-tris-pyn^lldlno-phosnlum hexafluorophosphate (PyBroP), 0-(7-a2abenzotriazol-1-yl)-1,1,3,3-te- 
tramethyluronium hexafluorophosphate (HATU), or 1 -cyclohexyi-3-methylpolystyrene-carbodilmide. The base Includes 
a tertiary amine (preferably A/,/V-diisopropylethylamine ortriethylamine, etc.). The inert solvent includes lower halocar- 
bon solvents (preferably dichloromethane, dichloroethane, or chlorofomi, etc.), ethereal solvents (preferably tetrahy- 
drofuran or dioxane), nitrile solvents (preferably acetonitrile, etc.), or amide solvents (preferably A/,A/-dimethylfomia- 
mide, etc.). In case of need, 1 -hydroxybenzotrlazole (HOBT), HOBT-6-carboxaamidomethyl polystyrene, or 1 -hydroxy- 
7-azabenzotria2ole (HOAT) can be used as a reactant agent. Reaction temperature ranges from about -20'C to 50*C, 
preferably about C'C to AC'C. 

[0237] Altematively, the novel amide (T) of the present invention can be obtained by amidation reaction using an 
acid chloride (R^COCi) and a base in an inert solvent. The base includes an alkali metal carbonate (preferably sodium 
carbonate or potassium carbonate, etc.). an alkali metal hydrogencarbonate (preferably sodium hydrogencarbonate 
or potassium hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), 
a tertiary amine (preferably A/,/V-diisopropylethylamine, triethylamine, or A/-methylmorpholine, etc.), or an aromatic 
amine (preferably pyridine, imidazole, poly-(4-vinylpyrldine), etc.). The inert solvent includes lower halocarbon solvents 
(preferably dichloromethane, dichloroethane, or chloroform, etc.), ethereal solvents (preferably tetrahydrof uran or di- 
oxane), amide solvents (preferably W,A^dimethylfonnamlde, etc.), or aromatic solvents (preferably toluene or pyridine, 
etc.). Reaction temperature ranges from about -20''C to SC'C, preferably about O^'C to 40'C. 
[0238] The novel amide (T) of the present invention is reacted with a reducing agent in an Inert solvent to provide 
the novel amine (U') of the present invention. The reducing agent includes alkali metal aluminum hydrides (preferably 
lithium aluminum hydride), alkali metal borohydrides (preferably lithium borohydride), alkali metal trialkoxyaluminum 
hydrides (preferably lithium tri-rerf-butoxyaluminum hydride), dialkylaluminum hydrides (preferably di-isobutylalumi- 
num hydride), borane. dialkylboranes (preferably di-isoamyl borane), alkali metal trialkylboron hydrides (preferably 
lithium triethylboron hydride). The inert solvent includes ethereal solvents (preferably tetrahydrofuran or dioxane) or 
aromatic solvents (preferably toluene, etc.). Reaction temperature ranges from about -78«C to 200**C. preferably about 
50**Cto 120*»C. 

[0239] Altematively, the novel amine (U*) of the present invention can be obtained by reductive amination reaction 
using aldehyde (R^CHO) and a reducing agent In an inert solvent with or without an acid. The reducing agent includes 
sodium triacetoxyborohydride, sodium cyanoborohydride, sodium borohydride, or boran-pyridine complex, preferably 
sodium triacetoxyborohydride or sodium cyanoborohydride. The inert solvent Includes lower alkyi alcohol solvents 
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(preferably methanol or ethanol, etc.), lower halocarbon solvents (preferably dlchloromethane, dichloroethane, or chlo- 
roform, etc,), ethereal solvents (preferably tetrahydrofuran or dioxane). or aromatic solvents (preferably toluene, etc.). 
The acid includes an Inorganic add (preferably hydrochloric acid or sulfuric acid) or an organic acid (preferably acetic 
acid). Reaction temperature ranges from about -20«C to 1 ZO'^C, preferably about 0«C to 1 00-C. Also this reaction can 

5 be carried out under microwave conditions. 

[0240] The novel urea (V) of the present invention can be obtained by urea reaction using an isocyanate (RiNCO) 
in an Inert solvent with or without a base. The base Includes an alkali metal carbonate (preferably sodium carbonate 
or potassium carbonate, etc.), an alkali metal hydrogencartDonate (preferably sodium hydrogencarbonate or potassium 
hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.). a tertiary 

10 amine (preferably A/,A/-diisopropylethylamine, triethylamlne, or Af-methylmorpholine, etc.), or an aromatic amine (pref- 
erably pyridine or imidazole, etc.). The inert solvent includes lower halocartDon solvents (preferably dlchloromethane, 
dichloroethane, or chloroform, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), aromatic solvents (pref- 
erably benzene or toluene, etc.), or polar solvents (preferably /V,/V-dimethylfonmamlde or dimethyl sulfoxide, etc.). 
Reaction temperature ranges from about -20*»C to 120*»C, preferably about 0*»C to lOO^'C. 

IS [0241] The amine (S') is reacted with a isothiocyanate (R^NCS) in an inert solvent with or without a base to provide 
the novel thiourea (W') of the present Invention. The base includes an alkali metal carbonate (preferably sodium car- 
bonate or potassium carbonate, etc.), an alkali metal hydrogencarbonate (preferably sodium hydrogencarbonate or 
potassium hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), 
a tertiary amine (preferably A/,/S/^diisopropylethylamine, triethylamine, or A^methylmorphollne, etc.), or an aromatic 

20 amine (preferably pyridine or imidazole, etc.). The inert solvent includes lower halocarbon solvents (preferably dlchlo- 
romethane, dichloroethane, or chlorofonn, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane). aromatte 
solvents (preferably benzene or toluene, etc.), or amide solvents (preferably A/,W-dimethylformamide, etc.). Reaction 
temperature ranges from about -20''C to 120*»C, preferably about O^C to 100'C. 

[0242] The novel urethane (X*) of the present invention can be obtained by urethane reaction using R^OCOCI, where- 

25 in X Is halogen such as chloro, bromo, or lodo, in an inert solvent with or without a base. The base Includes an alkali 
metal carbonate (preferably sodium carbonate or potassium carbonate, etc.), an alkali metal hydrogencarbonate (pref- 
erably sodium hydrogencarbonate or potassium hydrogencartjonate, etc.), an alkali hydroxide (preferably sodium hy- 
droxide or potassium hydroxide, etc.), a tertiary amine (preferably A/,/V-diisopropylethylamine, triethylamlne, or /V-meth- 
ylmorpholine, etc.), or an aromatic amine (preferably pyridine, imidazole, or poly-(4-vinylpyridine), etc.). The inert sol- 

30 vent includes lower halocarbon solvents (preferably dichloromethane, dichloroethane, or chlorofonn, etc.), ethereal 
solvents (preferably tetrahydrofuran or dioxane), aromatic solvents (preferably benzene or toluene, etc.), or polar sol- 
vents (preferably /S/,A/-dimethylfomiamide or dimethyl sulfoxide, etc.). Reaction temperature ranges from about -20*C 
to 120*C, preferably about 0*'C to 100"C. 
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[0243] Compounds of Formula (Y") can be prepared as shown in Scheme 1 5. The coupling of the amine (M), which 
40 is synthesized as scheme 3, with quinoline core (Q'), which is synthesized as scheme 13, gives 2-substituted amino 
quinoline. The deprotection of Z-group is achieved by hydrogen reduction to give compounds of Formula (V). 
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Scheme 15 




[0244] Compounds of Formula (Z') can be prepared as shown In Scheme 16. The coupling of the amine (O), which 
is synthesized as scheme 4, with quinollne core (Q'), which is synthesized as scheme 13, gives 2-substltuted amino 
quinotine. The deprotection of Boc-group is achieved by an acid to give the amine (Z*). 



Scheme 16 




[0245] The common Intermediate (D") of the novel substituted pyrlmldines can be prepared as shown In Scheme 
17. Commercially available substituted 2-hydroxy-pyrimidines (A") , wherein R2, T and p Is as defined above, is con- 
verted to 2-halo-pyrimidines (B") by a halogenating agent with or without a base (wherein X is halogen such as chioro. 
bromo, or iodo). The halogenating agent Includes phosphorous oxychloride (POCI3), phosphorous oxybromide 
(POBrg), or phosphorus pentachloride (PCI5). The base includes a tertiary amine (preferably A/./V-dlisopropylethyl- 
amine, etc.) or an aromatic amine (preferably A/.Af-dlmethylaniline, etc.). Reaction temperature ranges from about 
100'C to 200'*C, preferably about 140*C to 180"C. 

[0246] The halide (B") Is substituted by the mono-protected diamine (D) , wherein R3, R4, A, and B are as defined 
above and P is a protective group, with or without a base in an inert solvent to provide 2-substltuted amino pyrimldlne 
(C"). The base Includes an alkali metal carbonate (preferably sodium carbonate or potassium carbonate, etc.), an alkali 
metal hydroxide (preferably sodium hydroxide, etc.), or a tertiary amine (preferably A/.N-diisopropylethylamine, triethyl- 
amlne, or Af-methylmorpholine, etc.). The inert solvent includes lower alkyi alcohol soh^ents (preferably methanol, eth- 
anol, 2-propanol, or butanol. etc.) or amide solvents (preferably A/,/V-dimethylformamlde or 1 -methyl-pyrrolldln-2-one, 
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etc.). Reaction temperature ranges from about SO^'C to 200''C, preferably about SO^'C to 150*^0. Also this reaction can 
be canled out under microwave conditions. 

[0247] The deprotection of the protective group leads to the common Intermediate (D*') of the novel substituted py- 
rimidines. 




[0248] The conversion of the common Intermediate (D") to the novel substituted pyrimidines (E"-r) of the present 
Invention Is outlined in Scheme 18. 

[0249] The amine (D") is reacted with a carboxylic acid (R^COaH) and a dehydrating condensing agent In an inert 
solvent with or without a base to provide the novel amide (E") of the present Invention. The dehydrating condensing 
agent includes dicyclohexylcarbodlimide (DCC), 1-ethyl-3-(3-dimethylamlnopropyl)carbodlimide hydrochloride 
(EDC»HCI), bromo-tris-pyrroildino-phosnlum hexafluorophosphate (PyBroP), 0-(7-azabenzotriazol-1-yl)-1,1,3,3-te- 
tramethyluronium hexafluorophosphate (HATU), or 1 -cyclohexyl-3-methylpolystyrene-carbodiimide. The base Includes 
a tertiary amine (preferably A/,/V-dlisopropylethylamine or triethylamine, etc.). The inert solvent Includes lower halocar- 
bon solvents (preferabty dichloromethane, dichloroethane, orchlorofomn, etc.), ethereal solvents (preferably tetrahy- 
drofuran or dioxane), nitrlle solvents (preferably acetonitrile, etc.), or amide solvents (preferabty A/,A/-dlmethylfomna- 
mide, etc.). In case of need, 1 -hydroxybenzotriazole (HOBT), HOBT-6-carboxaamidomethyl polystyrene, or 1 -hydroxy- 
7-azabenzotriazole (HOAT) can be used as a reactant agent. Reaction temperature ranges from about •20*'C to 50°C, 
preferably about 0**C to 40°C. 

[0250] Alternatively, the novel amide (E") of the present Invention can be obtained by amidation reaction using an 
acid chloride (R^COCI) and a base In an Inert solvent. The base Includes an alkali metal carbonate (preferably sodium 
carbonate or potassium carbonate, etc.), an all<all metal hydrogencarbonate (preferably sodium hydrogencarbonate 
or potassium hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), 
a tertiary amine (preferably /V,/V-dlisopropylethylamlne, triethylamine, or A^methylmorpholine, etc.), or an aromatte 
amine (preferably pyridine, imidazole, poly-(4-vinylpyridlne), etc.). The Inert solvent includes lower halocarbon solvents 
(preferably dichloromethane, dichloroethane, or chlorofomn, etc.), ethereal solvents (preferably tetrahydrofuran or di- 
oxane), amide solvents (preferably /S/,A/-dlmethylfonnamlde. etc.), or aromatic solvents (preferably toluene or pyridine, 
etc.). Reaction temperature ranges from about -20''C to SC'C, preferably about 0*^0 to 40^*0. 
[0251] The novel amide (E") of the present invention is reacted with a reducing agent in an Inert solvent to provide 
the novel amine (F") of the present invention. The reducing agent includes alkali metal aluminum hydrides (preferably 
lithium aluminum hydride), alkali metal borohydrides (preferably lithium borohydrlde), alkali metal trialkoxyaluminum 
hydrides (preferably lithium tri-tert-butoxyaluminum hydride), dialkylaluminum hydrides (preferably dl-isobutylalumi- 
num hydride), borane, dialkylboranes (preferably di-isoamyl borane), alkali metal trialkylboron hydrides (preferably 
lithium triethylboron hydride). The Inert solvent includes ethereal solvents (preferably tetrahydrofuran or dioxane) or 
aromatic solvents (preferably toluene, etc.). Reaction temperature ranges from about -IS'^C to 200^*0. preferably about 
50*»C to 120*'C. 

[0252] Altematively, the novel amine (P) of the present invention can be obtained by reductive amination reaction 
using aldehyde (R^CHO) and a reducing agent in an Inert solvent with or without an acid. The reducing agent includes 
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sodium triacetoxyborohydride, sodium cyanoborohydride, sodium borohydride, or boran-pyridine complex, preferably 
sodium triacetoxyborohydride or sodium cyanoborohydride. The Inert solvent includes lower alkyi alcohol solvents 
(preferably methanol or ethanol, etc.), lower halocarbon solvents (preferably dichloromethane, dichloroethane, orchlo- 
rofomn, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), or aromatic solvents (preferably toluene, etc). 
5 The acid includes an Inorganic acid (preferably hydrochloric acid or sulfuric acid) or an organic acid (preferably acetic 
acid). Reaction temperature ranges from about -20''C to 1 20**C, preferably about 0°C to 1 0O^C. Also this reaction can 
be carried out under microwave conditions. 

[0253] The novel urea (G**) of the present invention can be obtained by urea reaction using an Isocyanate (R^ NCO) 
in an inert solvent with or without a base. The base includes an alkaii metal carbonate (preferably sodium carbonate 

10 or potassium carbonate, etc.), an alkali metal hydrogencarbonate (preferably sodium hydrogencarbonate or potassium 
hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), a tertiary 
amine (preferably A/,A/-diisopropylethylamine, thethylamine, or A/-methylmorpholine, etc.), or an aromatic amine (pref- 
erably pyridine or imidazole, etc.). The inert solvent includes lower halocarbon soh/ents (preferably dichloromethane, 
dichloroethane, orchiorofomri, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), aromatic solvents (pref- 

15 erably benzene or toluene, etc.), or polar solvents (preferably /V,A/'dimethylfomnamide or dimethyl sulfoxide, etc.). 
Reaction temperature ranges from about -20''C to 120*^0, preferably about 0*^0 to 100°C. 

[0254] The amine (D") is reacted with a isothiocyanate (R^NCS) in an inert solvent with or without a base to provide 
the novel thiourea (H") of the present invention. The base includes an alkali metal carbonate (preferably sodium car- 
bonate or potassium carbonate, etc.), an alkali metal hydrogencarbonate (preferably sodium hydrogencarbonate or 

20 potassium hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hydroxide or potassium hydroxide, etc.), 
a tertiary amine (preferably A/,A^diisopropylethylamine, triethytamlne, or AAmethylmorphoiine, etc.), or an aromatic 
amine (preferably pyridine or Imidazole, etc.). The inert solvent includes lower halocarbon solvents (preferably dichlo- 
romethane, dichloroethane, or chlorofonm, etc.), ethereal solvents (preferably tetrahydrofuran or dioxane), aromatic 
solvents (preferably benzene or toluene, etc.), or amide solvents (preferably W,/V-dimethylfonnamide, etc.). Reaction 

25 temperature ranges from about -20^0 to 1 20*^0, preferably about 0°C to 1 00*'C. 

[0255] The novel urethane (I") of the present Invention can be obtained by urethane reaction using R^OCOCI, wherein 
X is halogen such as chloro, bromo, or iodo, in an Inert solvent with or without a base. The base Includes an alkali 
metal carbonate (preferably sodium carbonate or potassium carbonate, etc.), an alkali metal hydrogencarbonate (pref- 
erably sodium hydrogencarbonate or potassium hydrogencarbonate, etc.), an alkali hydroxide (preferably sodium hy- 

30 droxide or potassium hydroxide, etc.), a tertiary amine (preferably A/, A^dlisopropylethylamine, triethylamine, or N-meth- 
ylmorpholine, etc.), or an aromatic amine (preferably pyridine, imidazole, or poly-(4-vlnylpyridine), etc.). The inert sol- 
vent includes lower haiocartDon solvents (preferably dichloromethane, dichloroethane, or chloroform, etc.). ethereal 
solvents (preferably tetrahydrofuran or dioxane). aromatic solvents (preferably benzene or toluene, etc.), or polar sol- 
vents (preferably A/, A/-dimethylfonnamide or dimethyl sulfoxide, etc.). Reaction temperature ranges from about -20^*0 

35 to 1 20*^0, preferably about O^C to 1 00'*C. 
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Scheme 18 
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[0256] Compounds of Formula (J") can be prepared as shown in Scheme 1 9. The coupling of the amine (M), which 
is synthesized as scheme 3, with pyrimidine core (B*^, which Is synthesized as scheme 17, gives 2-substltuted amino 
pyrlmidine. The deprotection of Z-group Is achieved t>y hydrogen reduction to give compounds of Fonnula (J"). 
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Scheme 19 
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[0257] Compounds of Formula (K") can be prepared as shown in Scheme 20. The coupling of the amine (O), which 
Is synthesized as scheme 4, with pyrimldine core (B"), which Is synthesized as scheme 17, gives 2-substltuted amino 
pyrimidlne. The deprotectlon of Boc-group is achieved by an acid to give the amine (K"). 



Scheme 20 




NHBoc 

acid 



H 



[0258] Alternatively, the novel quinollne (M"), the novel tetrahydroquinazollne (N"), the novel pyrimldine (O"), the 
novel quinollne (P"), and the novel pyrimldine (Q") of the present invention are directly synthesized from the quinollne 
core (C), which is synthesized In Scheme 1 , the tetrahydroquinazollne core (T), which is synthesized in Scheme 5, the 
pyrimldine core (P), which is synthesized In Scheme 9, the quinollne core (Q'), which is synthesized in Scheme 13, 
and the pyrimidlne core (B"), which Is synthesized in Scheme 1 7, as shown in Scheme 21 . This coupling Is perfomied 
with or without a base in an inert solvent. The base Includes an allcall metal carbonate (preferably sodium carbonate 
or potassium carbonate, etc.), an alkali metal hydroxide (preferably sodium hydroxide, etc.), or a tertiary amine (pref- 
erably A/,/V-dlisopropylethylamlne, triethylamine, or A/-methylmorpholine, etc.). The Inert solvent includes lower alkyl 
alcohol solvents (preferably methanol, ethanol, 2-propanol. or butanol, etc.) or amide solvents (preferably A/,A/*dlmeth- 
ylfomnamlde or 1-methyl-pyrrolldin-2-one, etc.). Reaction temperature ranges from about 50**C to 200'C, preferably 
about 80*^0 to 180**C. Also this reaction can be carried out under microwave conditions. 
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Scheme 21 
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[0259] For example, compounds of Fomiula (T') can be prepared as shown In Scheme 22. The amine (O), which is 
synthesized In Scheme 4, is subjected to reductive amination by aldehyde (R^CHO). The deprotection of Boc-group 
is achieved by an acid to give the amine. The coupling of the amine with pyrimidine core (F*), which is synthesized as 
scheme 9, gives the novel pyrimidine (T) of the present invention. 
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[0260] Compounds of Formula (W") can be prepared as shown in Scheme 23. The amine (O), which is synthesized 
in Scheme 4, Is subjected to amidation by carboxyiic acid (R1CO2H) or acid chloride (R^COCI). The deprotection of 
Boc-group Is achieved by an acid to give the amine. The coupling of the amine with quinoline core (Q'), which is 
synthesized as scheme 13. gives the novel quinoline (W") of the present invention. 

Scheme 23 



H 




[0261] Compounds of Fonnula (Z") can be prepared as shown in Scheme 24. The amine (O), which is synthesized 
in Scheme 4, is subjected to amidation by carboxyiic acid (R^C02H) or acid chloride (R^COCI). The deprotection of 
Boc-group Is achieved by an acid to give the amine. The coupling of the amine with pyrimidine core (B"), which Is 
synthesized as scheme 17, gives the novel pyrimidine (Z") of the present invention. 
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Scheme 24 
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[0262] When a compound of the invention contains optical isomers, stereoisomers, regie isomers, rotational isomers, 
a single substance and a mixture of them are included as a compound of the Invention. For example, when a chemical 
formula is represented as showing no stereochemical designatlon(s), such as Fonnula VI, then all possible stereoi- 
somer, optical isomers and mixtures thereof are considered within the scope of that fonnula. Accordingly, Formula VII, 
specifically designates the cis relationship between the two amino groups on the cyclohexyl ring and therefore this 
formula is also fully embraced by Fonnula Vi. 

[0263] Other uses of the disclosed invention will become apparent to those in the art based upon, inter alia, a review 
of this patent document. 

[0264] The following examples are given to illustrate the invention and are not intended to be inclusive In any manner: 



Examples 

[0265] The compounds of the invention and their synthesis are further illustrated by the following examples. The 
following examples are provided to further define the invention without, however, limiting the invention to the particulas 
of these examples. "Ambient temperature" as refenred to in the following example Is meant to indicate a temperature 
falling between 0 and 40 ^'C. The following compounds are named by Beilsteln Auto Nom Version 4.0, CS Chem 
Draw Ultra Version 6.0, CS Chem Draw Ultra Version 6.0.2, CS Chem Draw Ultra Version 7.0.1 , or ACD Name Version 
7.0. 

[0266] Abbreviations used in the instant specification, particularly the Schemes and Examples, are as follows: 



NMR: 


proton nuclear magnetic resonance spectrum 


AcOH: 


acetic acid 


APCI: 


atmospheric pressure chemical ionization 


(Boc)20 : 


di-tertiary-butyl dicarbonate 


BuLi: 


butyl lithium 


BuOH: 


butanol 


Cbz: 


carbobenzoxy 


CDCI3: 


deuterated chlorofonn 


CH2CI2 : 


dichloromethane 


CHCig: 


chloroform 


CI: 


chemical ionization 


mCPBA: 


meta chloroperbenzoic acid 


DMA: 


N,N-dimethyl acetamide 


DCM: 


dichloromethane 


DIEA: 


diisopropylethylamine 


DMSG: 


dimethyl sulfoxide 


Dppf: 


bls-(diphenylphosphino)fen'ocene 


El: 


electron ionization 
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ESI : electrospray ionization 

EtgO : diethyl ether 

EtOAc : acetic acid ethyl ester 

EtOH ; ethanol 

5 FAB : fast atom bombardment 

HATU : 0-(7-azabenzotriazol-1 -yl)-A/,A/,Ar,Ar-tetramethyluronium-Hexaf luorophosphate 

H2SO4 : sulfuric acid 

HCI : hydrogen chloride 

I PA: isopropanol 

10 K2CO3 : potassium carbonate 

Me2NH : dimethytamine 

MeNH2 : methylamlne 

MeOH : methanol 

MgS04 : magnesium sulfate 

IS MsOH : methanesulfonlc acid 

NaBH(OAc)3: sodium triacetoxyborohydride 

NaBH3CN : sodium cyanoborohydride 

NaBH4 : sodium borohydride 

NaHC03 : sodium hydrogencarbonate 

20 Pd/C : palladium carbon 

POCI3 : phosphoryl chloride 

PVP : poly(4-vinylpyrldine) 

S0Ci2 : thionyl chloride 

TBME: tert-butyt methyl ether 

25 TFA : trifluoroacetic acid 

THF : tetrahydrofuran 

ZCI : benzyloxycarbonyl chloride 

s : singlet 

d : doublet 

30 t : triplet 

q : qualtet 

dd : doublet doublet 

dt : doublet triplet 

ddd : doublet doublet doublet 

35 brs : broad singlet 

m : muftlplet 

J ; coupling constant 

Hz : Hertz 



40 Example 1 

i^[c/s-4-(4-Bromo-2-trmuoromethoxy4)ena7l)-amino-cyclohexyq-A^-methyl-quinoline^^ 
di hydrochloride 

45 Step A: Synthesis of 2,4-dlchloro-quinoline. 

[0267] A suspension of qulnollne-2,4-diol (150 g, 931 mmol) In POCI3 (975 mL, 10.4 mol) was stirred at reflux for 6 
hr and the reaction mixture was concentrated. The residue was diluted with CHCI3 (500 mL) and the solution was 
poured into ice water. The aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
so dried over MgS04, filtrated, concentrated, and purified by flash chromatography (silica gel, 20% EtOAc in hexane) to 
give 2,4-dichloro-quinoline (177 g, 96%) as a pale brown solid. 

El MS m/e 197, ; ^H NMR (300 MHz, CDCI3) 6 7,50 (s, 1 H). 7.65 (ddd. J= 8.3, 7.0, 1.3 Hz, 1 H), 7.79 (ddd, J = 
8.5, 7.0, 1.3 Hz, 1 H). 8.00-8.06 (m, 1 H), 8.16-8.21 (m, 1 H). 

55 Step 8: Synthesis of (2-chloro-quinolln-4-yl)-methyl-amine. 

[0268] To a solution of 2,4-dichloro-quinoiine (29.8 g, 150 mmol) In THF (300 mL) was added 40% MeNH2 in water 
(58.4 g, 752 mmol). The mixture was stirred at ambient temperature for 12 days and concentrated. The residue was 
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suspended in CHCI3 and HgO. The precipitate was collected by filtration, washed with acetone, and dried at 50 **C 
under reduced pressure to give (2-chlorO'quinolin-4-yi)-methyl-amine (13.2 g, 45%) as a colorless solid. 
ESI MS m/e 215, M + Na+; NMR (300 MHz, DMSO-dg) 82.91 (d, J= 4.7 Hz, 3 H), 6.35 (s. 1 H), 7.47 (ddd, J= 8.3, 
6.6. 1,7 Hz, 1 H), 7.62-7.75 (m, 3 H), 8.16 (d. J= 8.6 Hz, 1 H). 

5 

Step C: Synthesis of (c/s-4-benzyloxycarbonylamino-cyclohexyl)-carbamlc acid-benzyl ester. 

[0269] To a suspension of cis-cyclohexane-1 ,4-dlcarboxylic acid (25.0 g, 1 45 mmol) In benzene (1 25 mL) were added 
phosphorazidic acid diphenyl ester (81 .9 g, 298 mmol) and triethylamine (30.1 g, 297 mmol). The reaction mixture was 

10 stirred at reflux for 2.5 hr. Benzyl alcohol (32.2 g, 298 mmol) was added and the mixture was stirred at reflux for 24 hr. 
The reaction mixture was concentrated and the residue was dissolved In EtOAc and H2O. The organic layer was 
separated and the aqueous layer was extracted with EtOAc (twice). The combined organic layer was washed with 1 
M aqueous KHSO4, saturated aqueous NaHCOs, and brine, dried over MgS04, filtrated, concentrated, and purified 
by flash chromatography (silica gel, 33% EtOAc in hexane) togive (c/s-4-benzyloxycarbonylaminocyclohexyl)-carbamic 

IS acid benzyl ester (52.0 g, 94%) as a colorless oil. 

ESI MS m/e 405. M + Na+; 1H NMR (300 MHz, CDCI3) 5 1 .45-1 .60 (m, 4 H), 1 .60-1 .80 (m, 4 H), 3.52-3.80 (m, 2 H), 
4.70-5.00 (m, 2 H), 5.07 (s, 4 H), 7.15-7.40 (m, 10 H). 

Step D: Synthesis of (c/»4-amlno-eyclohexyl)-carbamlc acid te/tbutyl ester. 

20 

[0270] To a solution of (c/s-4-benzyloxycarbonylamino-cyclohexyl)-carbamlc acid benzyl ester (91 ,7 g, 240 mmol) in 
MeOH (460 mL) was added 5% Pd/C (9.17 g). The reaction mixture was stirred at ambient temperature under hydrogen 
atmosphere for 2.5 days, filtrated through a pad of celite, and concentrated to give a diamine as a colorless oil. To a 
solution of the diamine In MeOH (550 mL) was added a solution of (Boc)20 (6.59 g, 30.2 mmol) in MeOH (80 mL) 

25 dropwise over 4 hr. The reaction mixture was stinted at ambient temperature for 1.5 days and concentrated. After 
dissolution with HgO, the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried 
over MgS04, filtrated, and concentrated to give (c/ff4-amino-cyclohexyl)-carbamlc acid te/t-butyl ester (7,78 g, 15%. 
crude) as a colorless oil. The aqueous layer was concentrated and the residue was dissolved in MeOH, dried over 
MgS04, filtrated, and concentrated to give a recovered diamine (32.9 g) as a colorless oil. To a solution of the recovered 

30 diamine (32.9 g, 288 mmol) in MeOH (660 mL) was added a solution of (600)20 (6.29 g, 28.8 mmol) in MeOH (80 mL) 
dropwise over 5 hr. The reaction mixture was stirred at ambient temperature for 1 0 hrand concentrated. After dissolution 
with HgO, the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 
MgS04, filtrated, and concentrated to give (c/s-4-aminocyclohexyl)-carbamic acid fe/1-butyl ester (8.16 g, 16%, crude) 
as a colorless oil. The aqueous layer was concentrated and the residue was dissolved in MeOH, dried over MgS04, 

35 filtrated, and concentrated to give a recovered diamine (23. 1 g) as a colorless oil. To a solution of the recovered diamine 
(23.1 g, 202 mmol) in MeOH (462 mL) was added a solution of (B0C)20 (4.42 g. 20.3 mmol) In MeOH (56 mL) dropwise 
over 4 hr. The reaction mixture was stirred at ambient temperature for 3.5 days and concentrated. After dissolution 
with H2O. the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 
MgS04, filtrated, and concentrated to give (cis-4-amino-cyclohexyl)-carbamic acid fe/t-butyl ester (5.01 g, 10% based 

40 on starting material) as a colorless oil. The aqueous layer was concentrated and the residue was dissolved in MeOH. 
dried over MgS04, filtrated, and concentrated to give a recovered diamine (16.0 g) as a colorless oil. To a solution of 
the recovered diamine (16.0 g, 140 mmol) in MeOH (320 mL) was added a solution of (800)20 (3.06 g. 14.0 mmol) in 
MeOH (40 mL) dropwise over4 hr. The reaction mixture was stirred at ambient temperature for 13 hrand concentrated. 
After dissolution with H2O, the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 

45 dried over MgS04. filtrated, and concentrated to give (c/s-4-amino-cyclohexyl)-carbamic acid fert-butyl ester (3.53 g, 
7% based on the starting material) as a colorless oil. The aqueous layer was concentrated and the residue was dissolved 
in MeOH, dried over MgS04, filtrated, and concentrated to give a recovered diamine (11.1 g) as a colorless oil. 
ESI MS m/e 215. M + H+ ; ^H NMR (300 MHz. CDGI3) 5 1 .20-1 .80 (m, 8 H), 1 .44 (s, 9 H), 2.78-2.95 (m. 1 H). 3.50-3.80 
(m, 1 H), 4.30-4.82 (m. 1 H). 

so 

Step E: Synthesis of y^(c#9-4-amino-cyclohexyi)-//^-methyl-quinoiine-2,4-dIamine. 

[0271] A mixture of (2-chloro-quinolin-4-yl)-methyl-amlne (2.00 g, 1 0.4 mmol) and (c/s-4-aminocyclohexyl)-carbamic 
acid ferf-butyl ester (2.45 g, 1 1 .4 mmol) in butanol (3 mL) was stirred at 1 30 for 2 days in a sealed tube. The reaction 
55 mixture was poured into saturated aqueous NaHCOs and the aqueous layer was extracted with CHCI3 (three times). 
The combined organic layer was dried over MgS04, filtrated, concentrated, and purified by medium-pressure liquid 
chromatography (NH-silica gel, 20% EtOAc in hexane) to give [c»-4-(4-methylamino-quinolin-2-ylamino)-cyclohexyl]- 
carbamic acid fe/t^butyi ester (1 .45 g) as a pale yellow oil. To a solution of the above material (1 .31 g) in EtOAc (15 
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mL) was added 4 M hydrogen chloride in EtOAc (30 mL). The reaction mixture was stirred at ambient temperature for 
6 hr. The precipitate was collected by filtration and dissolved in saturated aqueous NaHCOa. The aqueous layer was 
extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, and concentrated to 
give AP-(ciS"4-am}no-cyclohexyl)-A^-methyl-quinollne-2,4-diamine (999 mg, 40%) as a pale yellow solid. 
5 El MS m/e 271 M + ; NMR (300 MHz, DMSO-de) 5 1.42-1. (m, 8 H), 2.81 (d, J= 4.7 Hz, 3 H), 2.89-3.01 (m, 1 
H), 3.17 (s, 2 H). 4.07 (brs. 1 H), 5.77 (s, 1 H), 6.32 (d, J= 6.5 Hz, 1 H). 6.69-6.80 (m, 1 H), 6.94-7.06 (m, 1 H), 7.34 
(d, J= 3.7 Hz, 2 H), 7.85 (d, J= 8.2 Hz. 1 H). 

Step F: Synthesis of 4-bronfio-2-trifluoromethoxy-benzaldehyde. 

10 

[0272] A solution of 4-bromo-1 -iodo-2-trifluoromethoxy-benzene (1 .00 g. 2.72 mmol) in THF (1 5 mL) was cooled to 
-78 **C and 2.66 M BuLi in hexane (2.05 mL, 5.44 mmol) was added dropwise. The reaction mixture was stin-ed at -78 
•C for 1 .5 h and /V-fomiyimorpholine (0.57 mL, 5.63 mmol) was added. The reaction mixture was stirred at -78 "C for 
15 min and at ambient temperature for 80 min. The reaction was quenched with 0.25 M aqueous citric acid (10 mL) 
15 and the resulting mixture was extracted with EtOAc (three times). The combined organic layer was dried over MgS04, 
filtrated, concentrated, and purified by flash chromatography (silica gel, 2% to 5% EtOAc In hexane) to give 4-bromo- 
2-trif luoromethoxy-benzaidehyde (560 mg, 77%) as a pale brown solid. 

CI MS m/e 269, M + H+ ; ^H NMR (300 MHz. CDCI3) 6 7,50-7.67 (m, 2 H). 7.85 (d, J= 8.1 Hz, 1 H). 10.33 (s, 1 H). 

20 Step Q: Synthesis of ^[c/s-4-(4-bromo-2-trifluoroniethoxy4>enzyl)-amino-cyclohexyi]-A/^-nriethyl^^ 
2,4-diamine dihydiochloride. 

[0273] To a solution of Af^-(c/s-4-amino-cyclohexyl)-Af* -methyl-quinoline-2,4-diamine (370 mg, 1 .37 mmol) in meth- 
anol (4 mL) were added 4-bromo-2-trifluoromethoxy-benzaldehyde (368 mg, 1.37 mmol), acetic acid (82 mg, 1.37 

25 mmol). and NaBHaCN (129 mg, 2.05 mmol). The reaction mixture was stirred at ambient temperature for 20 hr. The 
reaction was quenched with saturated aqueous NaHCOs and the aqueous layer was extracted with CHCI3 (three times). 
The combined organic layer was dried over MgS04, filtrated, concentrated, and purified by medium-pressure liquid 
chromatography (NH-sllica gel, 20% EtOAc in hexane) and flash chromatography (silica gel, 5% MeOH in CHCI3) to 
give a coloriess oil. To a solution of the above oil in EtOAc (2 mL) was added 4 M hydrogen chloride in EtOAc (5 mL). 

30 The mixture was stirred at ambient temperature for 1 hr and concentrated. A suspension of the residue in EtgO (12 
mL) was stirred at ambient tempareture for 1 hr. The precipitate was collected by filtration, washed with EtgO, and dried 
under reduced pressure to give A^-[c/s-4-(4-bromo-2-trifluoromethoxy-benzyl)-amino-cyclohexyl]-W*-methylquinoline- 
2,4-dlamine dihydrochloride (365 mg, 45%) as a white solid. 

ESI MS m/e 623, M (free) + H+ ; ^H NMR (300 MHz, DMSO-dg) 8 1 .61 -2.1 1 (m, 8 H), 2.96 (d, J= 4.4 Hz, 3 H), 3.1 9-3.41 
35 (m, 2 H), 4.11-4.34 (m. 2 H), 5.92 (brs, 1 H), 7.40 (t, J= 8.2 Hz, 1 H), 7.63-7.79 (m, 3 H). 7.93 (d, J= 8.4 Hz, 1 H), 8.22 
(d, J = 8.2 Hz, 1H), 8.30-8.48 (m, 2 H), 9.59 (brs, 2H). 

Example 2 

40 ^2-{ci8-4-[2-(4-Bromo-2-trifiuoromethoxy-phenyl)-ethyianriino]-cyclohexyl}-Af^-methylquinoline 
dihydrochloride 

Step A: Synthesis of (4-bromo-2-trifluoromethoxy-phenyl)-acetaldehyde. 

45 [0274] To a suspension of (methoxymethyl)-triphenylphosphonium chloride (5.29 g, 14.9 mol) in Et20 (50 mL) was 
added 1.8 M phenyl lithium In 30% EX2O in cyclohexane (8.58 mL, 15.5 mmol). The mixture was stinted at ambient 
temperature for 1 0 min. To the reaction mixture was added 4-bromo-2-tnfluoromethoxy-benzaldehyde obtained in step 
F of example 1 (4.00 g, 14.9 mmol) in EtgO (1 8 mL). The mixture was stin-ed at ambient temperature for 4 hr, filtrated 
and concentrated. To the above residue was added 10% H2SO4 in AcOH (40 mL). The mixture was stin-ed at ambient 

50 temperature for 90 min. The solution was poured into H2O and the aqueous layer was extracted with CHCI3 (three 
times). The combined organic layer was washed with saturated aqueous NaHCOa and brine, dried over MgS04, fil- 
trated, concentrated, and purified by flash chromatography (silica gel, 9% EtOAc in hexane) to give (4-bromo-2-trif- 
luoromethoxy-phenyl)-acetaldehyde (1.25 g, 30 %) as a pale brown oil. 

ESI MS m/e 284, M + H+: ^H NMR (200 MHz, CDCI3) 8 3.75 (d, J = 1.5 Hz, 2 H), 7.16 (d, J= 8.4 Hz. 1 H). 7.41-7.51 
55 (m. 2 H), 9.74 (t, J = 1 .5 Hz, 1 H). 
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Step B: Synthesis of /^{c/s-4-[2-(4-bromo-2-trifluoromethoxy-phenyl)-ethylamino]-cyclohexyl)-iV^-m 
qulnollne-2,4<liamlne dlhydrochloride. 

[0275] Using the procedure for the step G of example 1 , the title compound was obtained. ESI MS m/e 537, M (free) 
5 + H+ ; NMR (300 MHz, DMSO-dg) 5 1 .62-2.06 (m, 8 H), 2.96 (d, J = 4.4 Hz. 3 H), 3,04-3.39 (m, 5 H), 4.17 (brs, 1 
H), 5.90 (brs, 1 H), 7.40 (t, J= 8.2 Hz, 1 H), 7.52 (d, J= 8.7 Hz, 1 H), 7.57-7.85 (m, 3 H). 8.20 (d, J = 8.2 Hz, 1 H), 
8.26-8.47 (m, 2 H), 9.23 (brs, 2 H). 

Example 3 

10 

Af^-{c/s-4-[(4-Bromo-2-trifluoremethoxy-benzyl)-amlno-nrathyq-cydohexyl}-Ar^-m^ 
dlhydrochloride 

Step A: Synthesis of (c/s-4-hydroxymethyl-cyclohexyl)-carbamic acid te/f-butyi ester. 

IS 

[0276] A suspension of c/s-4-amjno-cyclohexanecarboxyllc acid (244 g, 1 .70 mol) In MeOH (2.45 L) was cooled to 
-8 °C . Thlonyl chloride (45.0 mL, 617 mmol) was added dropwise. The resulting solution was stirred at ambient tem- 
perature for 4.5 hr and concentrated to give a white solid. To a suspension of the above solid in CHCI3 (3.00 L) were 
added triethylamine (261 mL, 1 .87 mol) and (600)20 (409 g, 1 .87 mol) successively. The reaction mixture was stin-ed 

20 at ambient temperature for 5 hr and poured into water. The aqueous layer was extracted with CHCI3 (three times). The 
combined organic layer was dried over MgS04, filtrated, concentrated, and purified by flash chromatography (silica 
gel, CHCI3 only to 10% MeOH in CHCI3) to give a colorless oil (531 g). To a suspension cooled at -4 of lithium 
aluminum hydride (78.3 g, 2.06 mol) in Et20 (7.9 L) was added a solution of the above oil (530.9 g) In Et20 (5.3 L) 
below 0 ''C. The resulting suspension was stirred at ambient temperature for 2 hr. The reaction mixture was cooled on 

25 an ice-bath, quenched with cold water, and filtrated through a pad of celite. The filtrate was dried over MgS04, filtrated, 
and concentrated. The precipitate was suspended In hexane (300 mL), filtrated, washed with hexane, and dried under 
reduced pressure to give (cf5-4-hydroxymethyl-cyclohexyl)-carbamlc acid ferf-butyl ester (301 g. 77%) as a white solid. 
ESI MS m/e 252, M + Na+; ^H NMR (300 MHz. CDCI3) 51.16-1 .36 (m. 2 H), 1 .45 (s. 9 H). 1 .52-1 .77 (m. 7 H). 3.51 (d, 
J= 6.2 Hz. 2 H), 3.75 (brs, 1 H), 4.30-4.82 (m, 1 H). 

30 

Step B: Synthesis of [c/s-4-(benzyloxycarbonytamino-methyi)-cyciohexyi]-carbamic acid feit-butyl ester 

[0277] To a solution of (c/s-4-hydroxymethyl-cyclohexyl)-carbamlc acid terf-butyl ester (17.7 g, 77.2 mmol) in THF 
(245 mL) were added triphenylphosphine (20,2 g, 77.0 mmol) and phthalimide (11.4 g. 77.5 mmol) successively. The 

35 resulting suspension was cooled on an ice-bath and 40% diethyl azodlcarboxylate in toluene (33.6 mL, 74.1 mmol) 
was added over 1 hr The reaction mixture was stirred at ambient temperature for 2.5 days, concentrated, and purified 
by flash chromatography (silica gel. 33% EtOAc in hexane) to give a white solid. To a suspension of the above solid 
(27.5 g) in EtOH (275 mL) was added hydrazine hydrate (5.76 g, 1 1 5 mmol). The mixture was stirred at reflux for 2.25 
hr, cooled, and concentrated. The precipitate was dissolved in 1 0% aqueous sodium hydroxide (350 mL). The aqueous 

40 layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgSO^, filtrated, and con- 
centrated. To a solution of the above residue In CHCI3 (275 mL) was added triethylamine (8.54 g, 84.4 mmoO- The 
resulting solution was cooled to 0 ''C and ZCI (14.4 g, 84.4 mmol) was added below 5 °C. The reaction mixture was 
stirred at ambient temperature f or 1 6 hr and poured into saturated aqueous NaHC03. The aqueous layer was extracted 
with CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, concentrated, and purified by 

45 flash chromatography (silica gel, 2% MeOH in CHCI3) to give [cis-4-(benzyloxyearbonylamino-methyl)-cyclohexyl]- 
carbamlc acid terf-butyl ester (25.3 g, 91 %) as a coloriess oil. 

ESI MS m/e 385, M + Na+; 1H NMR (300 MHz. CDCI3) 81.13-1 .31 (m, 2 H), 1 .44 (s. 9 H). 1 .48-1 .75 (m, 7 H), 3.1 0 (t, 
J= 6.4 Hz, 2 H), 3.72 (brs, 1 H), 4.42-4.76 (m. 1 H), 4.76-4.92 (m, 1 H). 5.09 (s. 2 H), 7.27-7.38 (m, 5 H). 

so step C: Synthesis of (c/s-4-amino-cyclohexylmethyl)-carbannic acid benzyl ester. 

[0278] To a solution of [c/s-4-(benzyloxycarbonylamino-methyl)-cyclohexyl]-carbamic acid tert-butyl ester (12.9 g, 
35.6 mmol) in EtOAc (129 mL) was added 4 M hydrogen chloride in EtOAc (129 mL). The reaction mixture was stlnred 
at ambient temperature for 3 hr, filtrated, washed with EtOAc, and dried under reduced pressure. The solid was dis- 
S5 solved in saturated aqueous NaHC03. The aqueous layerwas extracted with CHCI3 (five times). The combined organic 
layer was dried over MgS04, filtrated, concentrated, and dried under reduced pressure to give (c/5-4-ammocyclohex- 
ylmethy[)-carbamic acid benzyl ester (8.88 g, 95 % ) as a coloriess oil. 

ESI MS m/e 263. M + H+; ^H NMR (300 MHz. CDCI3) S 1.36-1.98 (m. 9 H), 2.96-3,32 (m, 3 H), 5.12 (brs. 3 H), 7.36 
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(s, 5 H). 

Step D: Synthesis of [cfe-4-(4-methyIamlno-quinolin-2-ylamino>-cyclohexylmethyl]-carbamic acid benzyl ester. 

5 [0279] A mixture of {2-chloro-quinolin-4-yl)-methyl-amine obtained in step B of example 1 (2.00 g, 10.4 mmol) and 
(c/s-4-amlno-cyclohexylmethyl)-cafbamic acid benzyl ester (3.27 g» 12.5 mmol) In butanol (3 mL) was stirred at 130 
''C for 16 hr In a sealed tube. The reaction mixture was poured Into saturated aqueous NaHCOs, and the aqueous 
layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, concen- 
trated, and purified by flash chromatography (silica, 10% MeOH in CHCI3) to give [c/s-4-(4-methylamlno-qulnolln- 

10 2-ylamlno)-cyclohexyimethyl]-carbamlc acid-benzyl ester (2.16 g, 49%) as a white solid. 

ESI MS m/e419, M -h H+^H NMR (300 MHz, CDCia) 5 1.42-1.99 (m, 9 H), 3.05 (d, J= 4.7 Hz, 3 H), 3.08-3.16 (m, 2 
H), 3.81 (brs.1 H), 5.07 (s, 2 H), 5.18-5.28 (m, 1 H), 5.34 (s, 1 H), 7.07-7.18 (m. 1H). 7.22-7.45 (m, 6 H), 7.56-7.70 (m, 
1 H), 8.16 (d, J= 8.4 Hz, 1 H). 8.23 (d. J= 7.6 Hz, 1 H), 12.76 (brs, 1H). 

15 Step E: Synthesis of A^{cls-4-[(4-bromo-2-trtf luoromethoxy-benzyl)-amlno-methyl]-cyclohexyl}-N4-methyl- 
qulnollne-2,4*cllamlne dlhydrochloride. 

[0280] To a solution of [c/s-4-(4-methylamino-quinolin-2-ylamino)-cyclohexylmethyl]-cart)amic acid-benzyl ester 
(2.02 g, 4.83 mmol) In MeOH (20 mL) was added 1 0% Pd/C (202 mg). The mixture was stirred at 50**C under hydrogen 

20 atmosphere for 23.5 hr. The reaction mixture was filtrated through a pad of celite and concentrated. To a solution of 
the residue (500 mg) in methanol (5 mL) were added 4-bromo-2-trlfluoromethoxy-benzaldehyde obtained in step F of 
example 1 (497 mg, 1 .85 mmol), acetic acid (111 mg, 1 .85 mmol), and NaBH3CN (1 66 mg, 2.64 mmol). The reaction 
mixture was stirred at ambient temperature for 23 hr. The reaction was quenched with saturated aqueous NaHC03 
and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, 

25 filtrated, concentrated, and purified by medium-pressure liquid chromatography (NH-silica gel, 50% EtOAc in hexane) 
and flash chromatography (silica gel, 2% to 50% MeOH In CHCI3) to give a colorless oil. To a solution of the above oil 
in EtOAc (2 mL) was added 4 M hydrogen chloride In EtOAc (5 mL). The mixture was stirred at ambient temperature 
for 1 hr and concentrated. A suspension of the residue in EtgO (12 mL) was stirred at ambient tempareture for 1 hr. 
The precipitate was collected by filtration , washed with Et20, and dried u nder reduced pressure to give A^-{c/5-4-[(4-bro- 

30 mo-2-trlfluoromethoxy-benzyl)aminomethyl]-cyclohexyl}-/^-methyl-quinollne-2,4-diamine dlhydrochloride (147 mg, 
14%) as a white solid. 

ESI MS m/e 537, M (free) + H+; ^H NMR (300 MHz, GDCI3) 5 1 .34-2.15 (m, 9 H), 2.63-3.08 (m, 5 H), 3.41-3.88 (m, 1 
H), 4.28 (s. 2 H). 7.00-7.62 (m, 6 H), 7.65-8.38 (m, 3 H), 10.01 (brs. 2 H), 11.76 (brs, 1 H). 

35 Example 4 

Af^-Methyl-/^{c/s4-[(2-trifiuoroniiethoxy-benzyl)-amino-niethyl]-cyclohexyl)-qulnollne-2,4Kl^ 
dlhydrochloride 

40 Step A: Synthesis of yv*-methyl-A^{c/9-4-[(2-trlfluoromethoxy-benzyl)-amino-methyl]-cyclohexyl}<|uinollne- 
2,4-dIamlne dlhydrochloride. 

[0261] To a solution of /V^-{cis-4-[(4-bromo-2-trifluoromethoxy-ben2yl)amino-methyl]-cyclohexyl}-/V*-methyl-quino- 
llne-2,4-diamine obtained in step E of example 3 (250 mg, 0.465 mmol) in EtOH (2.5 mL) was added 10% Pd/C (75 

45 mg). The mixture was stired at ambient temperature under hydrogen atmosphere for 1 5 hr. The reaction mixture was 
filtrated through a pad of celite and purified by flash chromatography (NH-silica gel, 50% EtOAc In hexane) to give a 
colorless oil. To a solution of the above oil in EtOAc (2 mL) was added 4 M hydrogen chloride in EtOAc (5 mL). The 
mixture was stinred at ambient temperature for 1 hr and concentrated. The residue was suspended with EtgO (10 mL) 
and stinred at ambient tempareture for 1 hr. The precipitate was collected by filtration, washed with Et20 and dried 

so under reduced pressure to give Ar*-methyl-A^-{c/s-4-^f2-trifluoromethoxy-benzyl)amino-methyl]-cyclohexyl}-quinoline- 
2,4-diamine dlhydrochloride (114 mg, 46% ) as a white solid. 

ESI MS m/e 459, M (free) + H^ ; ^H NMR (300 MHz, CDCI3) 5 1.46-2.09 (m, 9 H). 2.84 (brs. 3 H), 2.92 (brs. 2 H). 
3.60-3.82 (m, 1 H). 4.32 (s, 2 H), 7.05-7.49 (m, 6 H). 7.88 (d, J= 7.8 Hz, 1 H), 8.11-8.35 (m. 2 H). 9.91 (brs. 2 H). 11.83 
(s, 1 H). 

55 
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Example 5 

AP-[c/»-4-(4-Bromo-2-trmuoromethoxy4)enzyl)-amlno-cyclohexyll-M,A^ 
dihydrochloride 

Step A: Synthesis of (2-chloro-quinolin-4-yl)-dimethyl-amlne. 

[0282] To a solution of 2,4-dichloro-quinoljne (177 g, 894 mmol) in THF (2.1 L) was added 50% aqueous MegNH 
(234 mL, 2-23 nfiol). The mixture was stirred at ambient temperature for 68 hr. To the mixture was added 60% aqueous 
Me2NH (47 mL, 448 mmol) and stirred at ambient temperature for 3 hr. The solution was poured Into saturated aqueous 
NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 
MgS04, filtrated, concentrated, and purified by flash chromatography (NH-silica, 1 % to 3% EtOAc in hexane) to give 
(2-chloro-qulnolln-4-yl)-dimethyl-amlne (75.9 g, 41 %) as a pale yellow oil and (4-chloro-quinolin-2-yl)-dlmethyl-amlne 
(28.0 g, 15%) as a pale yellow oil. 
(2-chloro-quinolin-4-yl)-dimethyl-amine; 

ESI MS m/e 207, M + H+; NMR (300 MHz, CDCI3) 8 3.06 (s, 6 H), 6.71 (s, 1 H), 7.45 (ddd, J= 8.4, 7.0, 1.2 Hz, 1 
H), 7.63 (ddd, J= 8.4, 6.9, 1 .5 Hz, 1 H), 7.91 -7.93 (m. 1 H), 7.97-8.03 (m. 1 H). (4-chIoro-quinolin-2-yl)-dimethyl-amlne; 
ESI MS m/e 229, M + Na+; ^H NMR (300 MHz, CDCI3) 5 3.18 (s, 6 H), 6.97 (brs, 1 H), 7.18-7.31 (m, 1 H), 7.49-7.63 
(m, 1 H). 7.66-7.72 (m, 1 H), 7.95-8.00 (m, 1 H). 

Step B: Synthesis of A^(cl&-4-amlno-cyclohexyl)-Af^, Af*^dlinethyl<|uinoline»2,4-diamine. 

[0283] Using the procedure for the step E of example 1 , the title compound was obtained. FAB MS m/e 285, M + 
H+ ; iH NMR (200 MHz, CDCI3) 5 1.12-2.00 (m. 9 H), 2.81-2.98 (m, 1 H), 2.93 (s. 6 H), 4.09 (brs. 1 H). 4.75 (d, J = 7.9 
Hz, 1 H), 6.03 (s, 1 H). 7.14 (ddd, J = 8.2, 6.7, 1.3 Hz, 1 H), 7.45 (ddd, J= 8.4, 6.8, 1.5Hz, 1 H), 7.62 (m, 1 H), 7.84 
(dd, J=8.4, 1.3 Hz, 1 H). 

Step C: Synthesis of M2.[c/s.4.(4.bromo-2-trmuoronriethoxy-benzyl)-amlno-cydohexyl]-Af^,A/^<llmeth 
qulnollne-2,4-dlamine dihydrochloride. 

[0284] Using the procedure for the step G of example 1 , the title compound was obtained. ESI MS m/e 537, M (free) 
+ H+; ^H NMR (300 MHz, CDCI3) 6 1 .73-2.36 (m, 10 H), 3.05-3.31 (m, 2 H), 3.20 (s, 6 H), 4.32 (s. 2 H). 7.30-7.62 (m, 
5 H). 7.86 (d, J= 8.6 Hz, 1 H), 8.21 (d, J= 8.4 Hz. 1 H). 8.53-8.64 (m. 1 H). 13.04 (brs, 1 H). 

Example 6 

/^{c/s-4-[2-(4-Bromo-2-trifluoronriethoxy-phenyi)-ethyiamino]-cyclohexyl}-/^.A/^-dimethylqulnoline" 
2,4-cliamlne dihydrochloride 

Step A: Synthesis of ^{c/s-4-[2-(4-bromo-2-trif iuoromethoxy-phenyl)-ethylamlno]-cyclohexyl}-iV*,Af*- 
dimethyi-quinoilne*2,4-diamine dihydrochloride. 

[0285] Using the procedure for the step G of example 1 , the title compound was obtained. ESI MS m/e 551 , M (free) 
+ H+ ;iH NMR (300 MHz, CDCI3) 5 1 .69-2.40 (m, 10 H), 3.11-3.46 (m, 10 H), 7.26-7.49 (m, 5 H), 7.59 (t, J = 7.3 Hz, 1 
H), 7.86 (d, J = 7.5 Hz, 1 H), 8.63-8.70 (m. 1 H), 9.75-10.14 (m. 2 H), 13.05 (brs. 1 H). 

Example 7 

Af^{cls-4-[(4-Brorno-2-trlfluoromethoxy-benzyi)arnino-nriethyl]-cydohexyQ-A/*,A^^ 
2,4-diamine dihydrochloride 

Step A: Synthesis of [cis-4-(4-dimethylamino-quinolln-2-ylamino)-cyclohexylmethyl]-carbamic acid benzyl 
ester. 

[0286] A mixture of (2-chloro-qulnolln-4-yl)-dimethyl-amine obtained in step A of example 5 (23.6 g, 114 mmol) and 
(ci6-4-amlno-cyciohexylmethyl)-carbamic acid benzyl ester obtained in step C of example 3 (36.0 g, 137 mmol) in 
butanol (31 mL) was stinted at reflux for 14 days. The reaction mixture was poured Into saturated aqueous NaHCOa, 
and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, 
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filtrated, concentrated, and purified by flash chromatography (NH-silica. 14% to 66% EtOAc in hexane) to give [c/s- 
4-(4-db7iethylamlnoqulnolln-2-ylanfilno)-cyclohexylmethyll-carbamlc acid benzyl ester (19.3 g, 39%) as a pale yellow 

solid. 

ESI MS m/e 433, M + H+; NMR (200 MHz. CDCI3) 8 1.12-1.97 (m, 9 H), 2.94 (s, 6 H), 3.13 (t, J= 6.4 Hz. 2 H), 
5 4.06-4,26 (m, 1 H), 4.62-4.94 (m, 2 H), 5.11 (s, 2 H), 6.04 (s, 1 H), 7.14 (ddd, J = 8.4, 7.0. 1.3 Hz, 1 H), 7.29-7.40 (m, 
5 H), 7.46 (ddd, J= 8.4, 6.8. 1.5 Hz, 1 H), 7.57-7.64 (nn, 1 H), 7.84 (dd, J= 8,4, 1.3 Hz, 1 H). 

Step B: Synthesis of f^(c/s-4-aminomethyl-cyclohexyl)-Ar^,Ar^<Jlmethyl<|uinoiine-2,4<liamine. 

10 [0287] To a solution of [c/s-4-(4-dlmethylamino-quinolln-2-ylamlno)-cyclohexy!methyl]-carbannlc acid benzyl ester 
(1 9.3 g, 44.6 mmol) in MeOH (200 mL) was added 5% Pd/C (1 .93 g). The mixture was stirred at ambient temperature 
under hydrogen atmosphere for 6 days. The reaction mixture was filtrated through a pad of celite and concentrated. 
To a solution of the residue In methanol (200 mL) was added 10% Pd/C (1 .93 g). The mixture was stirred at ambient 
temperature under hydrogen atmosphere for 1 day. The reaction mixture was filtrated through a pad of cellte, concen- 

15 trated. and purified by flash chromatography (silica gel. 5% to 14% 7 M NHg/MeOH in CHCI3) to give AP-(c/s-4-ami- 
nomethyl-cyclohexyl)-W*,M-dimethyl-qulnoline-2,4-dlamine (12.7 g, 95%) as a pale yellow solid. 
FAB MS m/e 299, M + H+; ^H NMR (200 MHz, CDCy 6 1.08-1.99 (m. 11 H), 2.60 (d, J= 6.2 Hz, 2 H). 2.94 (s, 6 H), 
4.04-4.22 (m, 1 H), 4.77-4.93 (m, 1 H), 6.06 (s, 1 H). 7.14 (ddd, J= 8.4. 7.0, 1.3 Hz, 1 H), 7.45 (ddd, J=8.4, 6.8. 1.5 
Hz. 1 H), 7.61 (m, 1 H), 7.84 (dd, J= 8.4, 1 .3 Hz. 1 H). 

20 

Step C: Synthesis of i^{cJ^[(4-bromo-2-trlfluoromethoxy4»enzyl)-annlno-methyqH:yclohexyl}-/V^^ 
dimethyl-qulnoline-2,4-diamine dihydrochloride. 

[0288] Using the procedure for the step G of example 1 , the title compound was obtained. ESI MS m/e 551 , M (free) 

25 +H+; ^HNMR (300 MHz, CDCI3) 6 1 .50-2.20 (m. 9 H), 2.89 (s, 2 H). 3.20 (s. 6 H), 3.75-4.02 (m, 1 H), 4.23 (s, 2 H), 
7.22-7.32 (m, 2 H). 7.40-7.46 (m, 1 H), 7.49-7.62 (m, 2 H), 7.83 (d, J= 8.7 Hz. 1 H). 8.17 (d, J= 8.4 Hz, 1 H). 8.53-8.69 
(m, 1 H), 10.05 (brs,2 H), 13.00 (brs, 1 H). 

Example 8 

30 

W*,iV*-Dlmethyl-A^-{c/s-4-[(24rifluoion™ethoxy-benzyl)-anilno-methylhcyclo 
dihydrochloride 

Step A: Synthesis of Af*,//»-dlnfiethyl-AP-{c/s-4-[(2-trifluoromethoxy-benryl)-amlno-methyQ-cyclohex^ 
35 quinollne-2,4-dlamine dihydrochloride. 

[0289] Using the procedure for the step G of example 1 , the title compound was obtained. ESI MS m/e 473, M (free) 
+.H+; iH NMR (300 MHz, CDCI3) 6 1 .54-2.20 (m. 9 H), 2.87 (brs, 2 H), 3.19 (s, 6 H). 3.70-4.03 (m. 1 H). 4.28 (brs. 2 
H), 7.15-7.67 (m, 6 H), 7.81 (d, J= 8.4 Hz. 1 H), 8.17 (d, J=7.3 Hz. 1 H), 8.63 (brs, 1 H), 9.92 (brs. 1 H), 13.13 (s, 1 H), 

40 

Example 9 

/^[c/s-4-{4-Bromo-2-trmuoromethoxy4jenzyl)amlno-cyclohexyll-A**-methyl-5,6,7,8-tetrahyd 
2,4-dlamtne dihydrochloride 

45 

Step A: Synthesis of 5,6.7,8-tetrahydro-qu!nazoline-2.4-dioi. 

[0290] To a solution of 2-oxo-cyclohexanecarboxyllc acid ethyl ester (61.5 g. 361 mmol) in EtOH (61.5 mL) was 
added urea (73.8 g, 1 .23 mol). The mixture was stinred at reflux for 10.5 days and stirred at ambient temperature for 
so 30 min. The precipitate was filtrated, washed with acetone, and dried. A suspension ofthe above solid in H2O (1 00 mL) 
stirred on an ice-bath for 1 hr. The precipitate was filtrated, washed with hexane. and dried under reduced pressure to 
give 5,6,7,8-tetrahydro-qulnazoline-2,4-diol (21 .0 g, 35%) as a pale yellow solid. 

CI MS m/e 1 67, M + H+ ; ^H NMR (300 MHz, DMSO-dg) 8 1 .48-1 .71 (m. 4 H), 2.09-2.1 9 (m, 2 H), 2.24-2.34 (m. 2 H), 
10,41-10.98 (m, 2H). 

55 

Step B: Synthesis of 2,4-dichloro-5,6,7.8-tetrahydro-quinazoline. 

[0291] Using the procedure for the step A of example 1 , the title compound was obtained. ESI MS m/e 203, M+; ^H 
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NMR (300 MHz, CDCI3) 5 1 .83-1 .94 (m, 4 H), 2.67-2.79 (m, 2 H), 2.84-2.95 (m, 2 H). 
Step C: Synthesis of (2-chloio-5,67,8-tetrahydro-qulna2Dlin-4-yl)-methyl-amine. 

[0292] To a solution of 2,4-dtchIoro-5,6,7,8-tetrahydro-quinazolin (8.70 g, 42.8 mmol) In THF (87 mL) was added 
40% aqueous MeNH2 (8.32 9, 107 mmol). The mixture was stinted at ambient temperature for 8 hr. The solution was 
poured Into saturated aqueous NaHCOs and the aqueous layer was extracted with CHCI3 (three times). The combined 
organic layer was dried over MgS04, filtrated, concentrated, and purified by flash chromatography (NH-silIca, 50% 
EtOAc in hexane) to give (2-chloro-5,6,7,8-tetrahydro-quinazoHn-4-yl)-methyl-amlne (7.04 g, 83%) as a white solid. 
ESI MS m/e 220, M + Na-^ ; NMR (300 MHz, CDCI3) S 1 .74-1 .92 (m, 4 H). 2.26 (t, J= 5.5 Hz, 2 H), 2.67 (t, J= 5.6 
Hz, 2 H), 3.05 (d, J= 5.0 Hz, 3 H), 4.81 (s, 1 H). 

Step D: Synthesis of A^(cl&4-amlnoH:yclohexyi)-A/^-methyl-5,6 J,8-tetrahydro-quinazoline-2,4-^ 

[0293] Using the procedure for the step E of example 1 , the title compound was obtained. 

ESI MS m/e 276, M + H+ ; ^H NMR (300 MHz, DMSO-dg) 8 1.33-1.76 (m, 12 H). 2.11-2.21 (m, 2 H), 2.31-2.40 (m, 2 

H). 2.70-2.77 (m, 2 H), 2.78 (d, J= 4.5 Hz, 3 H), 3.71-3.83 (m, 1 H), 5.50-5.63 (m, 1 H), 6.10-6.22 (m, 1 H). 

Step E: Synthesis of A^[c/9-4-(4-bromo-2-trlfluoromethoxy-benzyl)-amlno-cyciohexyl]-A/^-methyl- 
5,6,7,8-tetrahydro-qulnazollne-2,4-dlamine dihydroehlorlde. 

[0294] Using the procedure for the step G of example 1 , the title compound was obtained. 
ESI MS m/e 528, M (free) + H+ ; ^H NMR (300 MHz, CDCIa) 8 1 .66-2.24 (m, 12 H), 2.41-2.56 (m, 4 H), 3.00 (d, ^ 4.5 
Hz. 3 H), 3.04 (brs. 1 H), 4.03 (bra, 1 H). 4.30 (brs, 2 H), 7.45-7.48 (m, 1 H), 7.52 (dd, J= 8,3, 1 .8 Hz, 1 H), 7.61 (d, J 
= 5.8 Hz. 1 H). 7.74 (brs, 1 H). 8.14 (d. J= 8.2 Hz, 1 H). 11 .84 (brs, 1 H). 

Example 10 

A^{c/s-4-[2-(4-Bromo-2-trifiuoroniethoxy-phenyl)-ethylamlno]-cyclohexyilK/^-methyl-5,6,7,8-tet^ 
qulnazoline-2,4-dlamlne dihydrochloride 

Step A: Synthesis of A^{cl9-4-[2-<4-bronrio-2-trlftuoroniethoxy-phenyl)-ethylamino]-cyclohexyl}-A^-methyi- 
5,6,7,8-tetrahydro-qulnazollne-2,4-dianrilne dihydrochlorlcto. 

[0295] Using the procedure for the step G of example 1 , the title compound was obtained. 

ESI MS m/e 542, M (free) + H+ ; iH NMR (300 MHz, CDCI3) 5 1 .57-2.25 (m, 12 H), 2.35-2.60 (m. 4 H). 2.94-3.28 (m, 

6 H). 3.32-3.45 (m. 2 H), 4.13 (brs, 1 H), 7.30-7.51 (m, 4 H), 7.72 (d, Jt= 6.2 Hz, 1 H), 9.86 (brs, 2 H) 11 .90 (s, 1 H). 

Example 11 

A^{c/s-4-[(4-Bromo-2-trlfluoromethoxy-benzyl)amlno-nriethyl]-eyetohexyl}-Af^-methyl-5,6J,8-t^^ 
quinazoline-2,4-dlamlne dihydrochloride 

Step A: Synthesis of [cfe-4-(4-methylamlno-5,6,7,8-tetrahydro-qulnazolin-2-ylamlno) cyclohexylmethyl]- 
carbamic acid benzyl ester. 

[0296] A mixture of (2-chloro-5,6,7,8-tetrahydro-qulnazoiin-4-yl)-methyl-amlne obtained in step C of example 9 (2.00 
g, 10.1 mmol) and (cls-4-amlno-cyclohexylmethyl)-carbamlc acid benzyl ester obtained in step C of example 3 (3.19 
g, 12.2 mmol) in butanol (3 mL) was stinted at 130 ""C for 1 6 hr in a sealed tube. The reaction mixture was poured into 
saturated aqueous NaHCOs, and the aqueous layer was extracted with CHCI3 (three times). The combined organic 
layer was dried over MgS04, filtrated, concentrated, and purified by flash chromatography (silica gel, 10% MeOH in 
CHCI3) to give [c/s^-(4-methylamino-5,6,7,8-tetrahydro-qulnazolin-2-yiamlno)-cyclohexylmethyl]-carbamlc acid ben- 
zyl ester (1 .38 g, 32%) as a pale yellow oil. 

ESI MS m/e 424. M + H+ ; NMR (300 MHz, CDCI3) 6 1 .31-2.02 (m. 13 H), 2.22-2.34 (m. 2 H), 2.52-2.64 (m, 2 H), 
3.05 (d, J= 4.8 Hz. 3 H), 3.11 (t, J= 6.1 Hz, 2 H), 5.05-5.23 (m, 1 H). 5.08 (s, 2 H), 6.34-6.47 (m, 1 H), 7.23-7.42 (m, 
5 H), 7.99 (d, J= 7.3 Hz, 1 H). 12.34 (brs, 1 H). 
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Step B: Synthesis of V2-{c/s-4-[(4-bromo-2-trifluoromethoxy-benzyl)-amino-methyl]*cyclohexyl)-A^^ 
5,6,7,&-tetFahyclro-quinazollne-2,4-diamine dihydrochlorlde. 

[0297] Using the procedure for the step E of example 3, the title compound was obtained. ESI MS nn/e 542, M (free) 
+ H+ ; 1H NMR (200 MHz, CDCI3) 6 1.50-2.19 (m, 13 H), 2.58-2.61 (m, 2 H), 2.72-2.91 (m. 2 H), 2.83-2.97 (m, 2 H), 
3.24 (s, 6 H), 4.15-4.20 (m, 1 H), 4.22-4.38 (m, 2 H), 7.43-7.50 (m, 1 H), 7.56-7.61 (m, 1H), 8.18-8.29 (m, 2 H), 10.06 
(brs,2H), 12.30 (brs, 1 H). 

Example 12 

A;»-Methyl-A^^{c/s-4-[(2-trlfluoromethoxy-benzyl)-amino-nfiethyll-cycl^ 
2,4-dlamlne dihydrochlorlde 

Step A: Synthesis of W*-methyl-/^{c/s-4-[(2-Wfluoronriethoxy4ienzyn-amlno-nriethyl]-cyclohexyl)- 
5,6,7,8-tetrahydro-qulnazollne-2,4-dlamlne dihydrochlorlde. 

[0298] Using the procedure for the step G of example 1 , the title compound was obtained. 
ESI MS m/e 464, M (free) + H+ ; NMR (300 MHz, DMSO-dg) 8 1 .28-2.04 (m, 15 H), 2.14-2.30 (m, 2 H), 2.83-2.95 
(m. 2 H). 2.91 (d, J= 4.5 Hz, 3 H), 4.13 (brs, 1 H), 4.22 (brs, 2 H), 7.43-7.62 (m. 3 H), 7.91 (dd, J = 7.5, 1.6 Hz, 1 H). 
8.09 (d. J= 6.7 Hz, 2 H). 9.37 (brs, 2 H). 12.30-12.70 (m, 1 H), 

Example 13 

M2-[c/s-4-(4-Bromo-2-trmuoromethoxy-benzyl)-amino-cyclohexyl]-Ar^,Af^<iimethyl-5,6J,^^^ 
qulnazoline-2,4-diamlne dihydrochlorlde 

Step A: Synthesis of (2-chioro-5,6,7,8-tetrahydro-quinazDlln-4-yl)-dlmethyi-amlne. 

[0299] To a solution of 2,4-dichioro-5,6,7,8-tetrahydro-quinazolin (7.00 g, 34.6 mmol) in THF (70 mL) was added 
50% aqueous MeNHg (7.77 g, 86.2 mmol). The mixture was stirred at ambient temperature for 2.25 hr. The solution 
was poured into saturated aqueous NaHCOs and the aqueous layer was extracted with CHCis (three times). The 
combined organic layer was dried over MgS04, filtrated, concentrated, and purified by flash chromatography (NH- 
silica, 20% EtOAc in hexane) to give (2-chloro-5,6,7.8-tetrahydro-quinazolin-4-yl)-dimethyl-amine (6.08 g, 83%) as a 
white solid. 

ESI MS m/e 234, M + Na+; ^H NMR (300 MHz, CDCI3) 8 1 .62-1.90 (m. 4 H), 2.59 (t, J=^ 6.0 Hz. 2 H), 2.76 (t, J= 6.6 
Hz, 2 H), 3.06 (s. 6 H). 

Step B: Synthesis of A^(c/s-4-amlno-cyclohexyl)-Ar^,Ar*<llmethyl-5,6J,8-tetrahydro-quinazolin^^ 
[0300] Using the procedure for the step E of example 1 , the title compound was obtained. 

FAB MS m/e 290. M + H+ ; ^H NMR (200 MHz. CDCIg) 5 0.95-1 ,94 (m, 14 H), 2.49 (t. J= 5.9 Hz. 2 H), 2.61 (t, J= 7.0 
Hz, 2 H), 2.72-2.94 (m, 1 H), 2.94 (s. 6 H), 3.89-4.11 (m, 1 H), 4.73 (d, J= 7.5 Hz, 1 H). 

Step C: Synthesis of Af^[c/^4-(4-bromo-2-trittuoromethoxy-benzyO-amino-cyclohexyl]-A/*,A/^-dimethyl- 
5,8,7,8-tetrahydro-qulnazollne-2,4-dlamlne-dlhydrochloride. 

[0301] Using the procedure for the step G of example 1 . the title compound was obtained. 

ESI MS m/e 542. M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 8 1 .57-2.32 (m, 12 H), 2.52-2.60 (m, 2 H), 2.63-2.72 (m, 
2 H). 3.11-3.24 (m. 7 H). 4.12-4.23 (m, 1 H), 4.28 (s. 2 H), 7.41 (d, J= 1 0.4 Hz, 1 H), 7.49 (dd, J=8.2. 1 .9 Hz, 1 H), 8.19 
(d, J=8.4 Hz, 1 H), 8.25 (d, Jt=8.1 Hz, 1 H), 10.02 (brs, 1 H). 12.43 (brs. 1 H). 
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Example 14 

/V2-{c/s.4-[2-(4-Bromo-24rmuoromethoxy-phenyl)-ethylamlno]-cyclohexy^ 6J,8-tetrahydro- 
quinazoline-2,4-ciiamine dl hydrochloride 

Step A: Synthesis of /V^{c/s-4-[2-(4-bromo-2-trlf luororTiethoxy-phenyl)-ethylaminol-cyclohexyl}-iV^^ 
dlmethy|.5,6,7,8-tetrahydro-qulnazollne-2,4-dlamine-dlhydrochlorlde. 

[0302] Using the procedure for the step G of example 1 . the title compound was obtained. 

ESI MS nn/e 556, M (free) + H+; NMR (300 MHz, CDCI3) 5 1 .67-2.32 (m, 12 H), 2.56 (t, J= 5.8 Hz, 2 H), 2.69 (t, J=^ 

6.2 Hz, 2 H), 3.14-3.41 (m. 9 H). 4.13-4.25 (m, 1 H), 7.35-7.44 (m, 2 H), 7.49-7.55. (m, 1 H), 8.20 (d. J= 7.8 Hz, 1 H). 

Example 15 

Af2-{c/94-[(4-Bromo-2-trifIuoromethoxy-benzyl)-amirio-methyl]-cyclohexylh^^ 
5,6,7,8-tetrahydro<|uinazoline-2,4-dlainine dihydrochiorlde 

Step A: Synthesis of [c/s-4-(4-dimethylamino-qulnolln-2-ylamino)-cyclohexylmethyl]-carbamlc acid benzyl 
ester. 

[0303] Using the procedure for the step A of example 11 , the title compound was obtained. 
ESI MS m/e 438, M + H+ ; ^H NMR (300 MHz, CDCI3) 8 1.18-1.39 (m, 2 H), 1.48-1.94 (m, 11 H), 2.49 (t, J = 5.9 Hz, 2 
H). 2.60 (t. J= 6.6 Hz, 2 H), 2.94 (s, 6 H), 3.09 (t, J = 6.1 Hz, 2 H). 4.01-4.13 (m, 1 H), 4.70-4.91 (m, 2 H). 5.09 (s. 2 
H). 7.27-7.39 (m, 5 H). 

Step B: Synthesis of A^{c/s-4-[(4-bromo-2-trifluoromethoxy-benzyl)-amino-methyl]-cyclohexyl}-A^,iV^- 
dimethyl-5,6,7,8-tetrahydR>-quinazoilne-2,4-diamine dihydrochiorlde. 

[0304] Using the procedure for the step E of example 3, the title compound was obtained. 

ESI MS w/e 556, M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 6 1 .46-2.1 7 (m, 12 H). 2.55 (t, J= 5.8 Hz, 2 H), 2.69 (t, J= 
6.1 Hz. 2 H), 2.79-2.92 (m, 2 H), 3.20 (s, 6 H), 4.08-4.18 (m, 1 H), 4.20-4.31 (m, 2 H), 7.43-7.47 (m, 1 H). 7.53 (dd, J= 
8.4, 1.9 Hz, 1 H), 8.16 (d, J= 7.8 Hz, 1 H), 8.22 (d, J=8.4 Hz, 1 H), 10.02 (brs, 2 H), 12.28 (brs, 1 H). 

Example 16 

/V*,W*.DImethyl-A^-{c/s-4-[(2-trlfluoromethoxy.benzyl)-amlno-methyl]K:yclohexyl^ 
qulnazollne-2,4-dlamlne dihydrochiorlde 

Step A: Synthesis of Af*,Ar»-dlmethyl-AP-{c/s-4-[(2-trlfluoromethoxy-benzyl)-amlno-methyn-cyclohexyi}- 
5,6,7,8-tetrahydro-qulnazoline-2.4-dlamine dihydrochiorlde. 

[0305] Using the procedure for the step G of example 1 , the title compound was obtained. 

ESI MS m/e 478, M (free) + H-^ ; ^H NMR (300 MHz, CDCI3) S 1.48-2.15 (m, 13 H), 2.55 (t, J= 5.4 Hz, 2 H), 2.71 (t, J 
= 6.2 Hz, 2 H), 2.77-2.89 (m, 2 H), 3.19 (s, 6 H), 4.10 (brs, 1 H), 4.26-4.37 (m, 2 H), 7.27-7,34 (m, 1 H), 7.36-7.47 (m, 
2 H), 8.15-8.25 (m. 2 H), 9.90 (s, 2 H), 12.52 (s. 1 H). 

Example 17 

/^[cis-4-(4-Bromo-2-trifluoromethoxy4)enzyl)-amino-cyclohexyi]-A^,/V*-dimethyl-pyrlmld 
dihydrochiorlde 

Step A: Synthesis of [cl8-4-(4-bromo-2-trlfluoromethoxy-benzyl)-amino-cyclohexyl]-carbamlc acid tert-butyl 
ester. 

[0306] To a solution of (c/s-4-amino-cyclohexyl)-carbamlc acid tert-butyl ester obtained In step D of example 1 (6.72 
g, 31 .4 mmol) in CHCI3 (67 mL) were added 4-bromo-2-trifluoromethoxybenzaldehyde obtained in step F of example 
1 (8.44 g, 31.4 mmol). acetic acid (1.88 g, 31.3 mmol), and NaBH(0Ac)3 (9.97 g, 47.0 mmol). The reaction mixture 
was stirred at ambient temperature for 4 hr. The reaction was quenched with saturated aqueous NaHCOa the 
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aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, 
concentrated, and purified by flash chromatography (silica gel, 33% EtOAc in hexane) to give [cAs-4-(4-bromo-2-trlf- 
luoromethoxy-benzyl)-amino-cyclohexyl)-carbamic acid tert-butyl ester (10.28 g, 70%) as a pale yellow oil. 
ESI MS m/e 467. M + ; NMR (300 MHz. CDCI3) S 1 .16-1 .78 (m. 17 H), 2.57-2.70 (m. 1 H). 3.62 (brs, 1 H). 3.78 
5 (s, 2 H), 4.6Q (brs. 1 H), 7.34-7.54 (m, 3 H). 

Step B: Synthesis of (2-ch!oro-pyrimldln-4-yl)-dlmethyl-amlne. 

[0307] To a solution of 2,4-dlchloro-pyrimidine (15.0 g. 10.15 mmol) in THF (150 mL) was added 50% aqueous 
10 MeNHa (22.7 g, 25.2 mmol). The mixture was stinred at ambient tennperature for 2 hr. The solution was poured Into 

saturated aqueous NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic 

layer was dried over MgS04, filtrated, concentrated, and purified by flash chromatography (NH-sllica, 20% EtOAc in 

hexane) to give (2-chloro-pyrimldin-4-yl)-dimethyl-amlne (8.66 g, 55 %) as a white solid and (4-chloro-pyrlmidln-2-yl)- 

dimethyl-amine (0.87 g, 6%) as a white solid. 
15 (2-chioro-pyrimidin-4-yl)-dimethyl-amine; 

CI MS m/e 158, M + H*^; NMR (300 MHz, CDCI3) 8 3.12 (s, 6 H). 6.32 (d, J= 6.1 Hz, 1 H), 8.00 (d, J= 6.1 Hz, 1 H). 

(4-chloro-pyrimidin-2-yl)-dimethyl-amine; 

ESI MS m/e 157, M^ ""H NMR (300 MHz, CDCIa) 6 3.21 (s, 6 H), 6.50 (d, J=5.1 Hz. 1 H), 8.18 (d, J=5.1 Hz. 1 H). 

20 step C: Synthesis of A^^[cls-4-(4-bromo-24rlfluoromethoxy-benzyl)-amlno-cyclohexyll-A/*,A**,-dimethyl- 
pyrimldlne-2,4-dlaminedihydrochloride. 

[03081 To a solution of [c/s-4-(4-bromo-2-trlfluoromethoxy-benzylamlno)-cyclohexyl]-carbamic acid tert-butyl ester 
(3.00 g, 6.42 mmol) in EtOAc (30 mL) was added 4 M hydrogen chloride In EtOAc (60 mL). The reaction mixture was 

25 stirred at ambient temperature for 1 hr and concentrated. The residue was allcalized with saturated aqueous NaHCOa. 
The aqueous layer was extracted with CHGI3 (three times). Thecombined organic layer was dried over MgS04, filtrated, 
and concentrated. The above material (466 mg, 1.27 mmol) and (2-chloro-pyrimidin-4-yl)-dimethyl-amine (200 mg, 
1 .27 mmol) in butanol (1 mL) was stirred at 130 °C for 13.5 hr in a sealed tube. The reaction mixture was poured Into 
saturated aqueous NaHCOa and the aqueous layer was extracted with GHCI3 (three times). The combined organic 

30 layer was dried over MgS04, filtrated, concentrated, and purified by medium-pressure liquid chromatography (NH- 
silica, 20% EtOAc in hexane) to give a coloriess oil. To a solution of the above oil In EtOAc (2 mL) was added 4 M 
hydrogen chloride in EtOAc (5 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated. A 
suspension of the residue in EtgO (12 mL) was stinted at ambient tempareture for 1 hr. The precipitate was collected 
by filtration, washed with EtgO. and dried under reduced pressure to /\P-[c/s-4-(4-bromo-2-trifluoromethoxy-benzyl)- 

35 amino-cyclohexyl]-A/*, A/*-dlmethyl-pyrimidine-2,4-diamine dihydrochloride (1 80 mg, 25%) as a white solid. 

ESI MS m/e 488. M (free) + H+; 1H NMR (300 MHz. CDCI3) 8 1 .54-1 .72 (m, 2 H), 2.01-2.29 (m, 6 H), 3.02 (brs. 1 H). 
3 16 (s, 3 H), 3.24 (s, 3 H), 4.13 (brs. 1 H), 4.30 (s, 2 H), 6.02 (d, J = 7.5 Hz. 1 H), 7.40-7.43 (m. 1 H), 7.50 (dd, J=8.4, 
1 .9 Hz. 1 H). 7.99 (d, J= 7.3 Hz. 1 H). 8.26 (d. J= 8.4 Hz, 1 H). 8.57 (d. J= 7.0 Hz, 1 H). 10.25 (s. 2 H). 

40 Example 18 

Af2-{c/s-4-[2-(4-Bromo-24rifluoronriethoxy-phenylHthylaminol-cyclohexyl}-Ar^ 
2,4-diamlne dihydrochloride 

45 step A: Synthesis of [dM-(4-dlmethylamlno-pyrlnildln-2-ylamino)-cyclohexyl]-carbamlc acid ferf-butyl ester. 

[0309] A mixture of (2-chloro-pyrimidin-4-yl)-dimethyl-amine obtained in step B of example 17 (1 .50 g, 9.52 mmol) 
and (c/s4-amino-cyclohexyl)-carbamic acid fert-butyl ester obtained in step D of example 1 (2.24 g. 1 0.5 mmol) in IPA 
(1 .5 mL) was stirred at 130 for 22 hr in a sealed tube. The reaction mixture was poured into saturated aqueous 
50 NaHCOa. and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 
MgS04, filtrated, concentrated, and purified by medium-pressure liquid chromatography (NH-silica, 10% EtOAc in 
hexane) to give [c/s-4-(4-dlmethylaminoi3yrimidin-2-ylamlno)-cyclohexyl]-cartDamic acid tert-butyl ester (1 .34 g. 42%) 
as a white solid. 

ESI MS m/e 358. M + Na+ ; ^H NMR (300 MHz, CDCI3) 8 1.45 (s, 9 H). 1.48 (s, 8 H), 3.03 (s. 6 H). 3.61 (brs, 1 H), 
55 3.89-4.04 (m. 1 H), 4,47-4.63 (m. 1 H),4.77-4.89 (m. 1 H), 5.80 (d. J= 6.1 Hz. 1 H). 7.84 (d, J= 6.1 Hz, 1 H). 



172 



EP1464 335 A2 



Step B: Synthesis of j^(cte-4-amlno-cyclohexyl)-iV^,W<-dlmethyl-pyrlmldlne-2,4-dlamln^ 

[031 0] To a solution of [c/s-4-(4-dimethylamino-pyrlmidin-2-y lamino)-cyclohexy l]-carbamic acid te/t4)Utyl ester (1 .26 
g, 3.76 mmol) in EtOAc (15 mL) was added 4 M hydrogen chloride in EtOAc (15 mL). The reaction nnixture was stinted 
5 at ambient tennperature for 1 hr and concentrated. The residue was alkalized with 1 M aqueous NaOH. The aqueous 
layer was extracted with CHC]^ (six times). The combined organic layer was dried over MgS04, filtrated, and concen- 
trated to give A/2.(c/s-4-amino -cyc!ohexyl)-A/^,/V*-dimethyl-pyrlmldine-2,4-diamine(923 mg, quant.) as a pale yellow oil. 
ESI MS m/e 250. M + H"^; NMR (300 MHz, CDCI3) 5 1.29-1.51 (m. 2 H), 1.61-1.91 (m, 6 H), 2.80-2.92 (m, 1 H), 
3.03 (s, 6 H). 3.96-4.04 (m. 1 H), 4.85-4.98 (m, 1 H), 5.79 (d, J= 6.1 Hz, 1 H). 7.84 (d, J= 6.1 Hz, 1 H). 

10 

Step C: Synthesis of Ap.(c/s-4-[2-(4-bromo-2-trifluoi^n(iethoxy-phenyl)-ethylamlnol<?yclohexylhA^ 
dimethyl-pyrimldlne-2,4-diamine dihydrochlorlde. 

[031 1 ] Using the procedure for the step G of example 1 , the title compound was obtained. 
15 ESI MS m/e 502, M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 5 1 .62-1 .82 (m, 2 H), 1 .97-2.44 (m, 6 H), 3.16 (s, 3 H), 
3.14-3.31 (m. 1 H), 3.25 (s. 3 H), 3.34-3.46 (m, 2 H), 4.18 (brs, 1 H), 6.02 (d. J= 6.8 Hz, 1 H), 7.34-7.43 (m. 2 H), 
7.45-7,52 (m, 1 H), 7.85-7.97 (m, 1 H), 8.49-8.59 (m, 1 H), 9,95 (brs, 2 H). 12.42 (brs, 1H). 

Example 19 

20 

A^{c/s-4-[(4-Bronio-2-trlfluoromethoxy-benzyl)-amlno-nfiethyll-cyclohexyl}-Ar*,/V^ 
2,4^diamlne dihydrochlorlde 

Step A: Synthesis of [c/s-4.(4-dlmethylamlno-pyrinildln-2-ytemlnoy-cyclohexylmethyl]-carbamlc acid benzyl 
25 ester. 

[0312] A mixture of (2-chloro-pyrimldin-4-yl)-dimethyl-amlne obtained In step B of example 1 7 (1 .50 g, 9.52 mmol) 
and c/s-(4-amino-cyclohexylmethyl)-carbamic acid benzyl ester (2.75 g, 1 0.5 mmol) in IPA (1 .5 mL) was stirred at 130 
®C for 22 hr in a sealed tube. The reaction mixture was poured into saturated aqueous NaHCOs, and the aqueous 
30 layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, concen- 
trated, and purified by medium-pressure liquid chromatography (NH-sillca. 10% EtOAc In hexane to EtOAc) to give 
[c/s-4-(4-dimethylaniino-pyrimidin-2-ylamino)-cyclohexylmethyl]-carbamlc acid benzyl ester (816 mg, 22%) as a pale 
yellow oil. 

ESI MS m/e 406, M + Na^ ; ^H NMR (300 MHz, COa^) 8 1 .22-1 .92 (m, 9 H), 3.03 (s, 6 H), 3.11 (t, J= 6.2 Hz, 2 H), 
35 4.02-4.1 5 (m, 1 H), 4.82-4.93 (m, 2 H). 5.10 (s, 2 H), 5.79 (d, J= 6.1 Hz, 1 H), 7.28-7.42 (m, 5 H), 7,83 (d, 6.1 Hz, 1 H). 

Step B: Synthesis of A^(c/s-4-aniilnonnethyl-cyclohexyl)-i^,M^-dlniethyl-pyrlmldine-2,4-dlamine. 

[0313] Using the procedure for the step B of example 7, the title compound was obtained. 
40 ESI MS m/e 250, M + H+ ; ^H NMR (300 MHz. CDCI3) 6 1 .40-1 .88 (m, 9 H), 2.87 (d. J = 5.9 Hz, 2 H), 3.03 (s, 6 H), 
4.11 (brs, 1 H), 5.63 (brs, 1 H), 5.78 (d. J= 6.2 Hz, 1 H), 7.08 (brs. 2 H), 7.82 (d, J= 6.2 Hz, 1 H). 

Step C: Synthesis of f^{c/s-4-[(4-bromo-2-trifluoromettioxy-ben2yl)-amlno-niethyll-cyclohexyl}-A^,W^^ 
dimethyl-pyrimldlne-2,4-dlamlne dihydrochlorlde. 

45 

[0314] Using the procedure for the step G of example 1 , the title compound was obtained. 

ESI MS m/e 502, M (free) + H+; ^H NMR (300 MHz, CDCI3) 5 1 .52-2. (m. 9 H), 2.85 (d, J= 5.8 Hz, 2 H), 3.16 (s, 3 H), 
3.24 (s, 3 H). 4.15-4.30 (m, 3 H), 6.00 (d. J=7.6 Hz. 1 H). 7.43-7.47 (m, 1 H), 7.53 (dd, J= 8.3, 1.9 Hz. 1 H). 7.66 (d, 
J= 7.6 Hz. 1 H), 8.20 (d, J= 8.4 Hz, 1 H). 8.53 (d, J= 7.5 Hz. 1 H), 10.07 (brs, 2 H). 

50 

Example 20-672 

[0315] To a solution of poly(4-vlnylpyridlne) (75 \d.) in CH2CI2 (200 ^iL) were added the amines (30 jimol) as shown 
below in CHgClg (200 \iL) and acid chloride (60 ^mol) in CH2CI2 (200 ^iL) at ambient temperature. After stirring at the 
55 same temperature for 19 hr, the reaction mixture was filtrated and concentrated by a stream of dry N2. To the residue 
were added dry CHgClg (700 \iL) and PSA (300 nL). After the stirring at ambient temperature for 14 hr. the reaction 
mixture was purified by silica gel chromatography (NH-sllica. 50% EtOAc In hexane to EtOAc only) to give the desired 
product. The product was detennined by ESI-MS or APCI-MS. 
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[0316] Wherein the amines are selected from A^-(c/s-4-amino-cyclohexyl)-M, A/*-dimethyl-qulnoline-2,4-diamine ob- 
tained in step B of example 5, A^-(c/s-4-aminomethyl-cyclohexyl)-A/*,A/*-dlmethyl-qulnoiine-2,4-dlamine obtained in 
step B of example 7, A^-(c/s-4-amlnoK:yclohexyl)-A/^,A/*-dimethyl-5,67,84etrahydro-quinazoline-2,4-di^^ obtained 
in step B of example 13, A^-(c/5-4-aminomethylK:yclohexyl)-AA^,Ar^-dimethyl-5,67,8-tetrahydro-quina20line-2,^ 
5 amine obtained in intemiediate of step B of example 15, A^-(ds-4-amino-cycIohexyl)-AA*,A/*-dimethyl-pyrimidine-2,4-di- 
amine obtained in step B of example 18, or A^-(c/s-4-amlnomethyl-cyclohexyl)-A/*,/V*-dimethyl-pyrimidine-2,4-diamine 
obtained in step B of example 19. 

Example 673-1084 

10 

[0317] To a solution of 1 -cyclohexyl-3-methylpolystyrene-carbodiimide (1 50 \iL) in CHgClg (400 \iL) were added the 
amines (30 ^tmol) as shown below in CHgClg (200 \iL) and carboxyllc acid (60 ^mol) In CHgClg (200 jiL) at ambient 
temperature. After stinging at the same temperature for 20 hr, the reaction mixture was filtrated through NH-silica gel, 
concentrated by a stream of dry N2, and purified by silica gel chromatography (silica gel, 2% to 7% 2 M NHg/MeOH in 

15 CHCI3) to give the desired product. The product was detemrjined by ESI-MS or APCI-MS, 

[0318] Wherein the amines are selected from A^-(cfe-4-amino-cyclohexyl)-M, A/*-dimethyi-qulnoiine-2,4-diamine ob- 
tained in step B of example 5, A^-(c/s-4-aminomethyl-cyclohexyl)-A;*,A/*-dimethyl-quinoline-2,4-diamine obtained in 
step B of example 7, AP-(c/s-4-amino-cyclohexyl)-/V*,A^-dimethyl-5,6,7,8-tetrahydro-quinazoiine-2,4-dlamlne obtained 
in step B of example 13, A^-( c/s-4-aminomethyl-cyclohexyl)-AA^,A/*-dlmethyl-6,6,7.8-tetrahydro-quinazoline-2.4-di- 

20 amine obtained in intemnediate of step B of example 15, /\^-(c/s-4-amino-cyclohexyl)-Ar^,W*-dimethyl-pyrimidine-2,4-di- 
amine obtained in step B of example 1 8, or A^-(ds-4-aminomethylK:yclohexyl)-A/*,/V*-dimethyl-pyrimidine-2,4-dlamine 
obtained in step B of example 1 9. 

Example 1085-1446 

25 

-method A- 

[0319] To a solution of the amines (36 ^mol) as shown below in MeOH (200 ^L) were added aromatic aldehyde (30 
jimol) in MeOH (200 ^iL) and AcOH (90 nmol) at ambient temperature. The reaction mixture was stinted at the same 

30 temperature for 1 hr. To the mixture was added NaBHaCN (120 ^mol) in MeOH (200 ^L). After stirring at the same 
temperature for 20 hr, the reaction mixture was concentrated by a stream of dry Ng. The residue was partitionated 
between CHCI3 and 2 M aqueous sodium hydroxide. The aqueous layer was extracted with CHCI3 (600 ^L) and EtOAc 
(300 \iL). The combined organic layers were dried over MgS04, concentrated by a stream of dry N2, and purified by 
silica gel chromatography (silica gel, 2% to 7% 2 M NHg/MeOH in CHCI3) to give the desired product. The product was 

35 detemfilned by ESI-MS or APCI-MS. 

-method B- 

[0320] To a solution of the amines (36 jxmol) as shown below in MeOH (200 |iL) were added aliphatic aldehyde (30 
40 pjnol) in MeOH (200 jiL), AcOH (90 jimol), and NaBHaCN (1 20 ^imol) in MeOH (200 ^L) at ambient temperature. After 
stirring at the same temperature for 20 hr, the reaction mixture was concentrated by a stream of dry Ng. The residue 
was partitionated between CHCI3 and 2 M aqueous sodium hydroxide. The aqueous layer was extracted with CHCIs 
(500 \iL) and EtOAc (300 jiL). The combined organic layers were dried over MgS04, concentrated by a stream of dry 
N2, and purified by silica gel chromatography (silica gel, 2% to 7% 2 M NHg/MeOH In CHCI3) to give the desired product. 
45 The product was determined by ESI-MS or APCI-MS. 

[0321 ] Wherein the amines are selected from A^-(c/s-4-amlno-cyclohexyl)-/V*, AA*-dimethyl-quinollne-2,4-dlamine ob- 
tained in step B of example 5, AP-(c/s-4-aminomethyl-cyclohexyl)-/V*,/V*-dimethyl-quinoline-2,4-diamine obtained in 
step B of example 7, AP-(c/s-4-amino-cyclohexyl)-A^, A/*-dimethyl-5,6,7,8-tetrahydro-quinazollne-2,4-diamine obtained 
in step B of example 13,A^-(c/s-4-amlnomethyl-cyclohexyl)-M,A/*-dlmethyl-5,6,7,8-tetrahydro-qulna2oline-2,4-dl- 
50 amine obtained in intemnediate of step B of example 1 5, A^-(c/s-4-amino-cyclohexyI)-AA*, Af*-dimethyl-pyrimidine-2,4-di- 
amine obtained in step B of example 1 8, or A^-(c/s-4-aminomethyl-cyclohexyl)-AA^, A^-dimethyl-pyrimidine-2,4-diamine 
obtained In step B of example 19. 

Example 1457-1462,1478-1480.1491-1497, and 1510-1512 

[0322] To a solution of the amide product in THF (200 was added 1 M borane-THF complex in THF (300 ^1, 300 
nmol). The mixture was stirred at 80 "C for 1 hr, and concentrated by a stream of dry Ng. To the residue were added 
1 M aqueous HCI (300 ^1) and THF (200 jj). The mixture was stirred at 80 ''C for 1 hr and concentrated by a stream 
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of dry Ng. To the residue was partltionated between CHCI3 and 2 M aqueous sodium hydroxide. The aqueous layer 
was extracted with CHCI3 (300 jiL. twice) and EtOAc (300 \iL). The combined organic layers were dried over MgSO^, 
concentrated by a stream of dry N2, and the purified by silica gel chromatography (silica gel, 2% to 7% 2 M NHg/MeOH 
In CHCI3) to give the desired product. The product was detemiined by ESI-MS or APCI-MS. 

5 

Example 1447-1456, 1463-1477, 1461-1490, 1496-1509, and 1513-1536 

[0323] To a suspension of Dess-Martin periodinane (63 iimol) in CH2CI2 (200 \iL) was added alcohol (35 lamol) in 
CH2CI2 (200 jiL) at ambient temperature, and the reaction mixture was stirred at the same temperature for 18 hr To 

10 the reaction mixture were added amines (36 ^mol) as shown below In MeOH (200 ^L) and AcOH (90 jiL). The mixture 
was stirred at the same temperature for 1 hr, and then NaBH3CN (1 20 ^mol) in MeOH (200 ^L) was added. After stirring 
at the same temperature for 17 hr, the reaction mixture was concentrated by a stream of dry N2. The residue was 
partitlonated between CHCI3 and 2 M aqueous sodium hydroxide. The aqueous layer was extracted with CHCI3 (500 
mL) and EtOAc (300 \iL). The combined organic layers were dried over MgS04, concentrated by a stream of dry N2, 

IS and purified by silica gel chromatography (silica gel, 2% to 7% 2 M NHa^MeOH in CHCI3) to give the desired product. 
The product was determined by ESI-MS or APCI-MS. 

[0324] Wherein the amines are selected from A?-(cis-4-amino-cyclohexyl)-A/*, A/*-dimethyl-quinollne-2,4-diamine ob- 
tained In step B of example 5, A^-(cis-4-aminomethyl-cyclohexyl)-M,A/*-dimethyl-quinoline-2,4-diamlne obtained in 
step B of example 7, A^-(cls-4-amino-cyclohexyl)-AA^. A/*-dimethyl-5,6,7,8-tetrahydro-quinazoline-2,4-diamine obtained 
20 In step B of example 13, /7?-(cis-4-amlnomethyl-cyclohexyl)-/V*,A^-dimethyl-5,6,7,8-tetrahydro-quinazoline-2,4-di- 
amine obtained in intemnediate of step B of example 15, AP-(c/s-4-amlno-cyclohexyl)-A^,/V*-dlmethyl-pyrimldine-2,4-di- 
amine obtained in step B of example 18, or A^-(cis-4-amlnomethyl-cyclohexyl)-W*,/^-dimethyl-pyrimldine-2.4-diamine 
obtained In step B of example 19. 

25 Example 1539-1656 

[0325] To a solution of poly(4-vinylpyridine) (76 \iL) in CH2CI2 (200 \iL) were added the amines (30 ^lmol) as shown 
below in CH2CI2 (200 \xL) and chlorofomnate (60 ^imol) in CH2CI2 (200 \iL) at ambient temperature. After stirring at the 
same temperature for 17 hr, the reaction mixture was filtrated and concentrated by a stream of dry N2. To the residue 
30 were added CH2CI2 (700 nL) and PSA (300 p.L). After the stirring at ambient temperature for 1 9 hr, the reaction mixture 
was filtrated and purified by silica gel chromatography (NH-silIca gel, 20% EtOAc In hexane to EtOAc only, and silica 
gel, 2% to 7% 2 M NHg/MeOH In CHCl^) to give the desired product. The product was detenmlned by ESI-MS or 
APCI-MS. 

[0326] Wherein the amines are selected from /^-(c/s-4-amlno-cyclohexyl-Af*,A/*-dimethyl-quinoline-2,4-diamine ob- 
35 talned In step B of example 5, A^-(c/s-4-aminomethyl-cyclohexyl)-/V*,/V*-dimethyl-qulnoline-2,4-diamlne obtained in 
step B of example 7, A/2.(c/s-4-amino-cyclohexyl)-Af^, A/*-dimethyl-5,6,7,8-tetrahydro-quina2oline-2,4-diamine obtained 
In step B of example 13, A^-(c/s-4-aminomethyl-cyclohexyl)-A^*,A/*-dimethyl-5,6,7,8-tetrahydro-quinazoline-2,4-di- 
amine obtained In Intermediate of step B of example 15, A^-(c/s-4-amlno-cyclohexyl)-A/*,/V*-dlmethyl-pyrimldlne-2,4-di- 
amine obtained in step B of example 1 8, or A^-(c/s-4-amlnomethyl-cyclohexyl)-A/*,A/*-dlmethyl-pyrimldine-2,4-diamine 
40 obtained in step B of example 1 9. 

Example 1659-2496 

[0327] To a solution of amines (30 ^imol) as shown below in DMSO (300 \lL) were added isocyanate or Isothlocyanate 
45 (60 nmol) in DMSO (200 \lL) at ambient temperature. The mixture was stirred at the same temperature for 22 hr. To 
the reaction mixture were added 2 M MeNHg In THF (30 jiL, 60 ^mol) or D-gulcamine (60 \vmo\) In DMSO (200 ^L) at 
ambient temperature. After stin-ing at the same temperature for 20 hr, the reaction mixture was filtrated through a SCX, 
concentrated by a stream of dry N2. and purified by silica gel chromatography (silica gel, 2% to 10% 2 M NHg/MeOH 
In CHCI3) and silica gel chromatography (NH-silIca, 33% to 60% EtOAc in hexane) to give the desired product. The 
50 product was detemiined by ES!-MS or APCI-MS. 

[0328] Wherein the amines are selected from A^-(c/s-4-amino-cyclohexyl)-A;*,/V*-dlmethyl-quinollne-2,4-diamine ob- 
tained in step B of example 5, AP-(c/s-4-aminomethyl-cyclohexyl)-A^,A^-dimethyl-quinoline-2,4-diamine obtained In 
step B of example 7, A^-(c/s-4-amino-cyclohexyl)-M,A/*-dimethyl-5,6.7,8-tetrahydro-quinazoline-2,4-diamine obtained 
in step B of example 13, /\^.(c/s-4-amlnomethyl-cyclohexyl)-/V*,A^-dimethyl-5,6,7,8-tetrahydro-quinazollne-2,4-dl- 
55 amine obtained In Intermediate of step B of example 1 5, /\^-(c/s-4-amino-cyclohexyl)-/V*, A/*-dimethyi-pyrimidine-2,4-di- 
amine obtained In step B of example 18, or A^-(c/s-4-aminomethyl-cyclohexyl)-AA^,/V*-dlmethyl-pyrimidine-2,4-diamine 
obtained in step B of example 19. 
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Ex. No. 


compound name 


MS 


class 


20 


N-(cis-4-{[4-(dlmethylamino)qulnolin-2-yOamlno}cyclohexyl)- 
3-methoxybenzamiGle 


419 (M + H) 


2 


21 


3-bromo-N-(cis-4-{[4-(dimethylamino)qumolin-2-yl]amino} 
cyclohexyObenzamide 


467 (M + H) 


1 


22 


4-bromo-N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amlno} 
cyclohexyObenzamlde 


467 (M + H) 


2 


23 


N-(cis-4-{[4-(dimethylamino)quinolin--2'yl]amino}cyclohexyl)- 
2,1 ,3-benzoxadiazole-5-carboxamide 


431 (M + H) 


1 


24 


3-chloro-N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino} 
cyclohexyl)benzamide 


423 (M + H) 


1 


25 


4-chloro-N-(cls-4-{[4-(dimethylamino)qulnoljn-2-yl]amino} 
cyclohexyl)benzamlde 


423 (M + H) 


1 


26 


{2E)-N-(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amlno}cyclohexyl)- 
3-phenylacrylamide 


416 (M + H) 


3 


27 


4-chloro-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyi)-3-nitrobenzamide 


468 (M + H) 


1 


28 


2-(4-chlorophenyl)-N-(cis-4-{[4-(dimethylamlno)quinolln-2-yl] 
amino}cyclohexyl)acetamide 


437 (M + H) 


3 


29 


3-cyano-N-(cis-4-{[4-(dimethylamlno)qulnolin-2-yl]amino} 
cyclohexyl)benzamide 


414 (M + H) 


2 


30 


3,5-dichloro-N-(cis-4-{[4-(dimethylamino)qulnolln-2-yl]amlno} 
cyclohexyj)benzamide 


457 (M + H) 


2 


31 


3,4-dlchloro-N-(cis-4-{[4-(dlmethylamino)qujnolin-2-yl]amjno} 
cyctohexyl)benzam!de 


457 (M + H) 


1 


32 


N-(cis-4-{[4-(dlmethylamino)qujnolin-2-yl]amino}cyclohexyl)- 
2,2-diphenylacetamide 


479 (M + H) 


2 


33 


N-(cis-44[4-(dimethylamino)qujnolin-2-yl]amino}cyclohe)cyl)- 
3,4-difluorobenzamide 


425 (M + H) 


1 


34 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)- 
3,5-difluorobenzamide 


425 (M + H) 


2 


35 


2-(2,5-dimethoxyphenyl)-N-(cis-4-{[4-(dimethylamino)quinolin- 
2-yl]amlno}cyclohexyl)acetannide 


463 (M + H) 


3 


36 


N-{cjs-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)- 
2-(ethytthio)nicotinamide 


450 (M + H) 


3 


37 


N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amlno}cyclohexyl)- 
4-fluorobenzamlde 


407 (M + H) 


1 


38 


N-(ds-4-{[4-(dlmethylannino)quinolln-2-yl]amjno}cyclohexyl)- 

3-f!uoro-5-(trif!uoromethyl)benzamlde 


475 (M + H) 


2 


39 


2,4-dich(oro-N-(cis-4-{[4-(dimethyIamlno)quinolin-2-yl]amlno) 
cyclohexyl)-5-fluorobenzamide 


475 (M + H) 


3 


40 


N-(cis-4-{[4-(dimethylanilno)quinolin-2-yl]amino}cyclohexyl) 
hexanamide 


383 (M + H) 


3 


41 


N-(cis-4^[4-(dimethylamino)qulnol^n-2-yOamino}cyclohexyl)- 
4-iodobenzamide 


515 (M + H) 


3 
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(continued) 



cji. no. 




MS 


class 


42 


N-(cls-4^[4-(dlmethylamlno)qulnolin-2-yl]amlno}cyclohe)cyl)- 

9.^mAth\/lthtn\nif^ntinamidd 
^'^inoiiiyiuiiu^iiiwwiiiicu iiiuo 


436 (M + H) 


3 


43 


N-(cis-4^[4-(dimethylamino)quinolin-2-y!]a^nlno}cyclohe)cyl)- 

*»~rn6iriyi"w*i 1 III V Will i^oii iiue 


448 (M + H) 


2 


44 


N-(cis-4^[4-(dlmethylaniino)quinolin-2-yl)amino}cyclohexyl)- 

O'lilirOiJci l£al 1 ilUB 


434 (M + H) 


1 


45 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)- 

^-pnenyiaceiariiiuc 


403 (M + H) 


3 


46 


(2R)-N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexy!)- 

^ pncnyiwyi.riupiupcii tcTwciiL^LiAai i nuc 


429 (M + H) 


3 


47 


N-(cis-4^[4-(dimethylamino)quinolln-2-yllamino}cyclohexyl)- 

4 Q KAn'7/\rli/>vnlA.I%w^arKnvaniiHo 
1 |0~DGn£OUlOXOI^w^aiUUAaiiiiuo 


433 (M + H) 


3 


48 


N-(cis-4^[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)- 

^'pnenuAyuuietiiciii iiuo 


447 (M ^- H) 


1 


49 


N-(cis-4^[4-(dimethylamino)qulnolln-2-yl]amino}cyc!ohexyl)- 
^-pnanoxypropanamiae 


433 (M + H) 


1 


50 


N-(cis-4^[4-(dlmethylamino)qulnolln-2-yl]amlno}cyclohexyl)- 
o-meinyiDenzamiue 


403 (M + H) 


1 


51 


N-(cis-4-{[4-(dlmethy!amlno)quinolin-2-yl]amino}cyclohexyl)- 
4-mGinyiDenzaiTiiae 


403 (M + H) 


3 


52 


N-(cis-4^[4-(d{methylamino)quinolin-2-yl]amino)cyclohexyl) 
tni op n 6nG~£'CaruoxEuTii ae 


395 (M + H) 


3 


53 


N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohexyl)- 
^-^^-in iGny 1 ^a^iamiae 


409 (M + H) 


3 


54 


N-(cls-44[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)- 

O /trtfli i/\mmAthnvu\Kon7amiH& 

O'^iriTiuororneinoAy^ijcii^cii 1 iiuc# 


473 (M + H) 


2 


55 


benzyl (cls-4-{[4-(dimethylamlno)qulnolln-2-yl]amino}cyclohexyl) 
carDamaie 


419 (M + H) 


3 


56 


4-nitrobenzyl (cls-44[4-(dimethylamino)quinolln-2-yllamino} 

CyClOnGXy 1 yCaiDeUTlalo 


464 (M + H) 


3 


57 


4-bromo-N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amlno} 

uyuiuncAyl ■iicii lyiuci i^eii i uuc 


481 (M + H) 


1 


58 


N-(cls-44[4-(dimethylamino)qulnolin-2-yl]amlno}cyclohexyl)- 
o'lOuODenzoniiue 


515 (M + H) 


2 


59 


3-chloro-N-(cis-4-{[4-(dimethylamlno)quinolin-2-yllamino} 
cycion6xyi/-^-iiUoruDenzaniiue 


441 (M + H) 


3 


60 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)- 

^,o"QMiUoro-^"rTieinyiuen£aiTiiue 


439 (M + H) 


3 


61 


2-chloro-N-(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino} 
cyclohexyl)-4-fluorobenzamide 


441 (M + H) 


3 


62 


3-chloro-N-(cls-4-{[4-(dimethylamjno)quinolin-2-yl]amino} 
cyclohexyl)-2,4-difluorobenzamide 


459 (M + H) 


2 


63 


N-(cis-4-{[4-{dimethylaniino)quinolin-2-yl]amino}cyclohexyl)- 
2-(phenylthlo)acetamide 


435 (M + H) 


3 
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Ex. No. 


compound name 


MS 


class 


64 


N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohexyl)- 
9-finnra.s-/triflLioromethvhbenzamid6 


475 (M + H) 


3 


65 


N-(ci8-4-({[4-(dlmethylamino)quinolin-2-yl]amino}cyclohGxyl)- 
9-finAro-5-firiflLiorDmethvnbenzamide 


475(M + H) 


3 


66 


^l-(cis-4^[4-(dimethylamino)qul^olin-2-yl]amlno}cyclohexyl)- 

9-nhAn\/lhiitPinamid6 


431 (M + H) 


3 


67 


N-(cls-4-{[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl)- 
9-^'^-mpthoyvDhenvnacGtamid6 


433(M + H) 


3 


68 


N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)- 
p-/d-fluoraDhenvhacetamlde 


421 (M + H) 


3 


69 


N-(cis-4H[4-(dimethylamino)quinolln-2-yllamino}cyclohexyl)- 
9-/A-mpt h n wDhen vh acetam idG 


433 (M + H) 


3 


70 


N-(cis-44[4-(dimethylamino)quinolin-2'yl]amin}cyclohexyl)- 
^-mpth\/l-9-/trif!uoromGthvh-3-fijramldQ 


461 (M + H 


3 


71 


N-(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amino}cyclohexyl)- 

9 R.Himoth\/l-'^-fiiramirlP 
fc,0"Uirneiiiyi w"i uieuiiiue 


407 (M + H) 


1 


72 


N-(cis-4^[4-(dimethyIamino)qulno!in-2-yl]amlno}cyclohexyl)- 


433 (M + H) 


3 


73 


3-chloro-N-(cis-4-{[4-(dlmethylamjno)quinolin-2-yl]amino} 


441 (M + H) 


1 


74 


N-(cis-44[4-(dimethylamlno)qulnolin-2-yl]amlno}cyclohexyl)- 

Q flimrA^.mAth\flh0n70miHA 
0"TiuorU"*r"iTicuiyiuciiteiiiiiuo 


421 (M + H) 


2 


75 


2-cyclopentyl-N-(cis-4-{[4-(dlmethylamino)quinolln-2-yOamino] 


395 (M -1- H) 


3 


76 


N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)- 

*^ (>.Himothny\ihAn7flmirip 
0|9 uifiiciiiuAyudi«iCii 1 iiuo 


449 (M + H) 


1 


77 


4-cyano-N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino} 

uyuiui icAy 1 f uci i^ai i iiuc 


414 (M + H) 


3 


78 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)- 
^ c^-hififtrifluommethx/hbenzamida 


625 (M + H) 


2 


79 


(2E)-N-(cis-4-{[4-(dimethylamlno)qulnolin-2-yl]amino}cyclohexyl)- 

'^•./d-nitrnnhpnvhArrvlnmidfi 

1 nil u^i ici ly iyow»i y lai 1 iivic 


460 (M + H) 


3 


80 


2-(2-bromophenyl)-N-(cis-4-{[4-(dimethylamino)quinolin-2-yll 

Q m i n 1 A h o w 1 ^ n r^otnnn iH A 
oi 1 II 1 iUjuy^iui icAy lyavcicu i iiuo 


481 M + H) 


3 


81 


N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)- 

^_fli mrA.Q-mAtliuiKAn7onniHo 

H'liuoro'O'iTiBUiyiuon^ciiiiiuo 


421 (M + H) 


1 


82 


2-[(difluoromethyl)thlo]-N-(cis-4-{[4-{dimethylamino)quinolin-2-yl] 

all liiiUjwydUi iCAy lyud iz.ai i iiuc 


471 (M + H) 


3 


83 


2,5-djchloro-N-(cls-4-{[4-(dlmethylamino)qulnoIjn-2-yl]amjno) 
cyclohexyl)thiophene-3-carboxamlde 


463 (M + H) 


2 


84 


N-(cls-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)- 
2-(propylthio)nicotinamide 


464 (M + H) 


3 


85 


1 -benzyl-3-tert-butyl-N-(cis-4-[4-(dlmethylamino)quinolin-2-yl) 
amlno}cyclohexyl)-1H-pyrazole-5-carboxamide 


525 (M + H) 


3 
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ex. NO, 


coiiipounu name 


MS 


class 


86 


34ert-butyl-N-(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amino} 

A« •Alaska il\ 4 ■MA'fkkKil A l_l w^k^a^aIa C Map^MvaMnS/^A 

cyclohexyi)- 1 -metnyi- 1 n-pyrazoie-o-carDOxamiae 


449 (M + H) 


3 


87 


{2E)-N-(cls-4-{[4-(dimethylamino)quinoIln-2-yl]amino}cyclohexyl)- 
2-methyl-3-phenylacrylamide 


429 (M + H) 


3 


88 


5-bromo-N-(cis-4-{[4-(dimGthylamino)qulnolin-2-yl]amlno} 
cyclohexyi) nicotinamide 


468 (M + H) 


3 


89 


N-(cis-4-[4-(dimethylannino)quinolin-2-yl]amino}cyclohexyl)- 
2-(1 -naphthyl)acetamide 


453 (M -1- H) 


3 


90 


1-tert-butyl-N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino} 
cyclohexyl)-5-nriethyl-1H-pyrazole-3-carboxamide 


449 (M + H) 


3 


91 


N-{cis-4-{[4-(dimethylamino)quino!in-2-yl]amino}cyclohexyl)- 
1 -ben2othiophene-3-carboxamide 


445 (M + H) 


3 


92 


2-[(cis-4-{[4-(dimethylamlno)quinclln-2-yl]amino}cyclohexyl) 
annino]-2-oxo-1 -phenylethyl acetate 


461 (M + H) 


3 


93 


N-(cls-4^[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
benzamide 


389 (M + H) 


3 


94 


N-(cis-4^[4-(dimethylamlno)quinolln-2-yl]am^no}cyclohexyl)- 
1 -benzothiophene-2-carboxannlde 


445 (M + H) 


3 


95 


2-{ben2yloxy)-N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amlno} 
cyclohexyl)acetamide 


433 (M + H) 


3 


96 


2-(4-cl^lorophenoxy)-N-(cis-4^[4-(dimethylamino)qulno!in-2-yl] 
annino}cyclohexyl)acetamide 


453 (M + H) 


1 


97 


N-(cis-4-{[4-(dlmethylamlno)quinoIin-2-yl]amlno}cyclohexyl) 
cyclohexanecarboxamide 


395 (M + H) 


3 


98 


3-{2-chlorophenyl)-N-(cis-4-{[4-{dimethylamjno)quinolin-2-yl] 
amlno}cyclohexyl)-5-methylisoxazole-4-carboxamide 


504 (M + H) 


1 


99 


1-(4-chlorophenyl)-N-{cis-4-{[4-(dinnethylamino)quinolln-2-yl) 
amino}cyclohexyl)cyclopentanecarboxannide 


491 (M + H) 


2 


100 


3-(2-chloro-6-fluorophenyl)-N-(cjs-4-{[4-(djnnethylamino)quinolin- 
2-ylJamlno}cyclohexyl)-5-nfiethyllsoxazole-4-carboxannide 


522 (M + H) 


1 


101 


3-chloro-N-(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amino} 
cyc!onexyi)-4-(isopropyisuiTonyi;iniopnene-^-carDoxanriiae 


535 (M + H) 


3 


102 


2-chloro-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyi) -4- n itrobenzam ide 


468 (M + H) 


3 


103 


N (c/si -4^[4-(dimethylannlno)quinolin-2-yl]amino}cyclohexyl)- 
1 ,3-dlnriethyl-1 H-pyrazole-5-cart)oxannide 


407 (M + H) 


3 


104 


N-(cls-4-{[4-{dlmethylamino)qujnolin-2-yl]amino}cyclohexyl)- 
3,4-dimethoxybenzamjde 


449 (M + H) 


3 


105 


N-(cis-4-{[4-(dInnethylamino)quinolin-2-yl]annlnolcyclohexyl)- 

o iiuuiuudi£aii iiuc 


407 (M + H) 


2 


106 


N-(cis-4^[4-(dlmethylamino)qulnolln-2-yl]amlno}cyclohexyl)- 
4-fluoro-3-(trifluoromethyl)benzamide 


475 (M + H) 


1 


107 


N-(cls-4-{[4-{dimethylamlno)quinolln-2-yl]amlno}cyclohexyl)- 
5-methyl-2-phenyl-2H-1,2,34riazole-4-carboxannlde 


470 (M + H) 


2 
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CX. NO. 


coTTipouna name 


MS 


class 


108 


N-{cls-4^[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)- 
2 - (4- IT16 1 n oxy p n 9 n oxy j o-n iiroD e nzamiue 


556 (M + H) 


1 


109 


N-(cis-4^[4-(dlmethylam^no)qulnolin-2-yl]amlno}cyclohexyl)- 
1 -napntnamtae 


439 (M + H) 


3 


110 


N-(cls-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclonexyl)- 
2-naphthamide 


439 (M + H) 


3 


111 


N-(cis-4-{[4-(dlmethylamlno)qujnolin-2-yl]amino)cyclohexyl)- 
5-nltro-2-furamide 


424 (M + H) 


1 


112 


N-(cis-4^[4-(dime%lamino)qulnolin-2-yl]amino}cyclohexyl)- 
2-phenoxyacetaiTijde 


419(M-i-H) 


1 


113 


N-(cis-44[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)- 
2-(2-nitropnenoxy)aceiamiae 


464 (M + H) 


3 


114 


N-(cls-4^[4-(dimethylam^no)qulnolin-2-yllamlno}cyclohexyl) 
qu inoxali n6-2 -carboxamide 


441 (M + H) 


2 


115 


N-(cls-4^[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)- 
3 ,4 ,5-tnmetnoxyDenzamia8 


479 (M + H) 


3 


116 


N-(cis-4^[4-(dimethylamlno)qulnolin-2-yl]amlno}cyclohexyl)- 
3-(trmuorometnyl)Denzannide 


457 (M + H) 


3 


117 


N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amlno}cyclohexyl)- 
4-(trlfluoromethyl)benzamlde 


457 (M + H) 


3 


118 


N-(cis-4-[{4-(dimethylamlno)qulnolin-2-yl]amino}cyclohexyl)- 
2-(trifluoromethoxy)benzamide 


473 (M + H) 


3 


119 


4,5-dimethoxy-2-nitrobenzyl (cis-4-{[4-(dimethylamino)quinolin- 
2-yl]amino}cyclohexyl)carbamate 


524 (M + H) 


3 


120 


N-(cis-44[4-(dimethylamino)quinonn-2-yllamino}cyclohexyl)- 
4>phenoxybiitanamide 


447 (M + H) 


3 


121 


2-bromo-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyl)-5-methoxybenzamide 


497 (M + H) 


3 


122 


N-(cis-4-{[4-(dimethylamjno)quinolin-2-yl]amino}cyclohexyl)- 
2-(pentafluorophenoxy)acetamide 


509 (M + H) 


3 


123 


2-(3,4-dlmethoxyphenyl)-N-(cls-4-{[4-(dimethylamlno)quinolln- 
2-yi]amino}cyciohexyl)acetaniide 


463 (M + H) 


3 


124 


N-(cis-4-{[4-{dimethylamino)qulnolin-2-yl]amino}cyclohexyl)- 
2,3,4-trifluorobenzamide 


443 (M + H) 


3 


125 


N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl) 
cyclopentanacarboxamido 


381 (M + H) 


3 


126 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)- 
2,4-diTluorobenzamiae 


425 (M+ H) 


3 


127 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)- 
3-nh enx/lD rooan ain ide 


417 (M + H) 


3 


128 


N-(cis-4-{[4-(dimethylamino)quinoIin-2-yl]amlno}cyclohexyl)- 
2,3,4,5-tetrafluorobenzamide 


461 (M + H) 


3 


129 


N-(cis-4-{[4-(dimethylamino)quinolln-2-yl)amino}cyclohexyl)- 
2-ethoxy-1 -naphthamide 


483 (M + H) 


3 
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Py Nn 
CA. no. 


WWIIIIvWMIIM ivmiiw 


MS 


class 


130 


N-(cls-4^[4-(dime%lamino)quinolln-2-yllamino}cyclohexyl)- 

o Q. A K. ft nantafil inmhon7nmiHA 
,^,9, D~p6nioi iUUi uuon^ai 1 iiuci 


479 (M + H) 


3 


131 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohe)cyl)- 


489 (M + H) 


3 


132 


3.4,5-trichloro-N-(cis-4-{[4-(dlmethylamlno)quinolin-2-yOamino} 
cycionexyijiniopnene-^-carDoxarTiiue 


497 (M + H) 


3 


133 


2-(3-chlorophenoxy)-N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl] 
ami nojcycio n exy i ; aceiam i □ e 


453 (M + H) 


1 


134 


3-(2,6-dichlorophenyl)-N-(cis-4-{[4-(dlmethylamino)quinolln-2-yl] 
arnino/cycionsxyi/ o rncinyiioWAc^ uwAan 


538 (M + H) 


1 


135 


N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)- 
£*pn6noxy n icoiincuTiiQe 


482 (M + H) 


1 


136 


N-(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)- 
^-^pn6nyiinio/nicoiinarTiiue 


498 (M + H) 


3 


137 


N-(cls-4^[4-(dlmethylarriino)quinolin-2-yl]amino}cyclohexyl)- 
2-(4-rn©inyipnenoxyynicoiinarTiiae 


496 (M + H) 


1 


138 


N-(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amlno}cyclohexyl)- 
4-[(uipropyiamino/SUiTonyijuenzamiae 


552 (M 4-H) 


3 


139 


2-(4-chlorophenoxy)-N-(cls-4-{[4-(dlmethyIamino)quinolln-2-yll 
arninojcycionexy 1 /-^-rneiny ipropari or i nue 


481 (M + H) 


3 


140 


5-(4-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)quinoIin-2-yl] 

f^iwsi A%fi>4i/-kU Av%tl\ o /trif li i/\mm AthulN-Q.fi irannlriA 

arnino]cycionexyi}-fc-\iriTiuoromeinyi/"o-iu 


557 (M + H) 


3 


141 


2-(2,3-djhydro-1-benzofuran-5-yl)-N-(cis-4-{[4-(dimethylamino) 
Guinoiin-2-yijamino]cycionexyi;-i ,o-iniazuie-*f-uHruwAaiiuuo 


514 (M + H) 


3 


142 


3-tert-butyl-1-(2,4-dlchlorobenzyl)-N-(cis-4-{[4-{dimethylamlno} 
quinoiin-z*yijaiTiino/cycion8xyi/-in-pyr<izuie o-^ar uuAtii i uuc 


593 (M + H) 


3 


143 


6-chloro-N-(cis-4-{[4-{dimethylamino)quinolln-2-yl]amino} 
^ycionexyi/-^nKjnrornene-o-uaruoAann 


477 (M + H) 


3 


144 


3-chloro-N-(cis-4-{[4-(dlmethyIamlno)quinolin-2-yl]amino} 

/frrSf li mmnnAtKAV%AKAn7anniHA 

cycionsxy 1 /"^* (,iriTi u 0 rornet no xy /uB nit 


507 (M + H) 


3 


146 


N-(cis-4^[4-(dimethylamino)qulnolln-2-yl]arnlno}cyclohexyl)- 

O TiA mAth\<l O nvrk.9M.r^hmmAn-ft-vnny\flflf^^tAmide 
^-ll«f-nriBLnyi"t UAO'^n*OiiiUii itsi 1 o yiyUAyjaVirCiaiiiiuc 


501 (M + H) 


3 


146 


N-(cis-4^[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl)- 

o /o 4^kiArt%<l\ 4 O tKiQ*ynlA-A_r*arhnyanniHA 

^-^^-iniGnyij- 1 ,o inici^oie~*r"UiaiuuAaiiiiu«* 


478 (M + H) 


1 


147 


N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yllamino}cyclohexyl) 
rnGinyij'O-meinoxyuenzamiae 


433 (M + H) 


3 


148 


3-bromo-N-[(cls-4-{[4-(dimethylamino)quinolin-2-yl]amlno} 
cy c 10 n e xy 1 / mei ny 1 J D e n z am 1 ue 


481 (M + H) 


3 


149 


4-bromo-N-[{cis-4^[4-(dimethylamino)qulnolln-2-yllamino} 
cyclohexyl)methyl]benzamide 


481 (M + H) 


3 


150 


N-[(cis-4-({[4-(dlmethylamino)quinolin-2-yl]amlno}cyclohexyl) 
methyl]-2,1,3-benzoxadjazole-5-carboxamide 


446 (M + H) 


3 


151 


3-chloro-N-[{cls-4-{[4-(dimethylammo)quinolin-2-yllamino} 
cyclohexyl)methyQbenzamide 


437 (M + H) 


3 
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Ex No 


coiriDound name 


MS 


class 


152 


4-chloro-N-{(cis-4-{[4-(dimethylamlno)qulnolin-2-yllamino} 

r^v#^lr>hoy\/nmoth\/t1hAn7Amido 
cycioneAy 1 yri it^ii lyijuai i^eu i iiue 


437 (M + H) 


3 


153 


(2E)-N-[(cls-4H[4-(dimethylamlno)quinolin-2-yl]amino}cyctohe)cyl) 

rneinyij"0"prieiiyieiwi y lai i iiue 


429 (M + H) 


3 


154 


4-chloro-N-[(cis-4-{I4-(dimethylamlno)qulnolin-2-yl]amlno} 
cycionBxy 1 jrneiny ij^o-r iiii uuei licu i nue 


482 (M + H) 


3 


155 


2-(4-chlorophenyl)-N-[(cis-4-{[4-(dimethyIamlno)qulnolin-2-y!] 

aminojcycioneAyiyi iiuu lytjai'Ciai i nuc 


451 (M + H) 


3 


156 


3-cyano-N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino} 
cycionexyi^rneinyijDen^arTiiue 


428 (M + H) 


3 


157 


3,5-dichloro-N-[(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cycionexyi/rneinyijoBn^aniiue 


471 (M + H) 


3 


158 


3,4-dlchloro-N-[(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino} 
cycionexy I ^rrieinyijuer i^eu i iiut? 


471 (M + H) 


3 


159 


N-[(cis-4-{[4-(dimethy!amlno)quinolin-2-yl]amino}cyclohe>cyl) 

rneinyij'fc,^ uipnenyiaueieuiiiuw 


493 (M + H) 


2 


160 


N-[(cls-4-{[4-(dimethylamino)qulnoHn-2-yl]amlno}cyclohexyl) 
rnQinyij'0|4~uiTiuoroDenzeuTiiuc 


439 (M + H) 


3 


161 


N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl) 
m6inyij"0,o ainuoroijeiizaiinue 


439 (M + H) 


3 


162 


2-(2,5-dimethoxyphenyl)-N-[(cis-4^[4-(dlmethylamlno)qulnolin- 
^-yijarninojcycion©xyiyrneinyijawra^ 


477 (M + H) 


3 


163 


N-[(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl) 
mBinyij-^-^einyiinioyniuuiiiiaiiiiuo 


464 (M + H) 


3 


164 


N-[(cis-4-{[4-(djmethylamino)quinolin-2-yl]amino}cyclohexyl) 
mGiny 1 J"**~Ti uo roDenzdiTiiue 


421 (M + H) 


3 


165 


N-[(cis-4-{[4-(dlmethylamino)quinoIln-2-yl]amino)cyclohexyl) 

rrtAfhtfil fli lnrr^.'^-/trifll inmm^th\lhhpn7amidp 
niSinyiJ"*? IIUOiO O^u lilUwi Ul i icii lyi^uci i£.ai i nu^ 


489 (M + H) 


3 


166 


2,4-dlchloro-N-[{cis-4-{[4-(dlmethylamino)qulnolin-2-yl]aminol 
cycioncxyi /rncinyij w~i lu wiuuci i^cii ■ iiuo 


489 (M + H) 


3 


167 


N-[(cls-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl) 

mAtHv/HhAvansmirfp 

rnGinyijneAcariciiiiiuc 


397 (M + H) 


3 


168 


N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl)amino}cyclohexyl) 


529 (M + H) 


3 


169 


N-[(cls-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 

mathifn.9.fmoth\/lthin^ninotinsimldfi 
rn8inyij"fc"\rnisuiy III iiu/MRirwiii loi iiiuc? 


450 (M + H) 


3 


170 


N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 

mathwII-A.mpthul-'^-nitrnhpnyamids 
rnsinyij *T"iii5Siiiyi w 1 mi tz.cu i nuc 


462 (M + H) 


3 


171 


N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
methyO-3-nitrobenzamide 


448 (M + H) 


3 


172 


N-[(cis-4-{[4-(dlmethylamlno)quinolln-2-y!]amino}cycIohexyl) 
methyl]-2-phenyIacetamlde 


417 (M + H) 


3 


173 


(2R)-N^(ds-4^[4-(dlmethylamino}qulnolm-2-yl]amino}cyclohexy!) 
methyl]-2-phenylcyclopropanecarboxamlde 


443 (M + H) 


3 



182 



EP1 464 335 A2 



(continued) 



Pv No 


compound name 


MS 


class 


174 


N-[{cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
mpth\/l1-1 S-ben7odioxole-5-carfooxamid8 


447 (M + H) 


3 


175 


N-[(cis-4-{[4-(dlmethylamlno)qulnolin-2-yl]amlno}cyclohexyl) 

mot h\/l1«9«nh onnvxih 1 ltd n ami fl A 


461 (M + H) 


3 


176 


N-[(cls-4-{[4-(dlmethylamino)qulnolln-2-yl]amlno}cyclohexyl) 
rneiny ij~t*pnenuAypi uptii lai i iiuc? 


447 (M + H) 


3 


177 


N-[(cis-4-{[4-(dimethylamino)qulnolln-2-yl]amino)cyclohexyl) 

mQth\#n_'5-mcith\/lhon'7nmlHp 

rnsinyij o u icjii ly lucf iz.ai i iiuc 


417 (M + H) 


3 


178 


N-[(cjs-4-{[4-(dlmethylamino)qulnolin-2-yl]amlno}cyclohexyl) 
mSi ny 1 ^ "*f"rTi 6 1 ny 1 jD e n ^ aiTi 1 ue 


417 (M + H) 


3 


179 


N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyc!ohe)(yl) 

m Atht jilfK i Anh An A-9- AO rH AV £inni Ho 

iTiciny 1 Jin lopn cn 6~c~ccii uu aoi i n uc 


409 (M + H) 


3 


180 


N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohe>(yl) 

rviathifll-O-fO-thiomfnoAatamiHo 

rneinyij~fc"^^'inienyi^aut#iaiiiiuw 


423 (M + H) 


3 


181 


N-[(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl) 

pw«/«fhtfi\ Q /f rrf li 1 ArAnnAtHAV\f\Kan7amiHo 

mGinyij-o-^irriiuororneinoAy^uBnta 


487 (M + H) 


3 


182 


[4-{4-Dlmethylamino-quinolin-2-ylamino)K:yclohexylmethyl]- 
caiDamic aciQ oenzyi esier 


433 (M + H) 


3 


183 


[4-(4-Dlmethylamino-quinolin-2-ylamino)-cyclohexylmethyl]- 
carDamic acia 4-niiro-Denzyi esier 


478 (M + H) 


3 


184 


4-bromo-N-[(cis-4-{[4-(dlmethylamino)quinolin-2-yllaminol 

Av\«lm«AtK%<ll Q mAtKuflKian^omiHo 

cy CI 0 n exy 1 meiny 1 j-o-meinyijDB nzamiue 


495 (M + H) 


3 


185 


N-[(cis-4-{[4-{dimethylamjno)quinolln-2-yl]amlno}cyclohexyl) 
rn©inyij-o-iouOD9nzamiae 


529 (M + H) 


3 


186 


3-chloro-N-[(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino} 

jmIkW Aw««|\w«Athifri O f li 1 ArAl^an7anniHo 

cycio n exy 1 jmeiny 1 j-c-Tiu 0 lODenzami a e 


466 (M + H) 


3 


187 


N-[(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl) 
rnGinyij-c,o-QiTiuoro-'i--rneinyiuBnzarn 


453 (M + H) 


3 


188 


2-chloro-N-{(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 

A«*AlMl«A«#»«t\M^Atht«n A^Jttt ■ ATAKAnvflnniHo 

cycion exy 1 ^meiny i j-*f-Tiu o roDenzamia e 


465 (M + H) 


3 


189 


3-chloro-N^(clS-4-{[4-(dimethylamino)qulnolin-2-yl]ammo} 

j^«/^iiNkAv«fl\mathwi1.0 A.Htfli iArAKon7amiHo 

cycionexyi/rneinyij*fc,H-uiiiuuiuueii£an 


473 (M + H) 


3 


190 


N-[(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 

■vHA+t^i^ll O /nKAnultKiA\aAafronniHo 

nieTnyij-t-vpnenyitniojaceiarTiiue 


449 (M + H) 


3 


191 


N-[(cis-4-{[4-{dlmethylamlno)qulnolin-2-yl]amino}cyclohexyl) 

■w«A«i*k<l1 o fliiArA O /trifli iArAnnothunhon70miHo 

rTieinyiJ*fc"nuoro-o-^inTiuoronieinyi^uBn 


489 (M + H) 


3 


192 


N-[(cls-4-{[4-{dimethy!amino)quinolln-2-yl]amjno}cyclohexyl)- 

mA-fkt«il o fli lATA /trtfli iArAnnothwl^HAn7£imiHp 

iTieinyij*^-Tiuoro-o-^uiiiuoioiiicuiyiyuci 


489 (M + H) 


3 


193 


N-[(cls-4-{[4-(dimethylamlno)qulnolln-2-yllamino}cyclohexyl) 

methyl]-2-phenylbutanamide 


445 (M + H) 


3 


194 


N-[(cis-4'{[4-(dlmethylamino)qulnolin-2-yl]amino}cyclohexyl) 
methyl]-2-(3-methoxyphenyl)acetamide 


447 (M + H) 


3 


195 


N-[(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyQ-2-(4-fluorophenyl)acetamlde 


435 (M + H) 


3 
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CX. NO. 


compound name 


MS 


class 


196 


N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
methyl]-2-(4-methoxyphenyl)acetamide 


447 (M + H) 


3 


197 


N-[(cis-4^[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyQ-5-metnyl-2-(tmluofDmethyl}-3-iUFamiae 


476 (M -f- H) 


3 


198 


N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
methyl]-2,5-dimethyl-3-furamlde 


421 (M + H) 


3 


199 


N-[(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amlno}cyclohexyl) 
methyl]-2-ethoxybenzamide 


447 (M + H) 


3 


200 


3-chloro-N-[{cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno} 
cyclohexyl)methyl]-4-fluorobenzamjde 


455 (M + H) 


3 


201 


N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyl]-3-fluoro-4-methylbenzamide 


435 (M + H) 


3 


202 


2-cyclopentyl-N-[(cis-4-{[4-(dimethylamino)quinolin-2-ylJamlno} 
cyclohexyl)methyl]acetamide 


409 (M + H) 


3 


203 


N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
methyl]-3,5-dimethoxybenzamlde 


463 (M + H) 


3 


204 


4-cyano-N-5[(cis-4-{[4-(dimethylamino)quinolln-2-ylJamino} 
cyclohexyl)methyl]benzamide 


428 (M + H) 


3 


205 


N-[(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl) 
methyl]-3,5-bis(trrfluoromethyl)benzamlde 


539 (M + H) 


3 


206 


(2E)-N-[(cis-4^[4-(dimethylamlno)quinoIin-2-yl]amino)cyclohexy!) 

methyl]-3-(4-nitrophenyl)acrylamide 


474 (M + H) 


2 


207 


2-(2-bromophenyl)-N-[(cis-4-{[4-(dlmethylamlno)qulnolin-2-ylI 
amino}cyclohexy!)methyl]acetamide 


495 (M + H) 


3 


208 


N-[(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amino}cycIohexyl) 
methyl]-4-fluoro-3-methylbenzamide 


436 (M + H) 


3 


209 


2-t(drfluoromethyl)thlo]-N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl] 
amlno}cyclohexyl)methyl]benzamide 


485 (M + H) 


3 


210 


2,5-dlchloro-N-[(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyi}methyl]thiophene-3-carboxamide 


477 (M + H) 


3 


211 


N-[(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amlno}cyclohexyl) 
methyl]-2-(propylthio)nlcotinamlde 


478 (M + H) 


3 


212 


1-benzyl-3-tert4DUtyl-N-[(cis-4^[4-(dlmethylamino)quinolin-2-yl] 
amino}cyclohexyl)methyl]-1H-pyrazole-5-carboxamide 


539 (M + H) 


3 


213 


3-tert-butyl-N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyl)methyl]-1 -methyl-1 H-pyrazole-5-carboxamide 


463 (M + H) 


3 


214 


(2E)-N-[(cis-4-{[4-(dlmethylamlno)qujnolin-2-yl]amlno}cyclohexyl) 
methyl]-2-methy!-3-phenylacrylamlde 


443 (M + H) 


3 


215 


5-bromo-N-[(cls-4-{[4-(dlmethylamino)qulnolin-2-yl]amino} 

^*\/^^l/^hov^/l^moth\/^l n ir^r^ti nsj m iHq 
uyU'iUi \ KiAy\ji iicLi lyiji 1 ioulii idi i iiuc 


482 (M + H) 


3 


216 


N-[(cis-4-{[4-(dimethylamino)quinolln-2-yl]amlno)cyclohexyl) 
methyl]-2-(1 -naphthyl)acetamide 


467 (M + H) 


3 


217 


1-tert-butyl-N-[{cis-4^[4-(dlmethylamlno)quinolin-2-yl]amino} 
cyclohexyl)methyl]-5-methyl-1H-pyrazole-3-cart)oxamlde 


463 (M + H) 


3 
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compound name 


MS 


class 


218 


N-[(cis-4-{[4-(dimethylamino)quinoIin-2-yl]amino}cyclohexyl) 
methyl]- 1-benzothiophene-3-cart)oxamicie 


459 (M + H) 


3 


219 


N-[(cis-4-{[4-(dimethylamino)quinoljn-2-yl]amlno}cyclohexyl) 
metnyijDipnenyi-4-cait)oxamicle 


479 (M + H) 


3 


220 


2-bromo-N-[(cls-4-{[4-(dlmethy!amino)quinolin-2-yl]amino} 
cyclohexyl)methyl]benzamide 


481 (M + H) 


3 


221 


2,6-dlchloro-N-[(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amlno} 
cyelohexyl)methyl]benzamide 


471 (M + H) 


2 


222 


N-[(cjs-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
methyl]*2-iodobenzamlde 


529 (M + H) 


3 


223 


N-[(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amino}cyclohexyl) 
methyl]-2-methylbenzamide 


417 (M + H) 


3 


224 


2,3-dlchloro-N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno} 
cyclohexyi)methyl]benzamlde 


471 (M + H) 


3 


225 


2-chloro-N-[(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino} 
cyclohexyl)methyl]-5-fluorobenzamlde 


455 (M + H) 


3 


226 


N-[(cls-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
methyl]-9-oxo-9H-fluorene-4-carboxamide 


505 (M + H) 


3 


227 


N-[(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl) 
methyl]-2,3,6-tiifluorobenzamide 


457 (M + H) 


3 


228 


N-[(cis-4-{[4-(dimethy(amino)quinolln-2-yl]amlno}cyclohexyl) 
methyl]-2,3-difluorobenzamide 


439 (M + H) 


3 


229 


N-[(cis-4*{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyl]-2,6-djfluorobenzamide 


439 (M + H) 


3 


230 


N-[(cis-4-{[4-(dimethylamlno)qujnolin-2'yl]am}no}cyclohexyl)- 
metnyij-2-nuoro^-(tm 1 uorometny Ijbenzam ide 


489 (M + H) 


3 


231 


N-[(cls-4-{[4-(dimethylamino)qujnolin-2-yl]amino}cyclohexyl) 
metnylJ-2,4,6-tnmethylbenzamide 


445 (M + H) 


1 


232 


2-chloro-N-[(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino} 
cyclohexyt)methyl]-6-ftuorobenzamide 


455 (M + H) 


3 


233 


2,4,6-trichloro-N-[{cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino} 
cyclohexyt)methyi]benzamide 


505 (M + H) 


1 


234 


(2E)-3-(2-chlorophenyl)-N-[(cis-4-{[4-(dlmethylamlno)qulnolin- 
2-yl]amino}cyclohexyl)methyl]acfylamlde 


463 (M + H) 


2 


235 


6-chloro-N-[(cls-4-{[4-(dimethylamlno)quinolin-2-yl]amlno} 
cyclohexy))methyl]-2'fluoro-3-methylbenzamide 


469 (M + H) 


3 


236 


2-chloro-N-[(cls-4-{[4-(dlmethylamino)quinolin-2-yl]amino} 
cyciohexyl)methyl]-3,6-difluorobenzamide 


473 (M + H) 


3 


237 


N-[(cls-4-{[4-(dimethylamino)qulnolln-2-yl]amlno}cyclohexyl) 

mpthull-P 'l-Himpthv/lhpn^jimiHo 


431 (M + H) 


3 


238 


N-(cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)- 
3-methoxybenzamide 


370 (M + H) 


2 


239 


3-bromo-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amjno} 
cyclohexyl)benzamide 


418 (M + H) 


1 
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MS 
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240 


4-bramo-N-(cls-4-{[4-(dimethylamino)pyrlmidin-2-yl]arnino} 
cyclohexyl)benzamide 


418 (M + H) 


3 


241 


N-(cls-44[4-(dimethylamlno)pyrimidin'2-yllamino}cyclohexyl)- 
2,1 ,3-Denzoxaaiazoie-o-carDOxamiae 


382 (M + H) 


1 


242 


3K;hloro-N-(cis-4-{[4-(dimethylamino)pyrimklln-2-yl]amlno} 
cyclohexyl)benzamlde 


374 (1^ + H) 


1 


243 


4-chloro-N-(cls-4-{[4-(dlmethylamino)pyrlmidin-2-yl]amlno} 
cyclohexyl)benzamide 


374 (M + H) 


2 


244 


(2E)-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)-3-phenylacrylamide 


366 (hA + H) 


3 


245 


4H:hloro-N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)-3-nitrobenzannide 


419 (M + H) 


1 


246 


2-(4-chlorophenyl)-N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl] 
ami no}cyclohexy t)acetam ide 


388 (M + H) 


3 


247 


3-cyano-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)benzamide 


365 (M + H) 


3 


248 


3,5-dlchloro-N-(cls-4-{[4-(dlmethylamlno)pyrimldin-2-yl]amino} 
cycloh exy l)benzamide 


408 (M + H) 


1 


249 


3,4-dlchloro-N-(cis-4-{[4-(dimethylamino)pyrlmldin-2-yl]amlno} 
cyclohexyl)benzamide 


408 (M + H) 


1 


250 


N-(cis-4{[4-(dimethylamino)pyrimidin-2-yllamino}cyclohexyI)- 
2,2-diphenylacetannide 


430 (M + H) 


2 


251 


N-(cis-4^[4-(dlmethylamino)pyrimidin-2-yl]amino)cyclohexyl)- 
3,4-difluorobenzamide 


376 (M + H) 


1 


252 


N-(cls-44[4-(dlmethylammo)pyrimldln-2-yl]amlno}cyclohexyl)- 
3 ,5-dif 1 uorobenzami de 


376 (M + H) 


2 


253 


2-(2,5-dimethoxypheny!)-N-{cls-4-{[4-(dimGthylamino)pyrimidin- 
2-yl]amino}cyclohexyl)acetamide 


414 (M + H) 


3 


254 


N-(cis-4^[4-(dimethylarnino)pyrimidin-2-yl]amino}cyclohexyl)- 
2-(ethy Ith i o) n icot inam ide 


401 (M + H) 


3 


255 


N-(cis-4^[4-(dime%iamino)pyrimidin-2-yl]amino}cycloliexyl)- 
4-fluorobenzamide 


358 (M + H) 


3 


256 


N-(cis-4^[4-(dlmethylamino)pyrimldin-2-yi]amino}cyclohexyl)- 
3-fluoro-5-(trlfluoromethyl)benzamjde 


426 (M + H) 


2 


257 


2,4-dichloro-N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino} 
cyclohexyl)-'5-fiuorobenzamlde 


426 (M + H) 


3 


258 


N-(cls-4^[4-(dlmethylamino)pyrimidin-2-yi]amino}cyclohexyl) 
hexanamide 


334 (M + H) 


3 


269 


N-(cls-44[4-(dimethylamino)pyrirnldin-2-yl]amlno}cyclohexyl)- 

*T lUUUUCI liLOi i liUC 


466 (M + H) 


3 


260 


N-(cis-4^[4-{dimethylamino)pyrimldin-2-yl]arnino}cyciohexyi)- 
2-(methylthio)nlcotinamide 


387 (M + H) 


3 


261 


N-(cis-4^[4-(dimethylamino)pyrimidin-2-yi]amino}cyclohexyl)- 
4-methyi-3-nitrobenzamide 


399 (M + H) 


2 
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compound name 


MS 


class 


262 


N-(cls-4-{[4-(dimethylamino)pyrimidln-2-yl]amlno}cyclohexyl)- 
3-nitrobenzamlde 


38i5 (M + H) 


1 


263 


N-(cis-4^[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)- 
2-phenylacetamide 


354 (M + H) 


3 


264 


(2R)-N-(cls-4-{[4-(dimethylamino)pyrlmldln-2-yl]amlno} 
cyclohexyl)-2-phenylcyclopropanecarboxamide 


380 (M + H) 


3 


265 


N-{cis-4^(4-(dimethylamlno)pyrimld{n-2-ylJamino}cyclohexyl)- 
1 ,3-benzodioxole-5-carboxamide 


384 (M + H) 


3 


266 


N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)- 
2-phenoxybutanamlde 


398 (M + H) 


2 


267 


N-(cls-4-{[4-(dlmethylamino)pyrimjdin-2-yl]amino}cyc!ohexyl)- 
2-phenoxypropanamide 


384 (M + H) 


3 


268 


N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)- 
3-methylbenzamide 


354 (M + H) 


2 


269 


N-(cfs-4-{[4-(dimethylamino)pyi1midin-2-yI]amino}cyclohexyl)- 
4-methylbenzamide 


354 (M + H) 


3 


270 


N-(cls-4^[4-(dimethylamlno)pyrimldln-2-yl]amlno}cyclohexyl) 
thiophene-2-carboxamide 


346 (M+H) 


3 


271 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 
2-(2-thienyl)acetamide 


360 (M + H) 


3 


272 


N-(cis-4-{[4-(dimethyIanzlno)pyrlmldln-2-y!]amino}cyclohexyl)- 
3-(trlfluoromethoxy)benzamide 


424 (M + H) 


1 


273 


[4-(4-Dimethylamlno-pyrimidin-2-ylamino)-cyclohexyl]-carbamic 
acid benzyl ester 


370 (M + H) 


3 


274 


[(4 (4 Dimethyiamino-pyrimidin-2-ylamino)-cyclohexyl]-carbamic 
acid 4-nitro-benzyl ester 


415 (M + H) 


3 


275 


4-bromo-N-(cls-4-{[4-(dimethylamlno)pyrimldin-2-yl]amino} 
cyclohexyl)-3-methylbenzamide 


432 (M + H) 


1 


276 


N-(cis-4-{[4-(dimethylamino)pyrimidin'2-yl]amino)cyciohexyl)- 
3-iodobenzamide 


466 (M + H) 


1 


277 


3-chloro-N-(ci8-4-{[4-(dimethylamino)pyrimidin-2-yl]afnino} 
cyclohexyl)-2-fluorobenzamlde 


392 (M + H) 


3 


278 


N-(cls-4-{[4-(dimethylamlno)pyrlmidin-2-yl]amino]cyclohexyl)- 
2,3-difluoro-4-methylbenzamide 


390 (M + H) 


3 


279 


2-chloro-N-(cis-4-{[4-(dimethylamino)pyrjmidin-2-yl]amjno} 
cyclohexyi)-4-fluorobenzamtde 


392 (M + H) 


3 


280 


3-chIoro-N-(cis-4-{[4-(djmethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)-2,4-dlfluorobenzamide 


410 (M + H) 


3 


281 


N-(cis-44[4-(dimethylarnjno)pyrimldln-2-yl]amino}cyclohexyl)- 
2-(pnenyitni0;acetamiae 


386 (M + H) 


3 


282 


N-(cis-4-{[4-(dimethylamino)pyrimldjn-2-yl]amino}cyclohexyl)- 
2-fluoro-3-(trifluoromethyl)benzamide 


426 (M + H) 


3 


283 


N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 
2-fluorO'5*(trif}uoromethyl)benzamide 


426 (M + H) 


3 
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Ex. No. 


compound name 


MS 


class 


284 


N-{cis-4^[4-(dlmethylamtno)pyrimidin-2-yl]amlno}cyclohexyl)- 
2-D h on vibutan am Ida 


382 (M + H) 


3 


285 


N-(c^s-4^[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohGxyl)- 
2-f3-methoxvDhenvhacetamide 


384 (M + H) 


3 


286 


N-(cls-4-{[4-(dlmethyIamino)pyrimidin-2-yl]amino}cyclohexyl)- 
2-/4-ftuoroDhenvhacetamidB 


372 (M + H) 


3 


287 


N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)- 
2- /4-meth oxvoh a n vh acetam ide 


384 (M + H) 


3 


288 


N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)- 
5-methvl-2-ftrifliJoromethvh-3-fLiramide 


412 (M + H) 


3 


289 


N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amlno}cyclohexyl)- 


358 (M + H) 


2 


290 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 


384 (M + H) 


3 


291 


3-chloro-N-(cls-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino} 

oywiuiiCAyi^^r iiuwi wudt^ciiiiivic 


392 (M + H) 


1 


292 


N-(cls-4^[4-(dlmethylam^no)pyrimidin-2-yl]amino}cycIohexyl)- 

-f 1 1 i o ro -^-m^thv 1 be n 7 a m i de 


372 (M + H) 


3 


293 


2-cyclopentyl-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 
p\/rloh6y\/hacetamidfi 

wVwIWI IwAy I^OwvlGU t IIU«7 


346 (M + H) 


3 


294 


N-(cis-4^[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 
S S-dimethox\/ben7amide 

W|W^JII 1 Iw&i IWAjfh/wl I^CU 1 IlUC 


400 (M + H) 


1 


295 


4-cyano-N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino} 


365 (M + H) 


3 


296 


N-(cis-4-{[4-(dimethylamlno)pyrimldln-2-yl]amino)cyclohexyl)- 
3 5-bisftrlfluoromethvhbenzamide 

W|W WlOlkl II IMWI Wl 1 IWhl t y If h/wl I^GU 1 ilWV 


476 (M + H) 


1 


297 


(2E)-N-(cis-4-{[4-(dlmethylamino)pyrimldln-2-yl]amino} 

r\/rlnhpY\/IV3-f4-nitroDhenvhacn/laiTilde 

wywiwiiCAyii w i iili uui iwi ivi jawi y mi i iiu^ 


411 (M + H) 


3 


298 


2-(2-bromophenyl)-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl] 
a mi n nlnnf In h pyvh acpt a m i d e 

Cm I 111 lUJwywIWI ICAyi^ClWdCll 1 liViw 


432 (M + H) 


3 


299 


N-(cls-4-{[4-(dlmethylamino)pyrimldln-2-yl]amlno}cyclohexyl)- 

4-fli!oro-3-rnpth\/lben7amide 

*T iiuwiw w 1 1 iw LI ly 1 wwi i^m 1 II ww 


372 (M + H) 


1 


300 


2-((dlfluoromethyl)thio]-N-(cis-4-{[4-(dimethylamlno)pyrimldm- 

9-\in m i niilc\#doh6 yvhb6n7am ide 

£ yijoii III ivjwywiwi iwAyi^wcFi i&.cu i iivj9 


422 (M + H) 


3 


301 


2,5-dichloro>N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 

c\/plnhpy\/hthioDhpne-3-cafbt)xamidd 

wywiwi i«AyiyLiiiu|^i IC7I ic w wqil/wacii iiiuo 


414 (M + H) 


2 


302 


N-(cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)- 

9-/nmn\/lthio^nicotinamide 
£ Hy / ^ ^^^^^^^^ 


415 (M + H) 


3 


303 


1-benzyl-3-tert-butyl-N-(cls-4-{[4-(dlmethylamino)pyrimldln-2-yl] 
amino}cyclohexyi)-1H-pyrazole-5-carboxamlde 


476 (M + H) 


2 


304 


3-tert-butyl-N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-ylJamino} 
cyclohexyl)-1 -methyl-1 H-pyrazole-5-carboxamide 


400 (M + H) 


3 


305 


(2E)-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl)amjno} 
cyclohexyl)-2-methyt-3-phenylacrylamide 


380 (M + H) 


3 
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wwmpounci nairic 






306 


5-bromo-N-(cis-4-{[4-(dimethylamino)pyrjmidin-2-yl]arriino} 
cyciuneAyi/nicuunaiTiiuD 


419 (M + H) 


3 


307 


N-(ci8-4-{[4-(dimethylamino)pyrimidin-2-yqamino}cyclohexyl)- 
-napninyiyaCGiarniQe 


404 (M 4- H) 


2 


308 


1-tert-butyl-N-(cis-4-{[4-(dlmethylamlno)pyrimldin-2-yI]amlno} 
cyciOnGxyi 7-o*rn6inyr i n*pyrazoi6'on;arDOXamiu6 


400 (M + H) 


3 


309 


N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amlno}cyclohexyl)- 
1 -Denzoiniopneneo-caiDoxamiae 


396 (M + H) 


3 


310 


2-[(cis-4-{[4-(dimethylamlno)pyrimldln-2-yl]amino}cyclohexyl) 
aminoj-fc"Oxo-i -pnenyisinyi acciaic 


412 (M + H) 


3 


311 


N-(cls-4^[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl) 
DGnzarniue 


340 (M + H) 


3 


312 


N-(cis-4^[4-(dimethylamino)pyrimidln-2-yl]amlno}cyclohexyl)- 
1 -benzothlophene-2-carboxamide 


396 (M + H) 


3 


313 


2-(benzyloxy)-N-(cis-4-{[4-(dlmethylamino)pyrimidln-2-yl]amino} 
cycloh 6xy 1) acotanri ide 


384 (M + H) 


3 


314 


2-(4-ch!orophenoxy)-N-(cls-4-{[4-(dimethylamino)pyrimldin-2-yQ 
amlno}cyclohexyl)acetamid6 


404 (M + H) 


1 


315 


N-(cis-4-{[4-(dimethylammo)pyrimidin-2-yl]amino}cyclohexyl) 
cycion6xan6caiDoxaniio6 


346 (M + H) 


3 


316 


3-(2-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl] 
amino}cyclohexyl)-5-methylisoxazole-4-carboxamide 


456(M + H) 


3 


317 


1-(4-chlorophenyl)-N-(cis-4-{[4-(dimethylamlno)pyrimldln-2-yl] 
amino}cyclohexyi)cyclopentanecarboxamide 


442 (M + H) 


2 


318 


3-(2-chloro-6-fluorophenyl)-N-{cjs-4-{[4-(dimethylamino) 

pyrimidin-2-yt]amino}cyclohexyl)-5*methylisoxazole- 

4*carboxarnid6 


473 (M + H) 


2 


319 


3-chloro-N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino} 
cycio hexy 1) -4- ( isop ropy Is u If ony l)th iophsn 6*2-cait)oxain ids 


486 (M + H) 


3 


320 


2-chloro-N-(cis-4-{[4-(dimethylamino)pyrlmldin-2-yl]arnino} 
cycion 6xy 1 ;-*i-n iiroDGnzam iug 


419 (M + H) 


3 


321 


N-(cls-4^[4-(dimGthylamino)pyrimldln-2-yl]amino)cyclohGxyl)- 
1 ,3-dimGthyl-1 H-pyrazol6-5-carboxamldG 


358 (M + H) 


3 


322 


N-(cis-4-{[4-(dimGthylamino)pyrimidin-2-yl]amino}cycloh6xyl)- 
3,4'-djnn6thoxybGnzamid6 


400 (M + H) 


3 


323 


N-(cis-4^[4-(dimethylamino)pyriiTiidin-2-yl]amino}cyclohGxyl)- 
3-fluorob6nzamid6 


358 (M + H) 


3 


324 


N-(cis-4^[4-(dlmethylarnino)pyrimidln-2-yl]amlno}cyclohexyl)- 
4-fluoro-3-(trifluoromethyl)bGnzamldG 


426 (M + H) 


1 


325 


N-(cls-4-{(4-(dimGthylamino)pyrimidin-2-yl]amino)cyclohGxyl)- 


421 (M + H) 


1 


326 


N-(cis-4^[4-(dimGthylamino)pyrimidln-2-yl]amino)cyclohGxyl)- 
2-(4-mGthoxyphcnoxy)-5-nitrobGnzamide 


507 (M + H) 


1 


327 


N-(cis-4^[4-(dimGthylarnino)pyrimidln-2-yl]amlno}cyclohGxyl)- 
1-naphthamidG 


390 (M + H) 


3 
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eomnound name 




class 


328 


N-(cls-44[4-(dime%lamino)pyrimidin-2-yl]aiTilno}cyclohexyl)- 

2-naDhthamide 

& 1 Id^t III IBI 1 IIUv 


390 (M + H) 


3 


329 


N-(cls-4^[4-(dlmethylamino)pyrimidin-2-yl]amlno)cyclohoxyl)- 

5-n it 1 J ra m iri A 
w iiiiiw £ lui annuo 


375 (M + H) 


3 


330 


N-(cis-4^[4-(dinriethylamlno)pyrimldin-2-yOamlno}cyclohexyl)- 

P-nh onnws^ota m ifio 


370 (M + H) 


2 


331 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 

P-^P-nitrnnhpnnY\/\flr'AtamiHp 
^ 1 iiii vj^i Id lUAyyciLrCrLcin ituu 


415 (M + H) 


3 


332 


N-(cis-4^[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 

ni jinnyAiinck^9.^£)rH^y£amiHA 

V^UII lUAdill IC^^aiUl^ACIi lIlUC 


392 (M + H) 


1 


333 


N-(cis-4^[4-(dimethylarT^lno)pyrimidin-2-yl]amino}cyclohexyl)- 

o,*t,9~iiiiiiciii(/Ayu6n£arniuc 


430 (M + H) 


3 


334 


N-(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 

o"^ii iiiuui ui iicLriyi^Donzarniue 


408 (M + H) 


2 


335 


N-(cis-44[4-(dlme%lamino)pyrimidin-2-ylJamino}cyclohexyl)- 

*r~^ini luui ui iieuiyi^Don^arriivie 


408 (M + H) 


3 


336 


N-(cls-4^(4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 

P-/trif li mrrMTiAthny\/^hon7£imiHA 
II luui ui 1 icii lUAy JUdi^isii 1 iiuc; 


424 (M + H) 


3 


337 


4,5-dimethoxy-2-nltrobenzyl (cls-4-{[4-(dimethylamino)pyrimidin- 

& y ijoi 1 III luj^ywiwi iwAy i^wcii ucti i iciic? 


475 (M + H) 


3 


338 


N-(cis-4-{[4-(dlmethylamino)pyrimldin-2-yl]amino}cyclohexyl)- 


398 (M + H) 


3 


339 


2-bromo-N-(cis-4-{[4-{dimethylamino)pyrlmidln-2-yl]amino} 

wy^iui icfAyiy %7 II luii lUAyucf i^cti 1 11UI7 


448 (M + H) 


3 


340 


N-(cis-4^[4-(dime%lamino)pyrimldin-2-yl]amlno)cyclohexyl)- 

£ ^puiiiaiiuwiupiienuxy^acciiirriiuo 


460 (M + H) 


2 


341 


2-(3,4-dimethoxyphenyl)-N-(cis-4-{[4-(dimethyIammo)pyrlmldin- 

9»ullsiminAl(^\//^lnh AY\/l\anat£imiHa 
^ y ijai 1 III iujL»yLriiji icAy lyciLrciaii ilUc 


414 (M + H) 


3 


342 


N-(cls-4-{[4-(dimethylamjno)pyrimidin-2-yl]amlno}cyclohexyl)- 


394 (M + H) 


3 


343 


N-(cis-4^[4-(dimethylarnino)pyrimid^n-2-yl]amino}cyclohexyl) 

wyOIU|^d IICII ICwCII UUACII 1 IIUC 


332 (M + H) 


3 


344 


N-(cis-4^[4-(dlmethylamino)pyrimidln-2-yllamino}cyclohexyI)- 


376 (M + H) 


3 


345 


N-(cis-4^[4-(dlme%lamino)pyrimidin-2-yl]amino}cyclohexyl)- 

w piiviiyi|ji wpcii icu i iiuo 


368 (M + H) 


3 


346 


N-(cls-44[4-(dimethylamino)pyrimidin-2-yI]amino}cyclohexyl)- 

£)W)*T|W Idi Cll iU Vi V/Ud I&.CII 1 IIUw 


412 (M + H) 


3 


347 


N-(cls-4^[4-(djmethylamjno)pyrimidln-2-yl]aiTilno)cyclohexyl)- 
2-ethoxy-1 -naphthamide 


434 (M + H) 


3 


348 


N-(cis-4^[4-(dlmethy(amino)pyrimidin-2-yl]amlno}cyclohexyl)- 
2,3,4,5,6-pentafluoroben2amlde 


430 (M + H) 


3 


349 


N-(cis-4^[4-(dlmemylamjno)pyrimjdin-2-yl]amino}cyclohexyl)- 
4'[(trifluoromethyI)thio]benzamide 


440 (M + H) 


3 
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COFTipOUna namG 


MS 


class 


350 


3,4,54richloro-N-(cis-4-{[4-(dimethylamino)pyrimiclin-2-yl]ammo) 


448 (M + H) 


3 


351 


2-(3-chloropheno)cy)-N-(c^s-4^[4•(dimethylamino)pyrimidln-2-yQ 

ami nnlm/^lnKav\#l\o/«A'tami/<la 
olTll nujCyClonoAy 1 /aCcieuTllOe 


404 (M + H) 


1 


352 


3-(2,6-dichlorophenyl)-N-(cls-4-{[4-(dlmethylamlno)pyrirnldin-2-yl] 
arTiino}cyclohexyi)~5-rTiethylisoxazoi8-4'Carboxamld6 


489 (M + H) 


1 


353 


N-(cis-4^[4-(dimethylamlno)pyrimldin-2-yl]amlno}cyclohexyl)- 

^-pnenoxynicoiinarniaG 


433 (M + H) 


2 


354 


N-(cis-4^[4-(dimethylamino)pyrimidln-2-yl]arTiino}cyclohexyl)- 
^'^pnenyiinio;nicoiinamiao 


449 (M + H) 


3 


355 


N-(cis-4^[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)- 
£* \4-meiny ip n Gnoxy } n tcoTin anri 106 


447 (M + H) 


1 


356 


N-(cls-4^(4-(dimethylamlno)pyrimidln-2-yl]amino}cyclohexyl)- 
«f-[^aipropyiamino7SUironyijDenzanriiae 


503 (M + H) 


1 


357 


2-(4-chlorophenoxy)-N-(cjs-4^[4-(dimethylamino)pyrimldin-2-yll 
ami no)cycionexyi;-^-rii6iny ipropan arniae 


432 (M + H) 


2 


358 


5-(4-chlorophenyl)-N-(cls-4-{[4-(dimethylamlno)pyrimidln-2-yl) 
amino)cycionGxyi;-^-(irniuoroiTieinyi)-onuraiTiia 


508 (M + H) 


3 


359 


2-(2,3-dihydro-1-benzofuran-5-yl)-N-(cls-4-{[4-(dimethylamino) 
pyrimiain-^-yijarninojcycionexyi)- 1 ,o-tniazoie*4-carDoxaniide 


465 (M + H) 


1 


360 


3-tert-butyl-1-{2,4-dichlorobenzyl)-N-(cls-4-([4-(dimethylamino) 
py rimiQin-^-yi jaminojcycionexy 1)- 1 n-py razoie-o-carboxam ide 


544 (M + H) 


2 


361 


6-chloro-N-(cis-4-{[4-(dimethylamino)pyrjmidin-2-yl]amino} 
eye JO n exy 1 ; n K; M rom 6 n G-o-carDoxarri 1 06 


428 (M + H) 


2 


362 


3K;hloro-N-(cis-4-{[4-(dimethylamjno)pyrimidin-2-yl]amino} 
cycionexyi;-4-(iriiiuorometnoxy)Denzarniae 


458 (M + H) 


3 


363 


N-(cis-44[4-(dimethylamlno)pyrimidln-2-yl]amjno}cyclohexyl)- 
^-[^*f-meinyi-^-oxo-^n-enrornen-o-yi)oxyjacetanriicie 


452 (M + H) 


3 


364 


N-(crs-4-([4-(dimethylamino)pyrlmldln-2-yl]amlno)cyclohexyl)- 
^-(^-inienyi;- 1 ,3-iniazoie-4-cart}oxaniide 


429 (M + H) 


1 


365 


N-((cis-4-([4-(dimethylamlno)pyrimidin-2-yl]aminocyclohexy[) 
meinyi;-o-rneinoxyDenzarTiia© 


384 (M + H) 


3 


366 


3-bromo-N-[(cis-4-{[4-{dimethylarrimo)pyrimidin-2-yl]amino} 
cycfonexyi ymeinyijD6nzamiQ6 


432(M + H) 


3 


367 


4-brDmo-N^(cls-44[4-(dimethylamlno)pyrimldin-2-yl]amlno} 
cycionexyiymBinyijDenzamiQG 


432 (M + H) 


3 


368 


N-[(cis-4-( {[4-(dimethylamino)pyrlmidin-2-yl]amino)cyclohGxyl) 
meinyij-^, i ,o'Denzoxaaiazoie-o-carDoxarmae 


396 (M + H) 


3 


369 


3K:hloro-N^(cis-4-3-{4-(dlmethylamlno)pyrimldin-2-yl]arnino} 
cyclohGxyl)inethyl)benzamide 


388 (M + H) 


3 


370 


4-ch!oro-N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl)amino} 
cyclohexyl)methyl]benzamidG 


388 (M + H) 


2 


371 


{2E)-N-[(cis-4^[4-(dimethylamino)pyrimidin-2-yI]amlno} 
cyclohGxyl)mGthyl]-3-phGnylacrylamidG 


380 (M ^ H) 


2 
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CA. rio. 


coinpouna namo 




CIBSo 


372 


4-chloro-N-[(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amlno} 
cycionGxyi/m6inyij-o*niiroDenzamiu 


433 (M + H) 


2 


373 


2-(4-chlorophenyl)-N-[(cis-4-{[4-(dimethylamino)pyrimldin-2-yl] 
amino)cyclohexyl)methyl]acetamid6 


402 (M + H) 


2 


374 


3-cyano-N-[{cls-4-{[4-(dlmethylamlno)pyrimldin-2-yl]amlno} 
cyclohexyl)methyl]benzamide 


379 (M + H) 


3 


375 


3,5-djchloro-N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)methyl]benzamide 


422 (M + H) 


2 


376 


3,4-dichloro-N-[{cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amjno 
cyciohexyl)methyl]benzamide 


422 (M + H) 


2 


377 


N-[(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl) 

». 1 _il M M -it 1 .1 J.— »_«_ 

metnyl]-2,2-diphenyiacetamide 


444 (M + H) 


1 


378 


N-[(cis-4-{[4-(dimethylamino)pyrimidm-2-yl]amino}Gyclohexyl) 
methyl]-3,4-dlfluorobenzamide 


390 (M + H) 


3 


379 


N>[(cis-4-{[4-(dimethylamjno)pyrjmidin-2-yi]amino}cyclohexyl) 
methylj-3,5-diTluorobenzamiae 


390 (M + H) 


3 


380 


-(2,5-dimethoxyphenyl)-N-[(cls-4^[4-(dlmethylamlno)i3yrimldln- 
2-yl]amino}cyclohexyl)methyl]acetamide 


428 (M + H) 


3 


381 


-[(cls-4-{[4-(dimethylarnino)pyrlmidin-2-yl]amino)cyclohexyI) 
metnyl]-2-(etnyitnio)nicotinamide 


415 (M + H) 


3 


382 


N-[(cls-4-{[4-(dlmethylamlno)pyrimidln-2-yl]amlno)cyclohexyl) 
methyl]-4-fluorobenzajTiide 


372 (M + H) 


3 


383 


-[(cis-4-{[4-(dimethylamino)pyrimjdln-2-y(]amino}cyclohexyl)- 
methyl]-3-fluoro-5-(trifluoromethyl)benzamide 


440 (M + H) 


3 


384 


2,4-dichloro-N-[(cis-4'{[4-{dlmethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)methyq-5-fluorobenzamide 


440 (M + H) 


2 


385 


N-[(cls-4-{[4-(dimethylamino)pyrimidin-2-yt]amino}cyclohexyl) 
methyljhexanamlde 


348 (M + H) 


3 


386 


N-[(cls-4-{[4-(dlmethylamino)pyrimldin-2-yl]amino}cyclohexyl) 
methyl]-4-iodobenzamide 


480 (M + H) 


3 


387 


N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlnocyclohexyl) 
methylj-2-(methylthio)nicotmamide 


401 (M + H) 


3 


388 


N-[(cis-4-{[4-(dimethylaniino)pyrimidin-2-yl]amino}cyclohexyl) 

_ i_ - -1^ j| * i- - -■ ^ i— ^'^^ 

metnyI]-4-methyl-3-nitrobenzamide 


413 (M + H) 


3 


389 


N-[(cis-4*{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
methyq-3-nitrobenzamide 


399 (M + H) 


3 


390 


N-[(cls-4-{[4-(dimethylamlno)Pyrimidln-2-yl]amlno}cyclohexyl) 
methyl]-2-phenylacetamlde 


368 (M + H) 


3 


391 


(2R)-N-[(ds-4^[4-(dimethylamino)pyiimldin-2-yl]j amino} 
cycionexyiymBinyij'^'^nGnyicyciopropanc^ 


394 (M + H) 


3 


392 


N-[(cls-4-{[4-(dimethylamino)pynmidln-2-yl]amino)cyclohexyl) 
methyl]-1 ,3-benzodjoxole-5-carboxamide 


398 (M + H) 


3 


393 


N-[{cis-4^[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl) 
methyl]-2-phenoxybutanamide 


412 (M + H) 


2 
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compound name 


MS 


class 


394 


N-[(cjs-4-{[4-(djmethylamino)pyrlmldin-2-yl]amino}cyclohexyl) 
methyl]-2-phenoxypropanamicl9 


398 (M + H) 


3 


395 


N-[(ci8-4-{[4-(dimethylamino)pyrlmidin-2-yl]arriino}cyclohexyl) 
ineinyij-3-nrt6tnyiD6nzaniia8 


368 (M + H) 


3 


396 


N-[(cis-4-{[4-(dimethylamlno)pyiimldln-2-yl]amlno}cyclohexyl) 
nnethyl]-4-methylbenzamide 


368 (M + H) 


3 


397 


N-[(cls-4-{[4-(dimethylamino)pyrimldin-2-yl]amlno}cyclohexyl) 
methyl]thiophene-2-carboxamide 


360 (M + H) 


3 


398 
399 


N-[(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amlno}cyclohexyl) 
methyl]-2-(2-thienyl)acetamide 

N-[{cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amjno}cyclohexyl) 

methyl]-3-(trifluoromethoxy)benzannide 


374 (M + H) 
438 (M + H) 


3 

3 


400 


benzyl [(cls-4-{[4-(dlmethylamino)pyrimidln-2-yllamlno} 
cyclohexyl)methyl]carbamate 


384 (M + H) 


3 


401 


4-nitrobenzyl [(cjs-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyi)methyl]carbamate 


429 (M + H) 


3 


402 


4-bromo-N-[(cls-4-{(4-(dimethylamlno)pyrimidin-2-yl]amjno) 
cyclohexyl)methyl]-3-methylbenzamlde 


446 (M + H) 


3 


403 


N-[(cjs-4-{[4-(dimethylamino)pyrimldln-2-yl]arnmo}cyclohexyl) 
methyl]-3-lodobenzamide 


480 (M + H) 


3 


404 


3-chloro-N^{cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino} 
cyclohexyl)methyl]-2-fluorobenzamide 


406 (M + H) 


3 


405 


N-[(cis-4-{[4-(dimethylamjno)pyrimidin-2-y))arnrno}cyclohexyl) 
methyl]-2,3-difluoro-4-methylbenzamide 


404 {M + H) 


3 


406 


2-chloro-NH;(cis-4-{(4-(dlmethylamino)pyrimidln-2-yl]amjno) 
cyclohexyt)methyl]-4-fluorobenzamide 


406 (M + H) 


3 


407 


3-chloro-N-[(cis-4-{[4-(dimethylamlno)pyrimjdin-2-yl]amino} 
cyclohexyl)methyl]-2,4-difluorobenzamide 


424 (M + H) 


3 


408 


N-[(cls-4-{[4-(dlmethylamino)pyrimldln-2-yl]amlno}cyclohexyl) 
metnyl]-2-(pnenylthio)acetamide 


400 (M + H) 


3 


409 


N-[(cls-4^[4-(dimethylamlno)pyrimldln-2-yl]amrno}cyclohexyl)- 
methyl]-2-fluoro-3-(trifluoromethyl)benzamlde 


440 (M + H) 


3 


410 


N-[(cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)- 
methyl]-2-fiuoro-5-(triftuoromethyl)benzamide 


440 (M + H) 


3 


411 


N-[(cis-44[4-(dimethylammo)pyrimldin-2-yl]amlno}cyclohexyl) 
met hyl]-2-phenylbutan amide 


396 (M + H) 


1 


412 


N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
methyl]-2-(3-methoxyphenyl)acetamide 


398 (M + H) 


2 


413 


N-[(cis-4^[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl) 

meth\/^-2-M-fltmr^nh(lnvl^9l^Atslm^rif> 
iiiciiiyij c iiuui uplwiiyiyawcLoiniiMC 


386 (M + H) 


3 


414 


N-[(cls-4-{[4-(dimethylamino)pyrlmidln-2-yl]amino}cyclohexyl) 
methyl]-2-(4-methoxyphenyl)acetamide 


398 (M + H) 


2 


415 


N-[(cls-4-{[4-(dimethylamino)pyrlmldin-2-yl]amino}cyclohexyl)- 
methyG-5-methyl-2-(trlfluoromethyl)-3-furamide 


426 (M + H) 


3 
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compound name 


Md 


WlBSo 


416 


N-[(cis-4-{[4-(dimethylamjno)pyrimidin-2-yllamlno}cyclohexyl) 
metnyl]-2,5-aimetnyl-3-Turamiae 


372 (M + H) 


3 


417 


N-[(cis-4-{[4-(dlmethylamino)pyrlmidin-2-yl]amlno}cyclohexyl) 
methyt]-2-ethoxybenzamide 


398 (M + H) 


3 


418 


3-chloro-N-[(cls-4-{[4-(dlmethylamlno)pyrlmldin-2-yl]amino} 
cyclohexyl)methyl]-4-fluorobenzamide 


406 (M 4- H) 


3 


419 


N-[{cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl) 
methyl]-3-fluoro-4-methylbenzamide 


386 (M + H) 


3 


420 


2-cyclopentyl-N-[(cis-4-{[4-(dimethylamlno)pyrimldin-2-yl]amlno} 
cyclohexyl)methyl]acetamide 


360 (M + H) 


3 


421 


N-[(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl) 
methyl]-3,5-dimethoxybenzamide 


414 (M + H) 


3 


422 


4-cya^o-N-[(cls-4^[4-(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)methyl]benzamlde 


379 (M + H) 


3 


423 


N-[(cis-4-{[4-(dlmethylamjno)pyrimidin-2-yl]amlno}cyclobexyl) 
methyl]-3,5-bis(trjfluoromethyl)benzamide 


490 (M + H) 


2 


424 


(2E)-N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 
cycIohexyt)methyl]-3-(4-nitrophenyl)acrylamide 


425 (M + H) 


1 


425 


2-(2-bromophenyl)-N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-ylJ 
amino}cyclohexyl)methyl]acetamlde 


446 (M + H) 


2 


426 


N-[(cis-4-{[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl) 
methyl]-4-fluoro-3-methyibenzamide 


386 (M + H) 


3 


427 


2-[(dlfluoromethyl)thio]-NH;(cis-4-{[4-(dlmethylamino)-pyrimidin- 
2-yl]amino)cyc!ohexyl)methyl]benzannlde 


436 (M + H) 


3 


428 


2,5-djchloro-N-[(cls-4-{[4-(dimethylamlno)pyrimidln-2-yl]amino} 
cyclohexyl)methyl]thlophene-3-carboxamide 


428 (M + H) 


3 


429 


N-((cis-4-{[4-(dimethylamino)pyrimldln-2-yl]amlno}cyclohexyl) 
methyl]-2-(propylthio)nicotlnamjde 


429 (M + H) 


2 


430 


1-benzyl-3-tert-butyl-N-[(cis-4-{[4-(dlmethylamino)pyrimidln-2-yl] 
amlno}cyclohexyl)methyl]-1 H-pyrazole-5 -carboxamlde 


490 (M + H) 


3 


431 


3-tert-butyhN-[(cis-4-{[4-(dimethyiamino)-pyrimidin-2-yl]amino} 
cyclohexyl)methyl]-1 -methyl-1 H-pyrazo!e-5-carboxamlde 


414 (M + H) 


3 


432 


(2E)-N-((cis-4-{[4-{dlmethylamlno)pyrimjdin-2-yl]amino) 
cyclohexyl)methyl]-2-methy!-3-phenylacrylamide 


394 (M + H) 


3 


433 


5'bromo-N-[(cis-4-{[4*(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyi)methyt]nlcotinamide 


433 (M + H) 


3 


434 


N-[(cis-4-{[4-(dimethylamino)pyrlmidln-2-yI]amino}cyclohexyl) 
methyl]-2-(1 -naphthyl)acetamide 


418 (M + H) 


1 


435 


1-tert-butyl-N-[(c^s-4^(4-(dimethylamino)pyrimid^n-2-yl]amino} 
cycionexyi/rneinyij*o-rneinyi"i n"pyia^oie~0"Caiuu*aiTiiuB 


414 (M + H) 


3 


436 


N-[(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
methyl]-1-benzothiophene-3-carboxamide 


410 (M + H) 


3 


437 


N-[(cls-4^[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl) 
methyqbiphenyl-4-carboxamide 


430 (M + H) 


3 
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compound name 


MS 


class 


438 


2-bromo-N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yllamino} 
cvclohexvDmethvllbenzamide 


432 {M + H) 


3 


439 


2,6<lich!oro-N-[(cis-4-{[4-(dimethylamino)pyrlmldin-2-yl]amino) 
cvclohexvDmethvllbenzamide 


422 (M 4- H) 


3 


440 


N-[(cis-4-{[4-(dlmethylamino)pyrimidln-2-yl]amlno}cyclohexyl) 
meth\/l1-2-iodobenzaniid6 


480 (M + H) 


3 


441 


N-[(cis-4-{[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl) 
methvn-2-methvlbenzamide 


368 (M + H) 


3 


442 


2,3-dichloro-N-[(cls-4«{[4-(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)methyl]benzamlde 


422 (M + H) 


3 


443 


2-chloro-N-[(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino} 
cvclohexvhmethvn*5-fluorobGnzamid6 


406 M + H 


3 


444 


N-[(cis-4-{[4-(djmethylamlno)pyrimldin-2-yl]amino}cyclohexyl) 
meth\/l1-Q-oxo-9H-flLiorene-4-carboxamid6 


456 (M + H) 


2 


445 


N-[(cis-4-{[4-(dimethylamino)pyrlmidin-2-yl]amino}cyclohexyl) 
methvll-? 3 fi-trifluorobenzamide 


408 (M + H) 


3 


446 


N-[(cls-4-{[4-(dlmethylamlno)pyrlmldln-2-yl]amlno}cyclohexyl) 

mpth\/n>P ^-HlfltiorobsnyAinidQ 


390 (M + H) 


3 


447 


N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yllammo}cyclohexyl) 
methvt1-P 6-difIiJorobenzamide 


390 (M + H) 


3 


448 


N-[(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 
mPthvn-P-fluoro-6-ftriflLioromethvhbenzamlde 


440 (M + H) 


3 


449 


N-[(cis-4-{[4-(dimethylamino)pyrimidln-2-yl)amino}cyclohexyl) 
mAthi/h-P d R-trimethvlbenzamida 


396 (M -1- H) 


2 


450 


2-chloro-N-[(cis-4-{[4-{dimethylamino)pyrimidln-2-yl]amlno} 
cvclohexvhmethvll-B-fluorobenzamlde 


406 (M + H) 


3 


451 


2,4,6-trichloro-N-[(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amlno} 
fn/rlnhpifvhmethvnbGnzamide 


456 (M + H) 


2 


452 


(2E)-3-(2-chlorophenyl)-N-[(cls-4-{[4-(dimethylamino)pyrimidin- 
2-vnaminoTc\/clohexvhmethvl1acrvlamida 


414 (M + H) 


2 


453 


6-chloro-N-[(cis-4-{[4-(dimethy!ammo)pyrimidin-2-yl]amino} 
cvclohexvl^methvll-2-flLioro-3-methvlbenzanrilde 


420 (M + H) 


3 


454 


2-chIoro-N-[(cis-4-{[4-(dimethy!amlno)pyrimldin-2-yl]amino} 
cvclohexvi^methvll-S B-difluorobenzamido 


424 (M + H) 


3 


455 


N-[(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohe)(yl) 
mfith\/n-2 3-dimethvlbGnzamid6 

1 1 idi ly ij 1 iv&i ly ■ wi lb w 1 II 


382 (M + H) 


3 


456 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqujnazolin-2-yl] 
aminolcvcloh9xvlV3-methoxvbenzamid6 


424 (M + H) 


1 


457 


3-brDmo-N-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)benzamide 


472 (M + H) 


1 


458 


4-bromo-N-(cjs-4-{[4-(dimethylamjno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)benzamide 


472 (M + H) 


2 


459 


N-(cis-4-{[4-(dimethylannino)-5,6,7.8'tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-2,1 ,3-benzoxadiazole-5-carboxamide 


436 (M + H) 


1 
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460 


3-chloro-N-(cls-4-{[4-{cllmethylamlno)- 


428 (M + H) 


1 


461 


4-chloro-N-(cis-4-{[4-(dimethylamlno)- 
5,67,8-tetrahydroquinazolin-2-yl]amino}cycIohexyl)ben2amide 


428 (M + H) 


1 


462 


{2E)-N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin- 
2-yl]amlno}cyclohexyl)-3-phenylacrylamide 


420 (M + H) 


3 


463 


4-chloro-N-(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)- 

o'niiroDenzomiue 


473 (M + H) 


1 


464 


2-(4-chlorophenyl)-N-(cls-4-{[4-(dimethylamlno)- 
o,D,r ,o-i©iranyuroquinazuiin-<;*yijaminojv^ 


442 (M + H) 


1 


465 


3-cyano-N-(cls-4-{[4-(dimethylamino)- 
o,o,f ,o-i©iranyQroquinazoiin-t-yijai III 


419 (M + H) 


1 


466 


3,5-dichloro-N-(cis-4-{[4-(dimethylamjno)- 
o,o,7,o-l8iranyurOqUinazoiin-^-yijaiTiino/cyc^^ 


462 (M + H) 


1 


467 


3,4-dichloro-N-(cis-4-{[4-(dlmethylamino)- 
5,D,7,o-tetranydroquinazoiin-^-yijaniino)cycione^^ 


462 (M + H) 


1 


468 


N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquina20lln-2-yl] 
aniino]cycionexyi}-^,^-aipnenyiaceiamiue 


484 (M + H) 


1 


469 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yll 
aiTiino}cycionGxyij-o,4-uHiuoroDenzarTiiae 


430 (M + H) 


1 


470 


N-(cls-4-{[4-{dimethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yll 
aiTiino)cycionGxyj^-o,o-uiTiuoroDenzarTiia 


430 (M + H) 


1 


471 


2-(2,5-dimethoxyphenyl)-N-(cis-4-{[4-(dimethylamlno)- 
5 ,5 , 7, o-tetrany aroq u in azo 1 In -^-y 1 J am ino jcyc 


468 (M + H) 


3 


472 


N-(cis-4^[4-(dimethylamino)•5,6,7,8-tetrahydroqulnazol^n-2-yl] 
arnino)cycionGxyi^-^-(einyiinio;nicoiinarniue 


455 (M + H) 


3 


473 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-4-fluorobenzamide 


412 (M + H) 


1 


474 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-3-fluoro-5-(trifluoromethyl)benzamide 


480 (M + H) 


1 


475 


2.4-dichloro-N-(cis-4-{[4-(d!methyIamino)- 

5,6,7,8-tetrahydroquinazolln-2-yl]amino}cyclohexyl)- 

5*fluorobenzamid8 


480 (M + H) 


3 


476 


N-(cis-44[4-(dlmethylamlno)-5,6,7.8-tetrahydroquinazolln-2-yl] 
arnino]cycionexyi;nexanarTiiae 


388 (M + H) 


2 


477 


N-(cls-4H[4-(dlmethyIamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
aiTii no jcycionexy 1 lOu ODenzami ae 


520 (M + H) 


3 


478 


N-(cis-4-{[4-(dlmethylamjno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno)cyclohexyl)-2-(rnethylthjo)nicotinamide 


441 (M + H) 


3 


479 


N-(cis-44[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-4-methyl-3-nltrobenzamlde 


453 (M + H) 


1 


480 


N-(cls-4^[4-(dimethylamino)-5,6,7,8-tetrahyd^oquina20lln-2-yl] 
amino}cyclohexyl)-3-nitrobenzannide 


439 (M + H) 


1 



196 



EP1464 335 A2 



(continued) 



ex. NO. 


compouna name 


MS 
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481 


N-(cls-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl] 
ami n o}cy do h 6xy 1) '2-p h 6ny ) acetam ido 


408 + H) 


3 


482 


(2R)-N-(cis-4-{[4-(dimethylamlno)-6.6,7.8-tetrahydroquinazolin- 
2-yl]amlno)cyclonexyi)-z-pn8nyicyciopropanecarooxamia^ 


434 (M + H) 


2 


483 


N-{cls-44[4-(dimethyIamino)-5,6,7,8-tetrahydroquinazolln-2-l] 
amino}cyclohexyl)-1 ,3-benzodioxole-5-carboxamide 


438 (M + H) 


3 


484 


N-(cis-44[4-{dimethylamlno)-5.6,7,8-tetrahydroqulnazolin-2-yl] 
amlno}cyclohexyl)-2-phenoxybutanamide 


452 (M + H) 


1 


485 


N-(cis-4-{[4-(dimethylamino)-6,6,7,8-tetrahydroquinazolln-2-yll 
anriino}cyclohexyl)-2-phenoxypropanamide 


438 (hA + H) 


1 


486 


N-(cis-44[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
ami no}cycloh exy l)*3-methy Ibe nzam ide 


408 (M + H) 


1 


487 


N-(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-4-methylbenzamide 


408 (M + H) 


2 


488 


N-(cls-4-{[4-(dlmethylamino)-5.6,7,8-tetrahydroquina2orm-2-yl) 
amlnocyclohexyl)thlophene-2-carboxamlde 


400 (M + H) 


3 


489 


N-(cis-4^[4-(dimethylamlno)-5,67.8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-2-(2-thienyl)acetamide 


414 + H) 


3 


490 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yI] 
amino}cyclohexyl)3-(trlfluoromethoxy)benzamlde 


478 (M + H) 


2 


491 


[4-(4-Dimethylamino-5,6,7.8-tetrahydro-quinazolin-2-ylamlno)- 
yc!ohexyl]-carbamic acid benzyl ester 


424 (M + H) 


3 


492 


[4-(4-Dimethylamlno-5,6,7,8-tetrahydro-qulnazolin-2-ylamlno)- 
cyclohexyl]-carbamic acid 4-nitro-benzyl ester 


469 (M + H) 


3 


493 


4-bromo-N-(cls-4-{[4-(dlmethylamino)- 

5,6,7.8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)- 

3-methylbenzamide 


486 (M + H) 


2 


494 


N-(cis-4-{[4-(dimethylamino)-6.6,7»8-tetrahydroquinazolin-2-yll 
amino}cyclohexyl)-3-iodobenzamide 


520 (M + H) 


1 


495 


3-chloro-N-(cls-4-{[4-(dlmethylamlno)- 

5,6,7,8-tetrahydroqulnazolin-2-yl]amlno}cyclohexyl)- 

2-fluorobenzamide 


446 (M + H) 


3 


496 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-2,3-difluoro-4-methylbenzamide 


444 (M + H) 


3 


497 


2-chloro-N-(cis-4-{[4-(dimethylamino)- 

5,67,8-tetrahydroqulnazolln-2-yl]aminocyclohexyl)- 

4-fluorobenzamide 


446 (M + H) 


2 


498 


3-chloro-N-(cis-4-([4-(dimethylamlno)-5,6,7,8-tetrahydro- 
quinazolln-2-yl]amino}cydohexyl)-2,4-difluorobenzamide 


464 (M + H) 


3 


499 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazoIin-2-yl] 
a m i n nlrx/r In h pyv 1 V P > h en vtt h io^ acetam i de 

ClI 1 III lw|wyOiwl IC«A yi/ ^ 1 1 wi ly III iiVi/y owwvcM 1 ii\jw 


440 (M + H) 


3 


500 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-2-fluoro-3-(tiifluoromethyl)benzamide 


480 (M + H) 


3 


501 


N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazonn-2-yl) 
amlno}cyclohexyl)-2-fluoro-5-(tr1fluoromethyl)benzamide 


480 (M + H) 


3 
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Ex No 


comDound name 


MS 


ciass 


502 


N-(cis-4^[4-(dime%lamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
flminn1nA!;lohfixvlV2-Dhenvlbutanainidd - 


436 (M + H) 


3 


503 


N-(cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroqulna20lin-2-yl] 
flmi n Mr\ir 1 nh AYvl VP- ^3-fnethoxvDh en vh ac6taiTiide 


438 (M + H) 


2 


504 


^|.(cjs.4^(4-(d^methylamlno)-5,6,7,8■tetrahydroquina20lin-2-yl] 
£iminnln\/r'lnhpy\#h-P-f^-f luoroDhenvi^acetamida 


426 (M + H) 


1 


505 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazoljn-2-yl] 
ami n ninv/rlrih riy\/h-9-^^-rnpthoYvnhenvhacetaniide 


438 (M + H) 


2 


506 


fg.(cis-4-{[4-(dimethy!amino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
a mi n M^ur^ln h oy\/ h> '^.mpt h vl -P- ^trff 1 u o ro rript hv h • 3 -f u rarn i da 

arTlliiUjUyuiullcAyi^ o iiiciiiyi £ iiiuwiwiiidi lyiy w> luiaiiiiwiw 


466 (M + H) 


2 


507 


N-(cls-44[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-2,5-dimethyl-3-furamide 


412 (M + H) 


1 


508 


N-(cls-4-{[4-(dimethylannlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amlno}cyclohexyl)-2-etho)cybenzamide 


438 (M + H) 


3 


509 


3-chloro-N-(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cyclohexy!)- 

4'TiuoroDenzaniiue 


446 (M + H) 


1 


510 


N-(cis-4-{[4-(dimethylanlino)-5,6,7,8-tetrahydroquinazolln-2-yl] 

aminrtN^v/Hnhov\/h«'^.flilom«^-lTlPth\/lhpn7nmid6 
all iiiiwil/yuiUllcAyiy O'liuui w t'l i icii ly luwi i£.cii 1 iiuv 


426 (M+H) 


2 


511 


2-cyclopentyl-N-(cis-4-{[4-(dimethylamino)- 

^ R 7 R-tAtrahvfimnuina7olin-P-vl1amino)cvclohexvhacGtamld6 


400 (M + H) 


3 


512 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulna2olin-2-yl] 
aminn ^ rx/r^lrkhpyvh**^ ^^-Himpthoyvbanjamida 

cifiiiiiw 1 oy^iUfiCAyii uiiiiwiiiuAyL/di^ciiiiiw 


454 (M + H) 


1 


513 


4-cyano-N-(cis-4-{[4-(dimethylamino)- 

f> a 7 A.tPtrahvrimnijinfl7olln-P-vllaminolc\/dohexvhbenzamidd 

W|Oy r jO*lt?U*inyuiwl^Ulllci^Ulill yijeiii 111 iwjt#ywiwi icAyi/h/di&ai i iiwo 


419 (M + H) 


3 


514 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 

aminrklr«\/r^lnhPY\/l\-^ ^-hiQ^trifliiornmpthx/hhpnpamida 

ciriliiiUjL»yi^lwllcAyiy o,o Uio^ii iiiuui ur i icii lyiyuci ic.ai i tiuc 


530 (M + H) 


1 


515 


(2E)-N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin- 

o.v/ll£kminrk1r'\/Hnhpy\/h-^-/^-nH'rnnhpn\/hacrvlannidB 


465 (M + H) 


3 


516 


2-(2-bromophenyl)-N-(cls-4-{[4-(dlmethylamino)-5,6,7,8 
totrA huHrnn 1 1 i nfi7nl i n-P-vllnrn i n olcvclo h axvh acatarn i da 

ICLl HllyUI WUUli IQ^UIII 1 yiJCU 1 III IVjVywIVI l9Ay lyowwrni i iiviw 


486 (M -f H) 


3 


517 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquma20lin-2-yl] 
amlno}cyclohexyl)-4-fluoro-3-methylbenzamlde 


426 (M + H) 


1 


518 


2-[(difluoromethyl)thio]-N-(cls-4-)[4-(dlmethylamino)- 
5,6.7,8-tetrahydroqulna2olin-2-yllamino}cycIohexyl)benzamide 


476 (M + H) 


3 


519 


2,5-dichloro-N-(cls-4-{[4-(dimethylamlno)- 

6.6,7,8-tetrahydroquinazo!in-2-yl]amlno}cydohexyl)thlophene- 

3-carboxamide 


468 (M + H) 


1 


520 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-ylJ 
amino}cyclohexyl)-2-(propylthjo)nicotinamlde 


ilea /KA 1 Ul\ 
469 (M + n) 


o 
c. 


521 


1-benzyl-3-tert-butyl-N-(cls-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroqulna2olin-2-yl]amino)cyclohexyl)-1H-pyrazole- 

5-carboxamide 


530 (M + H) 


2 



198 



EP1 464335 A2 



(continued) 



Ex. No. 


compound name 


MS 


class 


522 


3-tert-butyl-N-(cis-4-{{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqulnazolin-2-y!]amino}cyclohexyl)-1-methyl-1 

H-nwra 7A rfeoy am ids 


464 (M + H) 


3 


523 


(2E)-N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolin- 
o.wiiQrninn\n\irlnhAy\/h>P-methvl~3-Dherivlacrvlarnid6 


434 (M + H) 


3 


524 


5-bromo-N-(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquina20ljn-2-vl]amino}cyclohexyl)nlcotinamide 


473 (M + H) 


1 


525 


N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yll 
amino)cyclohexyl)-2-(1-naphthyl)acetamide 


458 (M + H) 


3 


526 


1-tert-butyl-N-(cis-4-{[4-(dimethylamino)- 
6,6,7,8-tetrahydroquinazonn-2-yl]amino)cyclohexyl)-5-methyl-1H- 

rwtra 7 aI rHnv onn iH A 
py roiLw rn'O'Ceu uUAcu 1 1 luo 


454 (M + H) 


3 


527 


N-{cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
£)mmn^r'v/r*ir\hoy\/h-l -hAn7nthionhen6-3-carbox3niida 


450 (M + H) 


3 


528 


2-[{cls-4-{[4-(dimethy!amino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
Qrrtinn^r^/r•lnhayvt^»m^n^l•9-nyo-1 -Qhsnvlethvl acetdte 


466 (M + H) 


1 


529 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 

aminO/CyCiwncAyi^Ucn^eiiiiiuc; 


394 (M + H) 


2 


530 


N-(cis-4-{[4-(dlmethyIamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 

omi nnlouoln hovuh* i •h An7nth ionh e n^2-CBrbox&m ids 


450 (M + H) 


3 


531 


2-(benzyloxy)-N-(cis-4-{[4-(dimethylamino)- 

C ft T n tAtrahi/Hrnni iin£)7nlin-9-\/i1mninnlp\/ploh6YVl^aC6tamid6 
0|D, r ,0"lOLi aliyUiU^UIIieitUlli l ^ yijai i iii lujoywiwi icaj lyaweim i 


438 (M + H) 


2 


532 


2-(4-chloropheno)(yl)-N-(cls-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazonn-2-yl]amino}cycIohexyl)acetamide 


458 (M + H) 


2 


533 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquina20lln-2-y^] 
amino)cyclohexyl)cyclohexanecarboxamide 


400 (M + H) 


3 


534 


3-(2-chloroghenyl)-N-(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)- 

5-methylisoxazole-4-carboxamide 


509 (M + H) 


2 


535 


1-(4-chlorophenyl)-N-(cjs-4-{[4-(dlmethylamlno)- 

6,6,7.8-tetrahydroquinazolin-2-yl]amino}cyclohexyl) 

cyclopentanecarboxamide 


496 (M+H) 


2 


536 


3-(2-chloro-6-fluorophenyl)-N-(cls-4-{[4-(dimethylammo)- 

5,6,7,8-tetrahydroquina2olin-2-yl]amino}cyclohexyl)- 

5-methy!lsoxazole-4-carboxamide 


627 (M + H) 


1 


537 


3- chloro-N-(cls-4-{[4-(dimethylamino)- 
6,6,7,8-tetrahydroquinazolln-2-yl]annino}cyclohexyI)- 

4- (isopropylsulfonyl)thlophene-2-carboxamide 


540 (M + H) 


3 


538 


2-chloro-N-(cis-4-{[4-(dlmethylamjno)- 

5.6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)- 

4-nrtrobenzamide 


473 (M + H) 


3 


539 


N-(cis-4-{[4-(dlmethylamino)-5,6,7.8-tetrahydroquina20lin-2-yl] 
amino}cydohexyl)-1 ,3-dlmethy]-1 H-pyrazole-5-carboxamide 


412 (M + H) 


2 


540 


N-(cls-4-{[4-(dimethylamino}-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-3,4-dlmethoxybenzamide 


454 (M + H) 


3 
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(continued) 



Ex. No. 


compound nsmo 


MS 


class 


641 


N-(cis-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroquina2olin-2-yl] 
amino}cyclohexyl)-3-fluorobenzamlde 


412 (M + H) 


1 


542 


N-(cis-4-{[4-(dimGthylamino)-5,6,7.8-tetrahydroqulnazolln-2-yl] 
amlno}cyclohexyl)-4-fluoro-3-(thfluoromethyl)benzamide 


480 (M -1- H) 


1 


543 


N-(cls-4-[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-5-methyl-2-phenyI-2H-1 ,2,3-triazole- 


475 (M + H) 


2 


544 


N-(cis-4-)[4-(dimethylamlno)-5,6,7.8-tetrahydroqulnazolln-2-yll 

onninn1/nf/«l/^hav\<l^-9./A.^notHnwnh^n^Y^/^•^•n^t^nhpn7fl^Tl^ci6 

arrill iOjUyt»lwl ICAj l^^^*T 1 1 IXSU WJAyfJl ICMUAy f sJ 1 nil ww^i icai 1 n\49 


561 (M + H) 


1 


545 


N-(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yll 
aminojcycionexyi/' i *nc^nineuTiiuB 


444 (M + H) 


3 


546 


N■(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 

a mi n /\l/<n#/« l/^ h a v%/l\- 9. n a n h t h a m i H O 

oniinojcycioneAyi^'^'riapiuMaiiiiuB 


444 (M + H) 


3 


547 


N-(cls-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquina2olin-2-yll 
ornino/cyciuncAyi y-o-r iiii u*t'i uicu i iiuo 


429 (M + H) 


1 


548 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
GuTiinujcyuiui loAy ivi lUAyoudcii ■ iiuc 


424 (M + H) 


1 


549 


N-(cis-4-{[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolin-2-yl] 

a m i n n\m/i^ln h ow h - 9- -n it rn n h pn f) j)P6t Am id 6 

alTili lU/v/ywiwi ICAyiy t^fc 1 11 LI \i\Ji ixsi iv/Ay/duciai i iim^ 


469 (M + M) 


3 


550 


N-(cis-4-([4-(dimethylamlno)-5.6.7,8-tetrahydroquinazolin-2-yl] 

Qmlnr\lr»\#r*lrkhowlNni linnvalin A-P-ParhnYfllTlifip 
arTllilUjUyOIUI icAyi^v^uii lUAaiii ic £. ocii k^uAdii iiuv 


446 (M + H) 


1 


551 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8*tetrahydroquinazolin-2-yl] 
arniriO/cycioneAyiy"0,'f iiiicLiiuAyut^i ic.ciii nuo 


484 (M + H) 


3 


552 


N-(cis-44[4-(dimethyIamino)-5,6,7.8-tetrahydroquinazolin-2-yl] 

a mi n r«lnha v\il^.^. /t h if 1 1 1 n mmpthuhhpnyflm ifle 

arnino/cycioneAyi^"w"^iniiiuuiuiiit?iii^ 


462 (M + H) 


1 


553 


N-(cis-4-{[4-(dlmethylamlno)-5.67,8-tetrahydroqulnazolln-2-yl] 

omin/^\/n//«l/^hov\#l^•A./tr^f It l/^rr^mpth\/I^Hpn7mDiHp 
HrTiiilU/vryLtlUf iCAyi y *t"^ii ii iuuiuii icii lyiyuci t£.cu i iiuc 


462 (M + H) 


3 


554 


N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquina20lin-2-yl] 
arninO|CycioncAyi^~^'\irii luuruiTieinuAy^^ 


478 (M + H) 


3 


555 


4,5-dimethoxy-2-nitrobenzyl (cls-44[4-(dimethylamlno)- 

C R 7 ft.totrBhi/Hmniiinfl7nlin-9-vnflniiim c\/plnhpy\/l^cflrfo8m8te 
0,0|r |0 It'll aiiyuil/^Uii ici£Ui III c> yijcui III lu wywiui ic;Aji/waiL^Qi i laiw 


529 (M + H) 


3 


556 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulna20lin-2-yl] 
arnino/cyciuneAyi ^-•♦•pi itsi lUAyuuiai loi i nuc 


452 (M + H) 


3 


557 


2-bromo-N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydro- 

quincutOiin"fc*y ijeiiTiinw|vyv»iwi le leu iwAyuci i^oi i iiue 


502 (M + H) 


3 


558 


N-(cjs•4^[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 

aminn\m/r^iohpy\/l\-9<-/npntnf liinrnnhpnoyv^flCPtflmids 

ai 1 llliU/wyuiUi icAy 1 ^^^fJd iLCii luui ufji ici lUAj ^d^ciai i iiu^ 


514 (M + H) 


3 


559 


2-(3,4-dimethoxyphenyI)-N-(cis-4^[4-(dimethylam(no)- 

C A 7 ft-tttti^KwHrrtni iina7r»lin-^-wllaminrilr'\/r'lnhPY\/happtflrnidP 
Q,D| f |D Icir ciriyuiuUUIilcl^Ui II y ijai 1 1 n luji^yoi^yi icAy i^au>c;iai i iiuc 


468 (M + H) 


3 


560 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-2.3,4-trifluorobenzamide 


448 (M + H) 


3 


561 


N-(cls-4-([4-(dimethylaniino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amino}cyclohexyl)cyclopentanecarboxamide 


386 (M + H) 


3 


562 


N-(cls-4^t4-{dimethylamlno)-5,6,7,8•tetrahyd^oquinazolin-2-yl] 
amino}cyclohe)(yl)-2,4-difluorobenzamide 


430 (M + H) 


3 
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compound nsnie 


MS 


class 


563 


N-(cis-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolln- 

9-\/liflminnlr\/rlohAxvh-3-DhenvlDrOD&narTlid6 


422 (M + H) 


3 


564 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-t©trahydroqu^na2olin-2-yl] 
aminn\rvciohey\/lV2 3 4 5-tetrafluorobenzamide 


466 (M + H) 


3 


565 


N-(cls-4^[4-{dlmethylamino)-5,6,7,8-tetrahydroqu^nazolln-2-yl] 

amino1m/nlnhc»y\/t\-9-pthnyv-1 -nflDhth9mid6 


488 (M + H) 


3 


566 


N-(cis-4-1{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
£immoArn/r'inh(3wh-P d R ^-Dpntafluorobenzamidd 


484 (M + H) 


3 


567 


N-(c^s-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
ominA\<^Hnhoyvh.A.r/trifliinrnmpth\/nthio1benzarnide 

HrTiiriUjuyiiiiUi IcAyi y'^tmi ll luui ui i icu ly i/i>i iiwjl/wi i^oi 1 IIW9 


494 (M + H) 


3 


568 


3.4,5-trichloro-N-(cis-4-{[4-(dimethylamlno)-5,6.7,8-tetrahydro- 
quinazolin-2-yl]amino}cyclohexyl)thiophene-2-carboxamide 


502 (M + H) 


3 


569 


2-(3-chlorophenoxy)-N-(cis-4-)[4-(dimethylamlno)- 
5,6,7,8-tetrahydroqulnazolln-2-y!]amlno}cyclohexyl)acetamlde 


458 (M + H) 


1 


570 


3-(2,6-dichlorophenyl)-N-(cis-4-{[4-(dimethylamino)- 
5,6,7,8'tetrahydroqulnazolin-2-yl]amlno}cyclohexyl)- 

c matKwlte«\vo7f>la-A./«arHnyonniHA 

o^rnBiny iisoAei£wiB~H~wcii uuaiii i iiuo 


543 (M + H) 


1 


571 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
arTiino/cy6ioncAyiy"4t pnciiUAyiiiw»uuiieinii^ 


487 (M + H) 


2 


572 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yll 

otm!nr^^/^\i^lrkhav^f l\.9-/nh^nv/Khin^nipntinjlintfifi 
arninu icycioi IcAy i ^ t^jJiici ly uuiuy i m.i»Vi/iii mi 1 iiue 


503 (M + H) 


3 


573 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazoIin-2-yl] 
amino}cyclohexyl)-2-(4-methylphenoxy)nicotinamide 


501 (M + H) 


1 


574 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyI)-4-[(dipropylamino)sulfonyl]ben2amide 


557 (M + H) 


3 


575 


2-(4-chlorophenoxy)-N-(cls-4^[4-(dlmethylamlno)- 

5,6,7,8-tetrahydroquina20lin-2-yl]amino}cyclohexyl)- 

2-methylpropanamide 


486 (M + H) 


3 


576 


5-(4-chlorophenyl)-N-{cis-4-{(4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino)cyclohexyl)- 

2-(trlfluoromethyl)-3-furamide 


562 (M + H) 


3 


577 


3-tert-butyl-1-(2,4-dichlorobenzyl)-N-(cls-4-{[4-(dlmethylamino)- 

5,6,7,8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)-1H-pyrazole- 

5-carboxamide 


598 (M + H) 


3 


578 


6-chloro-N-(cls-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino]cyclohexyl)-2H- 

chromene-3-carboxamide 


482 (M + H) 


3 


579 


3-chloro-N-(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydro- 

qulnazolln-2-yl]amlno}cyclohexyl)-4-(trifluoromethoxy)- 

benzamide 


512 (M + H) 


3 


580 


N-(cis-4^[4-{dimethy!amino)-5,6,7,8-tetrahydroquinazolin-2-yll 

amino}cyclohexyl)-2-[(4-methyl-2-oxo-2H-chromen-8-yl)oxy] 

acetamlde 


0\J0 "T n) 


3 


581 


N-(cis-4^[4-(dlmethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-2-(2-thlenyl)-1 ,3-thiazole-4-carboxamide 


483 (M + H) 


2 
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Ex. No. 


compound name 


MS 


class 


582 


N-[(cls-4-{[4-(dlmethylamino)-5,6,7.8-tetrahydroquinazolin-2-yll 
amino}cyclohexyl)methyl]>3-methoxybenzamide 


438 (M + H) 


3 


583 


3-bromo-N-[(cls-4-{[4-(dimethylannino)- 

5,6,7,8-tetrahydroquinazoiln-2-yl]amino}cyclohe3eyl)methyl] 

benzamide 


486 (M + H) 


2 


584 


4-bromo-N-[(cls-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yqamino}cyclohexyl)methyl] 

benzamide 


486 (M + H) 


3 


585 


N-[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazoljn-2-yl] 
amino}cyclohexyl)methyl]-2, 1 ,3-benzoxadiazole*5-carboxamide 


450 (M -1- H) 


3 


586 


3-chloro-N-[(cis-4-{[4-(dlmethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yqamino}cyclohexyl)methyl] 

benzamide 


442 (M + H) 


3 


587 


4-chloro-N-((cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yqamino}cyclohexyt)methyl] 

benzamide 


442 (M + H) 


3 


588 


(2E)-N-[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin- 
2-yl]amlno}cyclohexyl)methyl]-3<phenylacrylamide 


434 (1^ + H) 


3 


589 


4-chloro-N-[(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyt)methyl]- 

3-nitrobenzamide 


487 (M + H) 


3 


590 


2-(4-chlorophenyl)-N-[(cls-4-([4-(dimethylamino)- 

5,6,7,8-tetrahydroquina2olin-2-yl]amino}cyclohexy!)methyl] 

acetamide 


456 (M + H) 


3 


591 


3-cyano-N-[(cis-4-{[4-(dimethylamlno)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino)cyclohexyl)methyl] 

benzamide 


433 (M + H) 


3 


592 


3,5-dichioro-N-[(cis-4-{[4-{dimethyiamlno)- 

5,6,7,8-tetrahydroqulnazolln-2-yl]amlno}cyclohexyl)methyl] 

benzamide 


476 {M + H) 


3 


593 


3,4-dlch!oro-N-[(cis-4-{[4-(dimethylamino)- 

5.6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl] 

benzamide 


476 (M + H) 


3 


594 


N-[(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methyi]-2.2-diphenylacetamide 


498 (iVI + H) 


3 


595 


N-[(c}s-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazoiin-2-yl] 
amino}cyclohexyl)methyl]-3,4-difluorobenzamlde 


444 (M + H) 


3 


596 


N-[(cls-4-{[4-(dlmethylamino)-5,6,7.8-tetrahydroqulnazolln-2-yl] 
amino)cyclohexyl)methyl]-3,5-difiuorobenzamide 


444 (ly^ + H) 


3 


597 


2-(2,5-dimethoxyphenyl)-N-[(cis-4-{[4-(dlmethylamino)- 

5,6,7,8-tetrahydroquinazolln-2-yl]amino}cyclohexyl)methyl] 

acetamide 


482 (M + H) 


3 


598 


N-Hcis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolln-2-yl] 
amino}cyciohexyl)methyl]-2-(ethyithio)nicotinamide 


469 (M + H) 


1 


599 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetraliydroquinazolin-2-yl] 
amlno}cyclohexyt)methyi]-4-fluorobenzamlde 


426 (M + H) 


3 
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600 


N-[(cis-4-{[4-(djmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-3-fluoro-5-{trifluoromethyl)benzamide 


494 (M + H) 


3 


601 


2,4-dichloro-N-[(cls-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroqulnazoitn-2-yl]amino}cyclohexyl)methyl]- 

5-fluorobenzamide 


494 (M + H) 


3 


602 


N-[(cis-4-{[4-{dimethylamino)-5,6,7,8-tetrahydroquina20lin-2-yl] 
amino}cyclohexyl)methyqhexanamide 


402 (M + H) 


3 


603 


N-[(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amino}cyclohexyl)methyl]-4-iodoben2annlde 


534 (M + H) 


3 


604 


N-[(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-2-(methylthio)nicotinamide 


455 (M + H) 


3 


605 


N-[(cis-4-{[4-(dimethylamino)-6,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-4-methyl-3-nltrobenzamlde 


467 (M + H) 


3 


606 


N-[(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yll 
amlno}cyclohexyl)methyl]-3-nitrobenzamide 


453 (M + H) 


3 


607 


N-((ds-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulna2olin-2-yl] 
amino}yciohexyl)methyQ-2-phenylacetamide 


422 (M + H) 


3 


608 


(2R)-N-[(cis-4-3 {[4-(dimethymino)-5,67,8-tetrahydroqulnazolin- 

2-yl]amino}cyciohexyt)methyl]>2-phenylcyclopropane- 

carboxamide 


448 (M + H) 


3 


609 


N-[(cis-4-([4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-1,3-benzodioxole-5-carboxamide 


452 (M + H) 


3 


610 


N-[{cis-4-[4-(dlmethylamino)-5,6,7.8-tetrahydroquinazoiin-2-yll 
amino}cyclohexyl)methyl]-2-phenoxybutanamide 


466 (M + H) 


3 


611 


N-[(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolln-2-y!] 
amino}cyclohexyl)methyi]-2-phenoxypropanamide 


452 (M + H) 


3 


612 


N-((cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amino}cyclohexyl)methyl]-3-methylbenzamide 


422 (M + H) 


3 


613 


N-[(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazlin-2-yl] 
annino}cyc!ohexyl)methyl]-4-methylbenzamide 


422 (M H) 


3 


614 


N-[(cis-4-{[4-(dimethylamjno)-5,6,7,8-tetrahydroquina2oHn-2-yl] 
amino}cyclohexyl)methyl]thiophene-2-carboxamide 


414 (M + H) 


3 


615 


N-[(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methyl]-2-(2-thienyl)acetamide 


428 (M + H) 


3 


616 


N-[(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)methyl]-3-(trifluoromethoxy)benzamlde 


492 (M + H) 


3 


617 


benzyl[(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroqujnazolin- 
2-yl]amlno}cyclohexyl)methyllcarbamate 


438 (M + H) 


3 


618 


4-nrtrobenzyl[(cis-4^[4-(dimethylamlno)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyq 

carbamate 


483 (M + H) 


3 


619 


4-brDmo-N-[(cis-4-({[4-(dimethylamlno)- 

5,6,7,8-tetrahydroquinazolin-2-yqamino}cyclohexyl)methyl]- 

3-methylbenzamide 


500 (M + H) 


3 
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620 


N-{(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-3-iodobenzamlde 


534 (M + H) 


3 


621 


3-chloro-N-[(cls-4-{[4-{dimethylamino)-5,6,7,8-tetrahydro- 
quinazolin-2-yl]amino}cyclohexyl)methyl]-2-fluorobenzamide 


460 (M + H) 


3 


622 


N-[(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulnazoljn-2-yl] 
amino cyclohexyl)methyl]-2,3-difluoro-4-methylben2amide 


458 (M -1- H) 


3 


623 


2-chloro-N-[(cis-4-{[4-(dlmethylamino)- 

5.6,7,8-tetrahydroqulnazolin-2-yl]amino}cyclohexyl)methyl]- 

4-fluorobenzamjde 


460 (M + H) 


3 


624 


3-chloro-N-[(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl]- 

2,4-difluorobenzamlde 


478 (M + H) 


3 


625 


N-[(cls-4-{t4-(dimethylamino)-5,6,7,8-tetrahydroquina20lln-2-yl] 
amlno}cyclohexyl)methyl]-2-(phenylthlo)acetamlde 


454 (M -I- H) 


3 


626 


N-[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulna20lin-2-yl] 
amino}cyctohexyt)methyl]-2-fluoro-3-(trifluoromethyl)benzamide 


494 (M + H) 


3 


627 


N-[(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)methyl]-2-fluoro-5-(trlfluoromethyl)benzamlde 


494 (M + H) 


3 


628 


N-[(cis-4-{[4-(dimethy!amino)-5,6.7,8-tetrahydroquina2olln-2-yl] 
am[no}cyclohexyl)methyl]-2-phenylbutanamide 


450 (M + H) 


3 


629 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amlno}cyclohexyl)methyl]-2-(3-methoxyphenyl)acetamide 


452 (M 4- H) 


3 


630 


N-[{cis-4^[4-{dimethylamino)-5,6,7,8-tetrahydroqulna20lln-2-yl] 
amino}cyclohexyl)methyl]-2-(4-fluorophenyl)acetamlde 


440 (M + H) 


3 


631 


N-[(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyciohexyl)methyl]-2-(4-methoxyphenyl)acetamide 


452 (M + H) 


1 


632 


N-[(cjs-4-[4-{dlmethylamlno)-5,6,7.8-tetrahydroquina2olin-2-yl] 
amino}cyc!ohexyl)methyl]-5-methyl-2-(trifluoromethyl)-3-furarnjde 


480 (M + H) 


1 


633 


N-[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-y!] 
amino}cyclohexyl)methyl]-2,5-dimethyI-3-furamide 


426 (M + H) 


3 


634 


N-[(cis-4-{[4-(dimethylamjno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amjno}cyclohexyl)methyl]-2-ethoxyben2amide 


452 (M + H) 


3 


635 


3- chloro-N-[(cis-4-{[4-(dimethylamino)- 
5,6,7.8-tetrahydroquinazolln-2-yl]amlno}cyclohexyl)methyl]- 

4- fluorobenzamide 


460 (M + H) 


3 


636 


N-[(cjs-4-{[4-(dlmethylamino)-5,6.7,8-tetrahydroquina2olin-2-yl] 
amino cyclohexyl)methyl]-3-fluoro-4-methyIbenzamide 


440 (M + H) 


3 


637 


2-cyclopentyl-N-[(cis-4-{[4-(dimethylamino)- 

5,6,7.8-tetrahydroquinazolin-2-yl]amino}cyclohexyt)methyl] 

acetamide 


414 (M + H) 


3 


638 


N-[(cis-4-{[4-(dlmethylamino)-5.6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-3.5-dimethoxybenzamide 


468 (M + H) 


3 


639 


4-cyano-N-[(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolln-2-yl]amlno)cyclohexyl)methyl] 

benzamlde 


433 (M + H) 


3 
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640 


N-[(cis-4-{[4-(d{methylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amjno}cydohe>cyl)methyll-3,545is(trifluoromethyl)benzamicle 


544 (M + H) 


3 


641 


(2E)-N-[{cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquina2olln- 
2-yl]amino]cyclohexyl)methyt]-3-(4-nitrophenyl)acrylamide 


479 (M + H) 


2 


642 


2-(2-bromophenyl)-N-[(cis-4-{(4-(dlmethylamlno)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)methyl) 

acetamide 


500 (M + H) 


3 


643 


N-[(cls-4-{[4-(dimethylamlno)-5,6,7.8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methyl]-4-fluoro-3-methylbenzamlde 


440 (M + H) 


2 


644 


2-[(difluoromethyl)thlo]-N-[(cis-4^[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yqamino}cyciohexyl)methyl] 

benzamide 


490 (M + H) 


3 


645 


2,5-dichloro-N-[(cjs-4-{[4-(dlmethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyctohexy))methyl] 

thiophene-3-carboxamide 


482 (M + H) 


3 


646 


N-[(cis-4-{[4-(dimethylamino)-5,67i8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-2-(propy[thjo) nicotinamide 


483 (M + H) 


1 


647 


1-benzyl-3-tert-butyl•N-[(cls-4^[4-(dimethylamlno)-5,6, 7,8-1 

tetrahydroquinazolln-2-yllamino}cyclohexyl)methyl]-1H-pyrazole- 

5-carboxamide 


544 (M + H) 


3 


648 


3-tert-butyl-N-[(cls-4-{[4-(dinnethylanfilno)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amlno]cyclohexyl)methyl]- 
1 -nnethyt-1 H-pyrazole-5-carboxamlde 


468 (M + H) 


3 


649 


(2E)-N-[(cis-4-{[4-(dimethylannlno)-5,6,7,8-tetrHhydroqulnazolln- 
2-yl]amino}cyclohexyl)methyl]-2-methyl-3-phenylacrylamide 


448 (M + H) 


3 


650 


5-bromo-N-[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydro- 
qulnazotln-2-yl]amlno}cyclohexyl)-methyl]nicotinamlde 


487 (M + H) 


3 


651 


N-[(cls-4-{[4-{dinnethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)methyl]-2-(1-naphthyl)acetamide 


472 (M + H) 


3 


652 


1-tert-butyl-N-[(cis-4-{[4-(dlmethylamlno)- 
5,6,7,8-tetrahydroqulnazolln-2-yl]amlno}cyclohexyl)methyl]- 

5-methyl-H-pyra2ole-3-carboxannide 


468 (M + H) 


3 


653 


N-[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amlno}cyelohexyl)methyl]-1-benzothiophene-3-carboxamide 


464 (M + H) 


3 


654 


N-[(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amlno}cyclohexyl)methyl]biphenyl-4-cart)oxamide 


484 (M + H) 


3 


655 


2-bronrio-N-[(cis-4-{[4-(dlmethylamlno)- 

5,6,7,8-tetrahydroqulna20lin-2-yl]amino}cyclohexyl)nnethyl] 

benzamide 


486 (M + H) 


3 


656 


2,6-dichloro-N-[(cls-4-{[4-(dlmethylamino)- 

5,6,7.8-tetrahydroquinazolin-2-yi]amlno}cyclohexyl)methyl] 

benzamide 


476 (M + H) 


2 


657 


N-[(cjs-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)methyq-2-lodobenzamide 


534 (M + H) 


3 


658 


N-[(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolln-2-yl] 
amlno}cyclohexyl)methyl]-2-methylbenzamide 


422 (M + H) 


3 
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659 


2,3-dichloro-N-[(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cyclohexyl)methyl] 


476 (M + H) 


3 


660 


2-chloro-N-[(cis-4-{[4-(djmethylamlno)-5,6,7,B-tetrahydro- 

ni lina^nlin O.xfllgminnlrn/r'lohpyx/hrnPthvlVS'-fiuorobsnZ&nriidG 
QUino^OIUI fc yl jell 1 III IU/l*ywiwi iBAy lyn iciiiyij *-f iiuwi i^ui i hww 


460 (M + H) 


3 


661 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 

am«nr\\/«u/«i/\hAv\fhmAth\#ll.Q.nyn-QM-flLioren^-^-cf)rboxamid6 
aminoicycionoxyi^rncinyij"*/ oAU"on"ii^ \^aiu\j^ai i uka^j 


510 (M + H) 


3 


662 


N-[(cls-4-{[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolin-2-yl] 
ai7i!nojcycionexyi;rneinyij*^,o,o-ii niuuiuuci i^an nut; 


462 (M + H) 


3 


663 


N-[(cis-4-{(4-(dimethylamino)-5,6.7,8-tetrahydroquinazolln-2-yl] 
aminojcycionsxyiyrnoinyij fciw uiiiuuiuu»i itwi i 


444 (M + H) 


3 


664 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
aiTiinojcycionBxyi/rnisuiyij^iO un luuiuuc^i itai i 


444 (M + H) 


3 


665 


N-[(cls-4-{{[4-(dlmethy!amlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 

a mi n M/^wr'ir^hoyviNm Athuii -.9-f ii inrn-R-f trif luoromethvl Vbenzam id6 
arnino/cyv^iuiicAyi/nitsiiiyij iiuuiw u ^iiiiiuwiwinwuiyi/ 


494 (M + H) 


3 


666 


N-[(cis-4-{[4-(dimethylamlno)-5,6.7.8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methy!]-2,4,6-trinnethy!benzamlde 


450 (M + H) 


2 


667 


2-chloro-N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydro- 
quinazolln-2-yI]amlno}cyclohexyl)methyl]-6-fluorobenzamide 


460 (M + H) 


2 


668 


2,4,6-trichloro-N-[(cls-4-{[4-(dlmethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl] 

benzamide 


510 (M + H) 


1 


669 


(2E)-3-(2-chlorophenyl)-N-[(cis-4-{[4-(dlmethylamino)- 

5,6,7,8-tetrahydroquina2oHn-2-yl]amino}cyclohexyl)methyl] 

acrylamide 


468 (M + H) 


3 


670 


6-chloro-N-[(cls-4-{[4'(dlmethylamino)-5,6,7,8-tetrahydro- 

quinazolin-2-yl]amino)cyclohexyOmethyl]-2-fluoro- 

o*m6inyiDGnzoiTiiue 


474 (M + H) 


3 


671 


2-chloro-N-[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydro- 

niiina^nlin O MllaminrklrH/r^lnhoyx/hmpthx/il-r) 6«>difluorobenzamid6 
□uina<.OMn"fc~yijarniriu/i*yvi»iui lOAyiyn icii ly ij uiiimwi ■ 


478 (M + H) 


3 


672 


N [(cis 4{[4 (dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
siTiinojcyBiuneAyiyrnBiiiyij"fc,o~uiiiicu i^ai ■ nuo 


436 (M + H) 


3 


673 


5-bromo-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno) 

CyCiOnSXyi/iniupricilc'^'UiaiiJUAai i nuc 


473 (M + H) 


2 


674 


N-(cls-4^[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)- 

O /O Q A_fri(^hl/^rr^nhonv#l^atf^otamiHp 

£-t^,o,o iricniurupnciiyi/awtsicuiiiuc 


506 (M + H) 


3 


675 


2-{2-chloro-4-fluorophenyl)-N-(cis-4-{[4(dlmethylamlno)qulnolin- 

^~yiJamino/cywloneAyiyawC«ieuiiiue 


455 (M + H) 


3 


676 


5-(4-chlo^o-2-n^t^ophenyl)-N-(cis-4^[4-(dlmethylamino)quinolin- 
2-yl]amino}cyclohexyl)-2-furamide 


534 (M + H) 


2 


677 


5-chloro-N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino} 
cyclohexyl)thiophene-2-carboxamidG 


429 (M + H) 


2 


678 


N-(cis-4^[4-(dimethylami^o)quinolin-2-yl]amino}cyclohexyl)- 
2,3-diphenylpropanamide 


493 (M + H) 


3 
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679 


N-(cis-4-{[4-(dimethylamino)qujnolln-2-yllamlno}cyclohexyl)- 
s-fP-hx/droxvohGnvhoroDanamidG 


433 (M + H) 


3 


680 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)- 

W IWUU lUI CU 1 IIUw 


506 (M + H) 


1 


681 


fsj.(cjs-4-{[4-(dinnethy!amino)quinolln-2-yl]amino]cyclohexyl)- 

9-^9-inrlnnhpn\/hacetamide 


529 (M + H) 


2 


682 


N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amlno}cyclohexyl)- 
9-^R-mfithoxv-?-methv!-1 H-indol-3-vnacetamid0 


486 (M + H) 


2 


683 


(2E)-N-(cls-4-{[4-(dimethylamino)qulnorm-2-yl]amlno}cyclohexyl)- 


460 (M + H) 


2 


684 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyc!ohexyl)- 

Q./\vAinrlano-i -f^rhnvAmidfi 

O'OXQinUanC' I~WCIIUI/AGIIIIIU(7 


443 (M + H) 


3 


685 


2-benzyl-N-(cis-4-{[4-(dlmethylamlno)quinolin-2-yl]amino} 


479 (M + H) 


3 


686 


2,2-bls{4-chlorophenyl)-N-(cis-4-1[4-(dimethylamino)quinolin- 

9 .vi 11 a m i n r%\r\/e^ 1 n h pyvhnc^t Ami dfi 
^'yljcli lllllwjwyCriui iCAyiyci^ciaii iiuc 


547 {M + H) 


2 


687 


N-(cls-4^[4-(dimethylamlno)qui^olln-2-yllamlno)cyclohexyl)- 

l^.M.moth\/L9-n itrnnh An\ih-2-f u ram ide 


514 (M + H) 


3 


688 


N-(cis-4-{[4-(dimethylamino)quinoIin-2-yl]amino}cyclohexyl)- 
(^-nitmthinnhpnp-P-caii^oxamids 


440 (M + H) 


1 


689 


N-(cis-4^[4-(dimethylamlno}qulnolln-2-yI]aminocyclohexyl)- 

Q.mpt hul-^- n itrAhpnyam i de 


448 (M + H) 


1 


690 


N-{cis-4-{[4-(dimethylamino)quinolln-2-yl]amlno}cyclohexyl)- 

Q mothr%v\i-A-nitrnHpn7flmifi6 

O rilwll lUAy^T 1 IILI WWCi l£.OU IllUe 


464 (M + H) 


1 


691 


1-benzyl-N-{cls-4-{[4-(dimethylamino)quinonn-2-yl]amlno} 
/nfHnhovul^-l H.inrlnlA-'^-rarboyannids 


518 (M + H) 


3 


692 


3-acetyl-N-(cis-4-{[4-(dimethylamino)quinorm-2-yl]amino} 

uywiui icAy i^uci fJLCU 1 iiuc; 


431 (M + H) 


3 


693 


(2R)-2-ben2oyl-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno} 
m/^lnhovx/l^rvnlnhfiyanecarboxamida 

^yuiui itSAy 1 ywy wiui ioacii igvcii wwaoi i ii w 


499 (M + H) 


3 


694 


5-brDmo-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno} 

i*yi*iv/iicAy«y luiciiiiiuw 


457 M + H) 


1 


695 


3-cyclohexyl-N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino} 

cywiwi icAyi^pi wpaiieuMiuc 


423 (M + H) 


3 


696 


N-(cis-4-{[4-{dimethylamino)qulnolln-2-yl]amino)cyclohexyl)- 
9.r/A.mfithvlQ\/rimidin-2-vhthio1acetBmid8 


451 (M + H) 


3 


697 


5(4-chlorophenyl)-N-(cls-4-{[4-(dlmethylamino)quinolln-2-yl] 

a m i n nlm/pin h py\/ h -P -f U ram i ds 


489 (M + H) 


3 


698 


3-(3,4-dichlorophenyl)-N-(cls-4-{[4-(dimethylamlno)quinolin-2-yl] 
ami n o}cyclohexy l)propanam ide 


485 (M + H) 


3 


699 


2-(3.4-dlchlorophenyl)-N-(cis-4-{[4-(dimethylamino)qulnolln-2-yl] 
amlno)cyclohexyl)acetamide 


471 (M + H) 


3 


700 


N-(cjs-4^[4-(dimethylami^o)qujnoljn-2-yl]amino)cyclohexyl)- 
2-(4-hydroxy-3,5-dimethoxyphenyl)acetamide 


479 (M + H) 


3 
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compound name 


MS 


class 


701 


4,5-dibromo-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino) 
cyclohexyl)thlophene-2-carboxamide 


551 (M + H) 


2 


702 


2-(3,5-dlmethoxyphenyl)-N-(cis-4-{[4-(dimethylamlno)quinolln- 
2-vl1amlno)cvclohexvhacetamide 


463 (M + H) 


3 


703 


2-(3,5-dl-tert-butyl-4-hydroxyphenyl)-N-(cls-4-{[4-(dlmethylamlno) 
n u i no lin-2- vllam inolcvctohexvDacGtarnide 


531 (IVI + H) 


3 


704 


N-2-,N-6-dibenzoyl-N-(cls-4-{[4-(dimethylamlno)qulnolin-2-yl] 
ami n olcvclohexvhtvsinamids 


621 + H) 


3 


705 


3-(dimethylamlno)-N-(cis-4-{[4-(dimethylamino)quinolin-2-yll 
Anunolcvclohexvhbenzamida 

Ql 1 Ul IWf wy wlWl iwAY i ik/w 1 1 iixjw 


432 (IVI + H) 


3 


706 


4,5-dibromo-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno} 
r\#rlnh^yvh-2>f u ramide 


535 (M + H) 


1 


707 


N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)- 
4-(4-fluorophenyl)-4-oxobutanamlde 


463 (M + H) 


3 


708 


N-(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)- 
2-(2-fiuorobiphenyl-4-yl)propanamide 


511 (M + H) 


3 


709 


tert-butyl {(1 S)-1 -[(1 -benzyl-1 H-lmlda2ol-4-yl)methyO-2-[(cis-4-{ 

[4-(dlmethylamino)gulnolin-2-yl]amino)cyclohexyl)amino]- 

P-nvopthvllfiarbarnate 


612 (M + H) 


3 


710 


N-(cjs-4-1[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)-2- 
(M [4-(1 -oxo-1 ,3-dihydro-2H-isoindol-2-yl)phenyl]propanamide 


548 (IS/I + H) 


3 


711 


N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino)cyclohexyl)- 
2-M H-indol-S-vhacetamido 

& till II lUWI W y 1 y MW^LCti • II WfV 


442 (1^ + H) 


1 


712 


N-(cis-44[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexy!)- 
2-f5-methvl-2-Dhenvl- 1 3-thiazol-4-vl)acetam ide 


500 (M + H) 


3 


713 


N-(cls-4-{[4-(dimethylamino)quinolln-2-yl]amino)cyclohexyl)- 
2-(6-methoxy-3-oxo-2,3-dihydro-1 H-inden-1 -yl)acetamide 


487 (IVI + H) 


3 


714 


N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-2- 
/ 1 -rMHTiethoxvbenzvnthiolcvclohexvDacetam ide 


561 (M + H) 


3 


715 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)- 
P-^7-metho)(v-2-oxo-2H-chromen-4-vl^acetamide 


501 (M + H) 


3 


716 


N-(cis-4-{[4-(dimethylamino)quinorm-2-yl]amino}cyclohexyl)- 
2-(1H-indol-3-yl)-4-oxo-4-phenylbutanamld 


560 (M + H) 


2 


717 


4-(4-bromophenyl)-N-{cis*4-{[4-{dimethylamino)quinolin-2-yl) 
amino}cyclohexyl)-2-(1H-indol-3-yl)-4-oxobiitanamlde 


638 (M + H) 


3 


718 


N-(cls-4-{[4-(dimethylamlno)quinoiin-2-yl]amlno}cyclohexyl)- 

3,5-dlmethyl-2-[({[4(trlfluoromethoxy)phenyllamino}-carbonyl) 

aminolbenzamide 


635 (M + H) 


3 


719 


3,5-dichloro-N-(cis-4-{[4-(dimethylamino)quinolin-2-yI]amino} 
cyclohexyl)-2-[(3-phenylprop-2-ynoyl)amino]benzamide 


600 (M + H) 


3 


720 


4-(4-tert-butylphenyl)-N-(cls-4^[4-{dimethylamino)quinolin-2-yl] 
amino}cycIohexyl)-2-(7-ethy]-1H-indol-3-yl)-4-oxobutanamlde 


644 (M + H) 


3 


721 


4-(4-tert-butylphenyl)-N-(cis-4-{[4-(dimethylammo)quinolln-2-yl] 
amino}cyclohexyl)-2-(1 -methyt-1 H-lndol-3-yl)-4-oxobutanamide 


630 (M + H) 


3 
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compound name 


MS 


class 


722 


N-(cls-4^[4-(dimethy!amino)quinolln-2-yl]amlno}cyclohexyl)- 
2-(1 -methyl-1 H-lndol-3-yl)-4-(4-methylphenyl)-4-oxobutanamide 


588 (M + H) 


3 


723 


N-(2,4-dichlorophenyl)-2-{2-[(cls-4-{[4-(dimethylamino)qulnolin- 
2-yqamino}cyclohexyl)amino]-2-oxoethyl)benzamide 


590 (M + H) 


3 


724 


N-(cis-4-{[4-(dimethylamino)qulnoIin-2-yl]amlno)cyclohe)cyl)- 

2- methyl-1 -(3-morphonn-4-yIpropyl)-5-phenyI-1 H-pyrrole- 

3- carboxamide 


595 (M + H) 


3 


725 


N-(cls-4^[4-(dimethylajTiino)quinolln-2-yl]amrno}cyclohexyl)- 
4-(4-nitrophenyl)butanamide 


476 (M + H) 


3 


726 


(2E)-N-{cis-4-{[4-(dimethylamlno)qulnolin-2-yl]amlno}cyclohexyl)- 
3-{2-nitrophenyl)acrylamide 


460 (M + H) 


3 


727 


N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl)amlno}cyclohexyl)- 
2-(3-phenoxyphenyl)acetamide 


495 (M + H) 


3 


728 


N-(cis-4-{[4-(dimethylamjno)quinolin-2-yl]amino}cyclohexyl)- 
2-(4-phenoxyphenyl)acetamlde 


495 (M + H) 


3 


729 


N-(cls-4-{[4-(dlmethylamino)qulnolln-2-yl]amino}cyclohexyl)- 

2-(2-phenyl-1H-indoI-3'-yl)acetamide 


518 (M + H) 


2 


730 


N2-benzoyl-N5-(cls-4-{[4-(dlmethylamino)qulnolin-2-yl]amino} 
cyclohexyl)-N1 ,N1 -dipropylglutamamlde 


601 (M + H) 


3 


731 


N-(cls-4-{[4-(dimethylamlno)qulnolln-2-yl]amino}cyclohexyl)- 
3-phenoxybenzamide 


481 (M + H) 


3 


732 


N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)- 
2-(2'phenylethyl)benzamlde 


493 (M + H) 


3 


733 


3-benzoyl-N-(cis-4-{[4-{dlmethylamino)quinolin-2-yl]amino} 
cyclohexyl)benzamide 


493 (M + H) 


3 


734 


N-(cis-4-{[4-(dimethyIamino)qulnolin-2-yl]amino}cyclohexyl)- 
2-(ethylthio)-2,2-diphenylacetamide 


539 (M + H) 


3 


735 


2-[(2-cyanophenyl)thio]-N-(cjs-4-{[4-(dimethylamino)quinolin-2-yl] 
amlno}cyciohexyl)benzamide 


522 (M + H) 


3 


736 


2-[4-(benzyloxy)-3-methoxyphenyl]-N-(cis-4-{[4-{dimethylamlno) 
quinolin-2-yl]amjno}cyclohexyl)acetamide 


539 (M + H) 


3 


737 


N-(cis-44[4-(dimethylamino)quinoIin-2-yl]amino}cyclohexyl) 
-N'-[(1 R)-1 -(1 -naphthyl)ethyl]phthalamide 


586 (M + H) 


3 


738 


(2S)-2-(3-benzoylphenyl)-N-(cls-4-{[4-(dimethylamino)qulnoljn- 
2-yl]amino}cyclohexyl)propanamide 


521 (M + H) 


3 


739 


N'-(cis-4-{[4-(dlmethylarnino)quinolin-2-yl]arnlno]cyclohexyl)-N,N- 
bls[(1 S)-1 -phenylethyljphthalamide 


640 (M + H) 


3 


740 


(2S)-N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)- 
2-(2-fluoroblphenyl-4-yl)propanamide 


511 (M + H) 


3 


741 


2-[(4-chlorobenzyl)thlo]-4-(4-chlorophenyl)-N-(cis-4-{ 

[4-(dimethylamjno)qulnolin-2-yl]amlno)cyclohexyl)- 

4-oxobutanamide 


635 (M + H) 


3 


742 


2-[(4-chlorobenzyl)thio]-N-(cis-4^[4-(dimethylamino)quinolin-2-yl] 
amlno}cyclohexyl)-4-(4-methylphenyl)-4-oxobutanamlde 


615 (M + H) 


3 
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compound name 


MS 
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743 


N-(cls-4^[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-2-{ 
(1 E)-5-f luoro-2-methyl-1 -[4-(methylsulfinyl)benzylidene]-1 H- 

inUcil -0*yijelUclUIIIIUI» 


623 (M + H) 


3 


744 


N-(cls-4-{[4-(climethylamino)qulnolin-2-yl]amlno}cycIohexyl)- 

o rA./O-thionulnstrhnnxihnhpnvllQroDanamide 


527 (M + H) 


3 


745 


N-(cls-4^[4-(dimethylamino)quinolln-2-yl]aml^o}cyclohexyl)- 
•t~OXO*4~^^*iniBnyi^uuLoncuiiiue 


451 (M + H) 


3 


746 


N-(cls-4-{[4-(dimethylamino)qulnolln-2-yl]amlno}cyclohexyl)- 

4-(<i"inienyi/DuianarTiiue 


437 (M + H) 


3 


747 


N-(cis-4^[4-(dimethylamino)quinolin-2-yl]amino}cyclohe)cyl)- 
^-^<c,4,o-iricnioropnenoxy/aweianiiue 


521 (M + H) 


2 


748 


2-[5-(benzylo)cy)-1H-lndol-3-yl]-N-(cis-4-{[4-(dlmethylamino) 
quinonn*fc"yijHniinojwywiuiiwAyi/owciaii iiu 


548(M + H) 


3 


749 


N-(c^s-4^[4-(dlmethylamlno)qulnolin-2-yl]amlno}cyclohexyl)- 
^-(1 -napninoyijoenzaiTiiue 


543 (M + H) 


3 


750 


3-(benzyloxy)-N-(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amino} 
cyclohexyl)'4-methoxybenzamide 


525 (M + H) 


2 


751 


N-(cls-4-{[4-(dimethylamtno)qulnolin-2-yl]amino}cyclohexyl)- 
2-methyl-1 ,5-dlphenyM H-pyrrole-3-carboxamide 


544 (M 4- H) 


3 


752 


H2-[{2-chloro-6-fluorobenzyl)thlolethy!-N-(cis-4-{ 
[4-(dlmethylamlno)quinolin-2-yl]amino}cyclohexyl)-2-methyl- 
o-pnsnyi- 1 n-pyrroie-0"CarooAainiue 


670 (M + H) 


3 


753 


N-(cis-4^[4-(dimethylamlno)qulnolin-2-yl]amino}cyclohe>cyl) 
aninraC6n6~9~carDOAaiTiiu6 


489 (M + H) 


3 


754 


N-(c^s-4^[4-(dimethylamlno)qulnolin-2-yl]amlno)cyclohexyl)- 
£-pnGnoxyuenzaniiu6 


481 (M + H) 


2 


755 


N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl) 
biphenyl-2-cafboxamlde 


465 (M + H) 


3 


756 


N-(cis-4^[4-(dlmethylamino)quinolln-2-yIlamino}cyclohexyl)- 
3,3-diphenylpropanamide3,3-diphenylpropanamide 


493 (M + H) 


3 


757 


N-(cls-44[4-(dimethylamino)quinolin-2-yl]annlno)cycIohexyl)- 
2-phenylqulnoline-4-carboxamide phenylquinoline- 

^-CaiuOXamiue 


516 (M + H) 


2 


758 


N-(cis-4-([4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl) 

-IN -[^1 o^- 1 -pnenyieinyijpnii laiai iiluc 


536 (M + H) 


3 


759 


N-(cls-4-{[4-(dimethylamino)quinolln-2-yl]amino)cyclohexyl)- 

O /A mAtHl#tKan7r\\/I^Kon7anniHo 

^-^*t-rneinyiuentoyijDenteiiiiiuo 


507 (M + H) 


3 


760 


N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)- 
c'^pnonoxyrncinyi^Den^cuTiiUB 


495 (M + H) 


3 


761 


2-[4-{4-chlorophenyl)-2-phenyl-1.3-thiazol-5-yl]-N-(cis-4-{ 
[4-dimethylamino)qujnolin-2-yI]amino}cyclohexyl)acetamide 


596 (M + H) 


3 


762 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)- 
1 -[(4-methylphenyl)sulfonyl]-1 H-pyrrole-3Kjarboxamide 


532 (M + H) 


3 


763 


N-(cis-4^[4-(dimethyla^lino)quinolin-2-yllami^o}cyclohexyl)- 
5-(3-nltrophenyl)-2-furamlde 


500 (M + H) 


1 
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MS 


class 


764 


3-chloro-N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino} 
cyclohexyI)-4-(methylsulfonyl)thiophenG-2-carboxamide 


507 (M + H) 


3 


765 


3-chloro-N-(cls-4-{[4-{climethylamino)qulnolln-2-yl]amlno} 
cyclohexy!)-4-(lsopropylsulfonyl)-5-(methylthlo)thlophene- 
2-carboxamide 


581 (M + H) 


3 


766 


N-(c^s-4^[4-(dimethylamino)quinolin-2-yllamino}cyclohexyl)- 

3-iodo-4-(lsopropylsulfonyl)-5-(methylthio)thiophene- 

2-carboxamide 


673 (M + H) 


3 


767 


N-(cls-4-{[4-(dlmethylamino)quinoljn-2-yllamino)cyclohexyl)- 
o-nirroiniopnsns-o-carDoxaiTiiae 


440 (M + H) 


1 


768 


N-(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amino)cyclohexyl)- 
1 -m9inyi-*f-niir0"i n-^jyiroie-^-carooxarTiiu© 


437 (M +H) 


1 


769 


N-(cjs-4-{[4-(dirnethylamino)quinolin-2-yl]amjno}cyclohexyl)- 
1 -(pnenyisuiionyi;-! n-inaoie-o-carDoxamiuB 


568 (M + H) 


3 


770 


N-(c^s-4^[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)- 
4-nitrobenz€Ufnide 


434 (M + H) 


1 


771 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)- 
2-inethoxy-4-nitrobenzarnidG 


464 (M + H) 


2 


772 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cycIohexyl)- 
o-Ti uo ro-4- (iriTi uo romBiny i ; Denzam lae 


475 (M + H) 


1 


773 


N■(cis-4^[4-(dimethylaml^o)quinolin-2-yl]amino}cyclohexyl)- 
^-Tiuoro-^-niiroDenzamiu© 


452 (M + H) 


3 


774 


N-(cis-4^[4-(dimethylamino)qulnol^n-2-yl]amino}cyclohexyl)- 
o,5'QiiTiGinyi-4-niiroD6nzarniue 


462 (M + H) 


2 


775 


N-(cls-4^[4-(dimethylamino)quinolln-2-yl]amlno)cyclohexyl)- 
2-mesityl-2-oxoacetamide 


459 (M + H) 


2 


776 


N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohexyl) 
q u 1 no II n -o 'CarDOxam 1 Q e 


440 (M + H) 


3 


777 


N-(cls-4H[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)- 

O O mI* Anvil AAAtanniMA 

^-meinoxy-c-pnenyiac©iamiae 


433 (M + H) 


3 


778 


N-(cis-4^[4-(dirriethylamino)qulnolin-2-yl]amino}cyclohexyl)- 
1 ,^,o,4-i©iranyaronapninaiene-c*caruuxamiue 


443 (M + H) 


3 


779 


N-(cis-4^[4-(dimethylamino)quinonn-2-yl]amino}cyclohexyl)- 
1 ,o-D6nzoiniazoi6*o*caiDoxarniue 


446 (M + H) 


3 


780 


5-chloro-N-(cls-4-{t4-(dimethylamino)quinolin-2-yl]amlno} 
cy c 10 n exy 1^ - ny Q roxy D B nz arn 1 ue 


439 (M + H) 


2 


781 


2-chloro-N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino} 
cyci0n6xyi;'O~v'i^6inyiinio;Denzarniae 


469 (M + H) 


3 


782 


N-(cls-4-{[4-(dimethylamlno)quinolin-2-yI]amlno}cyclohexyl)- 
7-methoxy-1-benzofuran-2-carboxamlde 


459 (M + H) 


3 


783 


2-annino-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyl)-3-methylben2amide 


418 (M + H) 


3 


784 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)- 
4-hydroxy-3,5-dimethoxybenzamide 


465 (M + H) 


3 
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785 


N-(cis-4^[4-(dimethylamino)quin^olin-2-yl]amino}cyclohexyl) 
c)uinoline-4-carboxamide 


440 (M + H) 


3 


786 


2-(allylthio)-N-(cis-4^[4-(dimethylamino)qujnolin-2-yl]amino} 
eye 1 0 n 8Xy 1 ^ n icoiin am lae y i jani ino jcyciune*y ly nicu ii n an ii ue 


462 (M + H) 


3 


787 


3,5-di4ert-buty!-N-(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino} 
cyclohexyl)-4-hydroxyben2amid6 


517 (M + H) 


3 


788 


5-bromo-N-[(cls-4-{[4-(dimethylamino)quinolin-2-yl]amlno} 
cyclon Gxy i)iTietnyijtn lOpnene-^-carooxamiae 


487 (M + H) 


3 


789 


N-[(cjs-4^[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl) 
metnyl]-2-(2,3,D-tricnioropnenyi)aceiarniae 


519 (M + H) 


1 


790 


2-(2-chtoro-4-nuorophenyl)-N-[(cls-4-{[4-(dimethylamino)- 
quinolin'2-yl]amino}cyclohexyl) -methyl] acetEunide 


469 (M+H) 


3 


791 


5-(4-chloro-2-nitrophenyl)-N-[(cis-4-{[4-(dimethylarnino)-quinolin- 
2-yl]amino}cyclohexyI)methyI]-2-furamlde 


548 (M+H) 


3 


792 


5-chloro-N-((cis-4-{[4-(dimethy!amino)quinolln-2-yl]amino} 
cyclonexyl)metnyljtniopnene-z-carDOxamiae 


443 (M+H) 


3 


793 


N-[(cis-4-([4-(dlmethylamlno)quinolin-2-yl]amino}cyclohexyl) 
methyl}-2,3-diphenylpFopanamide 


507 (M + H) 


3 


794 


N-[(cls-4-)[4-(dimethylamino)qujnolin-2-yl]amlno)cyclohexyl) 
methyl)-3-(2-hydroxyphenyl)propanannide 


447 (M + H) 


3 


795 


N-[(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amino}cyclohexyl) 
methyl]-5-lodo-2-furamide 


519 (M + H) 


3 


796 


N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl} 
methyl]-2-(2-iodophenyl)acetamide 


543 (M + H) 


3 


797 


(2E)-N-[{cis-44[4-{dimethylamino)qulnolin-2-yl]amino}cyclohexyl) 
methyl]-3-(3-nltrophenyl)acrylamide 


474 (M + H) 


2 


798 


N-[(cls-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
methyl]-3-oxoindane-1-carboxamide 


457 (M + H) 


3 


799 


2-benzyl-N-[(cis-4-{[4-(dimethylammo)quinorm-2-yl]amino) 
cyclohexyl)methyI]ben2amlde 


493 (M+H) 


3 


800 


2,2-bls(4-ch!orophenyl)-N-[(cis-4-{[4-(dimethylamino)qulnolin- 
2-yl]amino}cyclonexyl)metnyijacetamiae 


561 (M + H) 


3 


801 


N-[(cis-4-{[4-{dimethyIamino)quinolin-2-y!]amino}cyclohexyl)- 
methyl]-5-{4-metnyl-2-nitropnenyi}-^-TurarTiiae 


528 (M + H) 


3 


802 


N-[(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino)cycIohexyl) 
methyr|-D-n itrotniopnene-z-carDoxam lae 


454 (M + H) 


3 


803 


N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
metnylj-3-rnetnyi-4-nitroDenzarniae 


462 (M + H) 


3 


804 


N-[(cis-4-{[4-(dimethylamjno)qulnonn-2-yl]amlno}cycIohexyl) 
m^th\/n-3-methoy\/-4-nitroben7 amide 


478 (M+H) 


3 


805 


1-benzyl-N-[(cjs-4-{[4-(dimethylamlno)qujnolln-2-ylJamino) 
cyclohexyl)methyl]-1H-indole-3-cart)oxamide 


532 (M+H) 


3 


806 


2-cyclohex-1 -en-1 •yl-N-[(cjs-44[4-(dimethylamino)quinolin-2-yl) 
ammo)cyctohexyi)methyl]acetamide 


421 (M + H) 


3 
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compound name 


MS 


class 


807 


N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyl]-4-(4-ethoxyphenyl)-2-(3-methyl-5-oxo-1i3henyl- 
4,5-dinyaro- 1 n-pyrazoi-4-yi)-4-oxoDUtanamia© 


675 (M + H) 


3 


808 


N-[(cis-4-{[4-(dlmethylamino)qulno!ln-2-yl]arnino}cyclohexyl)- 
methyl]-2-[2-(trifluoromethoxy)phenyl]acetamlde 


501 (M + H) 


3 


809 


4-{benzyloxy)-N-[(cls-4-{[4-(dimethylamino)quinolin-2-yGamino} 
cyclohexyl)methylj-3,5-dlmethylDenzamide 


537 (M + H) 


3 


810 


N-[(cis-4-{[4-(dimethylamino)quinoiln-2-yl]amino)cyclohexyt) 
methyl]-9H-xanthene-9-carboxannide 


507 (M + H) 


3 


811 


2-(1-benzothien-3-yl)-N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl] 
amino}cyclohexyl)methyl]acetamide 


473 (M + H) 


3 


812 


5-bromo-N-(cis-4-{[4-(dimethylamino)pyrimidin*2-yl]amino} 
cyclohexyl)thiophene-2-carboxamide 


424 (M + H) 


3 


813 


N-(cjs-4^[4-(dimethylamino)pyrimid^n-2-yl]amino)cyclohexyl)- 
2-(2,3,6-trichlorophenyl)acetamide 


456 (M + H) 


3 


814 


2-(2-chloro-4-fluorophenyl)-N-{cis-4-{[4-(dimethylamino) 
pyrimidin*2-yl]amino}cyclohexyl)acetamide 


406 (M + H) 


3 


815 


5-(4-chloro-2-nitrophenyl)-N-(cis-4-{[4-(dimethylamino)pyrimldln- 
2-yl)amlno}cyclohexyl)-2-furamide 


485 (M + H) 


1 


816 


5-chloro-N-(cis-4-{[4-(dimethylamlno)pyrimldln-2-yl]amino} 
cyclohexyl)thiophene-2-carboxamide 


380 (M + H) 


3 


817 


N-(cis-4-{[4-(dimethylamlno)pyrimidln-2-yl]amino}cyclohexyl)- 
2,3-diphenylpropanamjde 


444 (M + H) 


3 


818 


N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amino)cyclohexyl)- 
3-(2-hydroxyphenyl)propanamide 


384 {M + H) 


3 


819 


N-(cis-4^[4-(dimethylamino)pyrimldln-2-yl]amlno}cyclohexyl)- 
5-iodo-2-furamlde 


456 (M + H) 


2 


820 


N-(cis-4-{[4-(dlmethylamino)pyrimidln-2-yl]amino}cyclohexyl)- 
2'(2-iodophenyi)acetamide 


480 (M + H) 


3 


821 


N-(cls-4-{[4-(dimethylamino)pyrimldin-2-yl]amino)cyc!ohexyl)- 
2-(5-methoxy-2-methyl-1H-indol-3-yl)acetamide 


437 (M +H) 


3 


822 


(2E)-N-(cls-4-{[4-(dimethylamino)pyrimidln-2-yl]amino} 
cyclohexyl)-3-(3-nltrophenyl)acryl amide 


411 (M + H) 


3 


823 


N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)- 
3-oxoindane-1 -carboxamide 


394 (M + H) 


3 


824 


2-benzyl-N-{cis-4-{[4-(dimGthylamino)pyrimidin-2-yl]amlno} 
cyclohexyl)benzamide 


430 (M + H) 


3 


825 


2,2-bis(4-chlorophenyl)-N-(cis-4-{[4-{dlmethylamlno)pyrimjdln- 
2-yQamino}cyclohexyl)acetamide 


498 (M + H) 


3 


826 


N-(cis-4^[4-(dimethylaJTiino)pyrimidln-2-yl]amlno)cyclohexyl)- 

c^./A-inothv/U9-nitrr)nhpn\/h-P«f iiramiHp 
1 1 icii lyi iiui wjJi ici lyi/ £ luidiiiivic 


465 (M + H) 


2 


827 


N-(cis-44[4-(dimethylamino)pyrimidin-2-yl]amino}cyc!ohexyl)- 
6-nitrothiophene-2-carboxamide 


391 (M + H) 


2 


828 


N-(cis-4^[4-(dimethylamino)pyrimidin-2-yllamino}cyclohexyl)- 
3-m9thyi-4-nltrobenzamide 


399 (M + H) 


2 
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Ex. No. 


compound name 


Mo 


class 


829 


N-(cis-4^[4-{dimethylamino)pyrimidin-2-yOamino}cyclohexyl)- 
3-methoxy^-nitrobenzamide 


415 (M + H) 


1 


830 


1-benzyl-N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amlno} 
cyclohexyl)-1H-jndole-3-cart)oxamlde 


469 (M + H) 


2 


831 


3-acetyl-N-(cls-4-{[4-(djmethylamino)pyrimldln-2-yl]amino} 
cyciohexyl)benzamide 


382 (M + H) 


2 


832 


(2R)-2-ben2oyl-N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno} 
cyclohexyl)cyclohexanecarboxamide 


450 (M + H) 


3 


833 


5-bromo-N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yI]amlno} 
cyclohexyl)-2-furamide 


408 (M + H) 


1 


834 


3-cyclohexyl-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yI]amino} 
cyclohexyi)propanamlde 


374 (M + H) 


3 


835 


N-(cls-4-{[4-(dimethyIamino)pyrimidin-2-yl]amino}cycIohexyl)- 
2-[(4-methytpyrimldin-2-yl)thio]acetamide 


402 (M + H) 


3 


836 


5-(4-ch!orophenyl)-N-(cls-4-{[4-(dimethylamino)pyrimldin-2-yll 
amino}cyclohexyl)-2-furamide 


440 (M + H) 


1 


837 


3-(3,4-dichlorophenyl)-N-(cis-4-{4-(dlmethylamino)pyrlmldln-2-yl] 
amino}cyclohexyl)propanamide 


436 (M + H) 


3 


838 


2-(3,4-dichlorophenyl)-N-(cis-4-{[4-(dlmethylamlno)pyrimldln-2-yl] 
amino}cyclohexyl)acetamide 


422 (M + H) 


3 


839 


N-(cis-44[4-(dlmethylanriino)pyrimldin-2-yl]amino}cyclohexyI)- 
2-(4-hydroxy-3,5-dimethoxyphenyl)acetamide 


430 (M + H) 


3 


840 


4,5-dibromo-N-(cis-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amino} 
cyclohexyl)thiophene-2-carboxamjde 


501 (M + H) 


2 


841 


2-(3.5-dimethoxyphenyl)-N-(cis-4-{[4-(dimethylamino)pyrimidin- 
2-yl]amino}cyciohexyl)acetamide 


414 (M + H) 


3 


842 


2-(3,5-di-tert-butyl-4-hydroxyphenyl)-N-(cis-4-{[4-(dimethylamino) 
pyrimjdin-2-yl]amino}cyclohexyl)acetamide 


482 (M + H) 


1 


843 


N2,N6-dibenzoyl-N-(ds-4-{[4-(dimethylamlno)pyrimidin-2-yl] 
amino}cyclohexyl)lysinamide 


572 (M + H) 


2 


844 


3-(dimethylamino)-N-{cis-4-{[4-(dimethylamino)pyrimidln-2-yll 
amino}cyclohexyl)benzamide 


383 (M + H) 


2 


845 


4,5-dibromo-N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yOamino} 
cyclohexyl)-2-furamide 


486 (M + H) 


1 


846 


N-(cis-4^[4-(dime%lamino)pyrimidin-2-yl]amino}cyclohexyl)- 
4-(4-fluorophenyl)-4-oxobutanamlde 


414 (M + H) 


3 


847 


N-{cjs-4^[4-(dime%lamlno)pyrimidin-2-yl)amino}cyclohexyl)- 
2-(2-fluoroblphenyl-4-yl)propanamlde 


462 (M + H) 


3 


848 


1-benzyl-Nalpha-(tert-butoxycarbonyl)-N-(cis-4-{ 
[4-(dimethylamino)pynmidin-2-yl]amlno ) cyclohexyl)-L- 
nisiiQinarTiiQB 


563 (M + H) 


3 


849 


N-(cis-4^[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)- 
2-[4-(1 -0X0-1 .3-dihydro-2H-isoindol-2-yl)phenyt]propanamide 


499 (M + H) 


3 


850 


N-(cl8-44[4-(dimethylamlno)pyrimldln-2-yllamino}cyclohexyl)- 
393 (M + H) 2-(1H-indol-3-yl)acetamide 


393 (M+H) 


2 
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MS 
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851 


N-(cls-4^[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 
^./c^-mpthvU^-Dhenx/l-l 3-thiazol-4-vnacetamide 


461 (M + H) 


2 


852 


N-(cls-4^[4-(dime%larT^ino)pyrimidjn-2-yllaminolcyclohexyl)- 
9.ffi-methoyv-3-oyo-2 3-dihvdro-1 H-lnden^l 'Vhacetannide 


438 (M + H) 


3 


853 


N-(cls-4^[4-(dimethylamlno)pyrimidln-2-yl]amlno}cyclohexyI)-2- 
/1 •rM-methny\/ben7vhthiolcvclohexvl acetamide 


512 (M + H) 


3 


854 


N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)- 
9-/7-methoyv-P-oxo-2H-chronnen-4-vnac6tamid6 


452 (M + H) 


3 


855 


N-{cis-4^[4-(dimethylarnino)pyrimidin-2-yl]amlno}cyclohexyl)- 
2-{1H-lndol-3-yt)-4-oxo-4-phenylbutanamlde 


511 (M + H) 


1 


856 


4-(4-bromophenyl)-N-(cis-4-{[4-(dlmethylamino)pyrimidln-2-yl] 
amlno}cyclohexyl)-2-(1H-indol-3-yl)-4-oxobLitanamlde 


589 (M + H) 


2 


857 


N-(cis-4^[4-(dimethylamino)pyl^midin-2-yl]amino}cyclohexyI)- 
3.5-dimethyl-2-[({[4{trlfluoromethoxy)phenyl]amino}carbonyl)- 
amino]benzamide 


586 (M + H) 


3 


858 


3,5<llchloro-N-(cls-4^[4-(dlmethylamlno)pyrimldln-2-yllamino} 
cyclohexyl)-2-[(3-phenylprop-2-ynoyl)amino]benzamlde 


551 (M + H) 


2 


859 


3-[2-(4-bromophenyl)-6,6-dimethyI-4-oxo-4,6,6,7-tetrahydro-1H- 
indol-1-yl]-N-(cis-4-{[4-(dlmethylamino)pyrimldin-2-yl]amino} 


855 (M + H) 


3 


860 


4-(4-tert-butylphenyl)-N-(cis-4^[4-(dlmethylamino)pyrimidin-2-yll 

a mi nnlrur In hpy\/IVP-f7-pth\/l-1 H>indol-3-vn-4-0X0butanamidG 


595 (M -1- H) 


3 


861 


4-(4-tert-butylphenyl)-N-(cis-44[4-(dimethylamino)pyrimidin-2-yl] 
amino)cyclohexyl)-2-{1 -methyl-1 H-indol-3-yl)-4-oxobutanamlde 


581 (M + H) 


3 


862 


N-(cis-4^[4-(dimethylam^no)pyr1mldln-2-yl]amlno}cyclohexyl)- 
2-(1 -methyl-1 H-indol-3-yl)-4-(4-methylphenyl)-4-oxobutanamlde 


539 (M + H) 


1 


863 


N-(cis-4-{[4-(dlmethylamjno)pyrimidin-2-yl]aminolcyclohexyl)- 
2-methyl-1 -(3-morpholln-4-ylpropyl)-5-phenyl-1 H-pyrrole- 

wWAcii 1 iiuo 


546 (M + H) 


2 


864 


N-(cis-4^[4-(dimethylamino)pyrimidin-2-yl]amino}cycIohexyl)- 

*T i*T 1 iiu yjyjiia lyi yii/uicii icu i iiuc 


427 (M + H) 


2 


865 


N-(cis-44[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl)- 

9.rf^-nitmnvririin-9o\/hthin1flPPtr9mid6 

^*Hw IIILIU^yitUlll & y lyii iivjawciai 1 iivj^ 


432 (M + H) 


- 


866 


(2E)-N-(cls-4-1[4-(dimethyIamino)pyrimidln-2-yl]amino} 

rx/rlnhowh-'^-^^-nrtmDhpnvhacivl amide 
^ywiwiiBAyiJ w 1^ 1 nil uj^i Id ly ooi y lai 1 iiuw 


411 (M + H) 


3 


867 


N-(cls-4-{[4-(dimethylamlno)pyrimldin-2-yi]amlno}cyclohexyl)- 

£'IO~|JI IBIIUAypi ICI lyi^ClwCUBU 1 llWiC 


446 (M + H) 


3 


868 


N-{cls-4-1[4-(dlmethylamlno)pyrimidin-2-yl]amlno)cyclohexyl)- 

9.^A-nhonny\/nhon\/nflPPtflmiHp 
^'^H^i ici iUAy|ji ict ly lyawdcii i iiuc 


446 (M +H) 


3 


869 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 
2-(2-phenyl-1H-indol-3-yl)acetamide 


469 (M + H) 


1 


870 


N2-ben2oyl-N5-(cis-4-{[4-(dimethylamino)pyrimldin-2-ylIamino)} 
cyclohexyl)-N 1,N 1-dlpropylgtutamamlde 


552 (M + H) 


2 


871 


N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)- 
3-phenoxybenzamide 


432 (M + H) 


2 
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MS 
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872 


N-(cis-4^[4-(dimethylamino)pyrimidln-2-y!]amino}cyc!ohexyl)- 
2-(2-pnenyietnyi)Denzarnia6 


444 (M + H) 


3 


873 


3-ben2oyl-N-{cjs-4^[4-(djmethylamino)pyrimidln-2-yllamino} 
cyc[ohexyl)benzamide 


444 (M + H) 


2 


874 


N-(cls-4^[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)- 
2-(etnyitnio)-2,2-aipnenyiaceiamiae 


490 (M + H) 


1 


875 


2-[(2-cyanoghenyl)thio]-N-(cis-4-{[4-(dimethylamlno)pyrlnnldin- 
2-yl]annino}cyclohexyl)benzamide 


473 (M + H) 


3 


876 


2-[4-(benzyloxy)-3-methoxyphenyl]-N-(cls-4-{[4-(dlmethylamino) 
pynniiuin-2-yijarn!no]cycionexyi;aceiamiue 


490 (M + H) 


3 


877 


N-(cis-4^[4-(dlmethylamino)pyrimidin-2-yI]amlno}cyclohexyl) 
N -[(1 n)-l -(1 -napninyijainyijpninaiamiae 


537 (M +H) 


2 


878 


(2S)-2-(3-benzoylphenyl)-N-(cls-4-{[4-cyclohexyl)propanamlde 
(airTi©tnylarTilno)pynrniain-2-yijamino cycionexyi^propanarTiiae 


472 (M + H) 


2 


879 


N'-(cis-4-{[4-{dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl)-N, 
N-bis[(1 S)-1 -phenylethyflphthalamide 


591 (M + H) 


1 


880 


(2S)-N-(cls-4-{[4-(dlmethylamjno)pyrimidln-2-yl]amino} 
cyclohexyl)-2-(2-fluoroblphenyl-4-yl)propanamide 


462 (M + H) 


3 


881 


2-[(4-chlorobenzyl)thlo]-4-(4-chlorophenyl)-N-(cls-4-{ 

[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)- 

4-oxobutanamide 


586 (M + H) 


3 


882 


2-[(4-chlorobenzyl)thlo^N-(cis-4^[4-(dlmethylamino)pyrimidin- 
2-yl]amlno}cyclohexyl)-4-(4-methylphenyl)-4-oxobutanamide 


566 (M + H) 


3 


883 


N-(cis-4^[4-(dimethyIamino)pyrimidm-2-yl]amino}cyclohexyl)-2-{ 
(1 E)-5-fluoro-2H7iethyl-1 -[4-(methylsulfinyl)ben2ylldene]-1 H- 
inden-3-yl}acetamide 


574 (M + H) 


2 


884 


N-(cis-4^[4-(d}methylamlno)pyrimidin-2-yl]amino)cyclohexyl)- 
2-[4-(2-thienylcarbonyl)phenyl]propanamide 


478 (M + H) 


2 


885 


N-(cis-4^[4-(djmethylamlno)pyrimidin-2-yl]amino)cyclohexyl)- 
4-oxo-4-(2-thienyl)butanamide 


402 (M -f H) 


3 


886 


N-(cis-4-{[4-(dimethylamino)pyiimidln-2-yl]amlno}cycIohexyl)- 
4-(2-thienyl)butanamiae 


388 (M + H) 


3 


887 


2-[6-(benzyloxy)-1H-indol-3-yl]-N-(cis-4-{[4-{dimethylamino) 
pyrimidin-2-yl]amino}cyclohexyl)acetamid9 


499 (M + H) 


3 


888 


N-{cls-4^[4-(dimethylamino)pyrimidln-2-yllamlno}cyclohexyl)- 
2-(1 -naphtnoygbenzamiae 


494 (M + H) 


3 


889 


3-(benzyloxy)-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno} 
cyclohexyl)-4-methoxybenzamide 


476 (M + H) 


1 


890 


N-(cls-4^[4-(dimethylamino)pylimld^n-2-yl)amlno}cyclohexyl)- 
2-methyl-1 ,5-diphenyl-1 H-pyrrole-3-carboxamide 


495 (M + H) 


1 


891 


1-{2-[(2-chloro-6-fluorobenzyl)thjo]ethy!)-N-(cis-4-{ 
[4-{dlmethylamino)pyrimidin-2-yl]amlno}cyc!ohexyl)-2-methyl- 
6-phenyl-1 H-pyrrole-3-carboxamide 


621 (M + H) 


1 


892 


N-{cis-4-{[4-(dimethyIamino)pyrimidin-2-yl]afnino}cyclohexyf) 
anthracene-9-carboxamlde 


440 (M + H) 


3 
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893 


N-(cis-4^[4-(dimethylarnlno)pyrimldin-2-yl]amino}cyclohexyl)- 
2-phenoxybenzamide 


432 (M + H) 


2 


894 


N-(cis-4^[4-(dlmethylamino)pyrimjdln-2-yl]amino}cyclohexyl) 
biphenyl-2-cait>oxamide 


416 (M + H) 


3 


895 


N-(cls-4^[4'(dimethylamino)pyiimldin-2-yl]amlno)cyclohexyl)- 
3,3-diphenylpropanamide 


444 (M + H) 


3 


896 


N-(cis-4^[4-(dimethylamino)pyiimldln-2-yl]amlno}cyclohexyl)- 
2-phenylquinoline-4-carboxamide 


467 (M + H) 


2 


897 


N-(cis-4-{[4-(djmethylamino)pyiimldin-2-yl]amino}cyclohexyl) 
-N -[(1 S)-l -pnenyietnyijpntnaiamiae 


487 (M + H) 


3 


898 


N-(cis-4^[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)- 
2-(4-methylbenzoyl)benzamide 


458 (M -1- H) 


3 


899 


N-(ci8-4^[4-(dimethylamino)pyiimldln-2-yl]amino)cyclohexyl)- 
2-(phenoxymethyl)benzamide 


446 (M + H) 


3 


900 


2-[4-(4-chlorophenyl)-2-pheny!-1 ,3-thiazoI-5-yl]-N-(cls-4-{ 
[4-(dimethylamino)pyrimidin-2-yijaminojcycionexyi;aceiamiue 


547 (M + H) 


1 


901 


N-(cis-4^[4-(dimethylamino)pyrimidln-2-yl]arnino}cyclohexyl)- 
1 -[(4-methyIphenyl)sulfonyl]-1 H-pyrrole-3-carboxamide 


483 (M + H) 


2 


902 


N-(cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)- 
5-(3-njtrophenyl)-2-furamide 


451 (M + H) 


2 


903 


3-chloro-N-(cis-4-{[4-(dimethylamino)pyrlmidin-2-yl]amino) 
cyclohexyl)-4-(methylsulfonyl)thiophene-2-carboxamide 


458 (M + H) 


3 


904 


3-chloro-N-(cis-4-{[4-(dlmethylamlno)pyrjmidin-2-yl]amino} 
cyclohexyl)-4-(isopropylsulfonyl)-5-(methylthlo)thiophene- 
2-carboxamlde 


532 (M + H) 


2 


905 


N-(cis-4^[4-(dimethylamino)pyr1mld^n-2-yl]arnino}cyclohexyl)- 

3-lodo-4-(isopropylsulfonyl)-5-(methylthio)thiophene- 

2-carboxamide 


624 (M + H) 


2 


906 


N-(cis-4-{[4-(dimethylamlno)pyrimjdin-2-yl]amino}cyclohexyl)- 
5*n itrothlophene-3-carboxamide 


391 (M + H) 


1 


907 


N-(cis-44[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)- 
1 -methyl-4'nltro-1 H-pyrrole-2-carboxamide 


388 (M + H) 


1 


908 


N-(cls-44[4-(dimethylamino)pyrimidin-2-yl]am!no}cyclohexyl)-1 
'(phenylsu Ifonyl)- 1 H-indoie-a-carDoxam lae 


519 (M + H) 


3 


909 


N-(cis-44[4-(dimethylamino)pyrlmldin-2-yl]amino}cyclohexyl)- 
4-nltrobenzamide 


385 (M + H) 


2 


910 


N-(cis-44[4-(dime%lamino)pyrimidjn-2-yl]amino}cyclohexyl)- 
2H7iethoxy-4-nitrobenzamide 


415 (M + H) 


3 


911 


N-(cis-4^[4-{dimethylamlno)pyrim^din-2-yl]amino}cyclohexyl)- 

'^.fli inrnwl-^trifii inrnmpth\/hhpn7amid6 


426 (M + H) 


3 


912 


N-(cis-44[4-(dime%lamlno)pyrimldln-2-yl]amlno}cyclohexyl)- 
2-fluoro-4-njtrobenzamide 


403 (M + H) 


3 


913 


N-(cis-4^[4-(dimethylamlno)pyrimidln-2-yr]amino}cyclohexyl)- 
3,5-dimethyl-4-nitrobenzamide 


413 (M + H) 


2 
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914 


N-(cis-44[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)- 
^-mes iiy i-^-oxoacGianiiae 


410 (M + H) 


2 


915 


N•(cls-4^[4-(dlmethylamino)pyrimidln-2-yl]amino}cyclohexyl) 
c|uino iine-o'-carDoxamiae 


391 (M + H) 


3 


916 


N-(cis-44[4-(dimethylamlno)pyrimidln-2-yl)amlno}cyclohexyl)- 
^i-iTi 61 n oxy-^-p n eny 1 aceiarTi I ae 


384 (M -I- H) 


3 


917 


N-(cls-4-{[4-(djmethylamlno)pyrimidin-2-yl]amino}cyclohexyI)- 
1 ,^,o,H-i6iranyaronapninaiene*^"CaiDOAaiiH^ 


394 (M + H) 


3 


918 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino)cyclohexyl)- 
1 ,0'DGnzoiniazoi6-o**caruoxarTiiae 


397 (M + H) 


3 


919 


6-chloro-N-(cls-4-{[4-(dimethylamino)pyrimldin-2-yl]amino} 
(^cionexyi}-£-nyQroxyDenzaiTiiue 


390 (M + H) 


3 


920 


2-chloro-N-(cls-4-{[4-(dimethylamino)pyrimldln-2-yl]amlno} 
cycionGxyi^-o-^mGinyRnio;D©nzamiae 


420 (M + H) 


3 


921 


N-(cis-4^[4-(dlmethylamino)pyrimldln-2-yl]amino}cyclohexyl)- 
/-metnoxy-i -D©nzoiuran-£-caiDoxamiae 


U10(M+H) 


3 


922 


2-amino-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)-3-nnethylben2amide 


369 (M + H) 


3 


923 


2-(allylth^o)-N-(cjs-4^[4-(dimethylamino)pyrimidin-2-yl]ammo} 
cyctohexyl)nlcotinamlde 


413 (M + H) 


3 


924 


3.5-di-tert-butyl-N-(cis-4-{[4-(dimethylamino)pyrimldln-2-yl] 
amino}cyclohexyl)-4-hydroxybenzamide 


468 (M + H) 


1 


925 


5-bromo-N-[(cis-4^[4-(dimethylamlno)pyrimldin-2-yl]amino} 
cycionexy!}iTieTnyi;iniopn8ne-^-carDoxamiae 


438 (M + H) 


3 


926 


N-[(c}s-4-{[4-(dimethy!amino)pyrimidin-2-yl]amino}cyclohexyl) 
rTi©tnyij-2-(^,o,D-iricnioropnenyijaceiamia 


470 {M + H) 


1 


927 


2-(2-chloro-4-fluorophenyl)-N-[(cls-4-{[4-(dlmethylamlno)- 
pyniTiiain-2-yijamino)-cycionexyi;meinyijdceid 


420 (M + H) 


3 


928 


5-(4-chloro-2-nitrophenyl)-N-[(cls-4-{[4-{dimethylamino)- 
pynmiGin-t-yijamino)-cycionexyi;meinyij-c-iu 


499 (M + H) 


3 


929 


5K;hloro-N^(cis-4-{[4-(dimethylamlno)pyrimldin-2-yl]amino} 
cycioncxyi yrneinyijin lopnene-^-caruoxarriiue 


394 (M + H) 


3 


930 


N-[(cls-4-{[4-(dlmethylamino)pyrimidin-2-yl]amlno}cyclohexyl) 
iTieinyij-2,o-aipnenyipropanamiue 


458 (M + H) 


2 


931 


N-[(cis-4^[4-{dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl) 
m8tnyij-3-(Z-nyaroxypn9nyi;propanamiae 


398 (M + H) 


3 


932 


N-[(cls-4-{[4-(dimethylamino)pyrimldln-2-yl]amino}cyclohexyl) 
met ny lj-5-iodo-2-i u ram lae 


470 (M + H) 


2 


933 


N-[(cls-4-{[4-(dimethylamlno)pyrlmldin-2-yl]amino}cyclohexyl)- 
methvn-2-f5-methoxv-2-methvl-1H-indol-3-vnacetamide 


451 (M + H) 


3 


934 


(2E)-N-[(cls-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)methy!]-3-(3-nitropheny!)acrylamide 


425 (M + H) 


1 


935 


N-((cis-4-{[4-(djmethylamino)pyrjmidin-2-yl]amino}cyclohexyl) 
methyl]-3-oxoindane-1 -carboxamide 


408 (M + H) 


1 
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CX. No. 


compound name 


MS 


class 


936 


2-benzy!-N-[(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amlno} 
cyclohexyl)methyl]benzamide 


444 (M + H) 


2 


937 


2,2-bls(4<hlorophenyl)-N-[(cis-4-{[4-{dlmethylamino)pyrlmidln- 
2-yl]amino}cyclohexyl)methyl]acetamide 


512 (+H) 


1 


938 


N-[(cls-4-{[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl)- 
methyl]-5-(4-methyl-2-njtrophenyl)-2-furamlde 


479 (M + H) 


3 


939 


N-[(cis-4-{[4-(dimethylamlno)pyrlmldin-2-yllamino}cydohexyl) 
methyq-5-nitrothiophene-2-carboxamide 


405 (M + H) 


3 


940 


N-[(cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]arnlno}cyclohexyl) 
methyl]-3-methyl-4-nltrobenzamide 


413 (M + H) 


1 


941 


N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]aminolcyclohexyl) 
methyl]-3-methoxy-4-nitrobenzamide 


429 (M + H) 


1 


942 


1-ben2yl-N-[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amlno} 
cyclohexyl)methyq-1H-indole-3-carboxamide 


483 (M + H) 


3 


943 


2-cyclohex-1 -en-1 -yl-N-[(cls-44[4-(dimethylamino)pyrimldln-2-yl] 
amino}cyclohexyl)methyI]acetamjde 


372 (M + H) 


3 


944 


N-[(cls-4-{[4-(djmethylamino)pyrlmldin-2-yl]amlno}cyclohexyl) 

methyl]-4-(4-ethoxyphenyl)-2-(3-methyl-5-oxo-1-phenyl- 

4,5-dihydro-1H-pyrazol-4-yl)-4-oxobutanamlde 


626 (M + H) 


3 


945 


N-[(cis-4-{[4-(dlmethylamjno)pyrlmjdin-2-yl]amlno}-cyclohexyl) 
methyl]-2-t2-(trifIuoromethoxy)phenyl]-acetamide 


452 (M + H) 


1 


946 


4-(benzyloxy)-N-[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino} 
cyclohexyl)methyI]-3,5-d}methylbenzamlde 


488 (M + H) 


3 


947 


N-[(cis-4-{[4-{dimethylamino)pyrimidln-2-yl]amlno}cyclohexyl) 
methyI]-9H-xanthene-9-carboxamide 


458 (M + H) 


1 


948 


2-(1-benzothien-3-yl)-N-[(cis-4-{[4-(dimethylamlno)pyrlmldln-2-yl] 
amlno}cyclohexyl)methyl]acetamide 


424 (M -f H) 


1 


949 


5-bromo-N-(cis-4-([4-(dlmethylamino)-6,6,7,8-tetrahydro- 
qulnazolln-2-yl]amino}cyclohexyl)-thlophene-2-caitoxamlde 


478 (M + H) 


2 


950 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquina2oljn-2-yl] 
amino}cyclohexyl)-2-(2,3,6-trichlorophenyl)acetamide 


510 (M + H) 


2 


951 


2-(2-chloro-4-f!uorophenyl)-N-(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino)cyclohexyl)acetamide 


460 (M + H) 


1 


952 


5-(4-chloro-2-nitrophenyl)-N-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)-2-furamide 


539 (M + H) 


1 


953 


5-chloro-N-(cls-4-{[4-(djmethylamlno)- 

5.6,7,8-tetrahydroquinazolin-2-yl]amjno}cyclohexyl)-thjophene- 

2-carboxamide 


434 (M + H) 


1 


954 


N-(cls-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroqu^nazolin-2-yl] 
ammu/cycionexyi^*^:, j*uipnenyipropananiiuG 


498 (M + H) 


2 


955 


N-(cis-4-{[4-(dimethylanimo)-5,6,7,8-tetrahydroquinazolin-2-yl) 
amino}cyclohexyl)-3-{2-hydroxyphenyl)propanamide 


438 (M + H) 


2 


956 


N-(cis-4^[4-(dimethyIamino)-6,6,7,8-tetrahydroqulna2olln-2- yl] 
amino}cyclohexyl)-5-iodo-2-furamide 


510 (M + H) 


1 
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Ex. No. 


compound name 


MS 


class 


957 


N-(cls-4-{[4-(djmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-2-(2-lodophenyl)acetamlde 


634 (M + H) 


2 


958 


N-(cis-4^[4-(dimethylami^o)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-2-(5-methoxy-2-methyl-1H-indol-3-yl) 

ac6iamiae 


491 (M + H) 


2 


959 


(2E)-N-(cis-4-[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin- 
^-yijaminOjCycion©xyi^"0"vO"niuupntsiiyi/i»*iy 


465 (M + H) 


3 


960 


N-(cis-4-([4^(dlmethylamino)-5,6,7.8-tetrahydroquina2oIln-2-yl] 
arninOfCycionsAyii o uAuiiiuaiic i ^chuwacuiiiwio 


448 (M + H) 


2 


961 


2-benzyl-N-(cis-4-{[4-(dlmethylamino)- 

c e 7 Q tAtroht/Hmnt iina'7nlin.9*unaminnlp\/dnhAyvlM!)6n7amid6 

o,b , f ,o*lGiranyar oquinazoiin'c'yijaniiriuj^ i iiuc 


484 (M+H) 


2 


962 


2,2-bis(4-chlorophenyl)-N-(cls-4-{[4-(dimethylamino)- 

c 7 o tAtrahuHmm iina7nlin«9>\/nonninn)p\/dnhpy\/n9C6tamid6 
o |0 , / , o"teirany u ru q u inajto 1 ii I *t "Y 1 J 


552 (M+H) 


1 


963 


N-(cis-4^[4-(dimethylamlno)•5,6,7,8-tetrahydroqu^nazolin-2-yl] 
arnino/cyuon6xyiyO"^*t"rneinyrt"iiiuu ^ luiaiinuc 


519 (M + H) 


2 


964 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yll 
arni nojcycioncxy i}-o-niiroin lopnene-t-caruoAaiiiiue 


445 (M 4- H) 


1 


965 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin"2-yll 
arninojcycion6xyi;-o-rneinyi-*i'-niirouen 


453 (M + H) 


1 


966 


N-{cis-4-{[4-(dlmethylamjno)-5,6,7.8-tetrahydroqulnazolln-2-yl] 

aminO/CyCiOnGXy 1^- J-meinoxy-*f - n III OD e r iz ur 1 1 1 u c 


469 (M + H) 


1 


967 


1-benzyl-N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydro- 
quinazolin-2-yl]amino}cyclohexyl)-1H-indole-3-carboxamide 


523 (M + H) 


3 


968 


3-acetyl-N-(cls-4-{[4-(dimethylamino)- 
5.6,7.8-tetrahydroqulnazolin-2-yl]amlno}cyclohexyl)benzamide 


436 (M+H) 


1 


969 


(2R)-2-benzoyl-N-(cls-4-{[4-(dlmethylamino)- 

5,6,7,8-tetrahydroquinazolln-2-yl]amino}cyclohexyl)- 

cyclohexanecarboxamide 


504 (M + H) 


3 


970 


5-bromo-N-(cis-4-{[4-{dimethylam}no)- 

C fi 7 Q tAtrohwHmmiino7nlin.9.\/l1aminnlP\lcloheX\/n-2>fLiraniid6 

o,o, f ,0"ieir anyoroquina£uiin"fc yijcuiiin & lumu 


462 (M + H) 


1 


971 


3-cyclohexyl-N-(cis-4-{[4-(dimethylamino)- 

c c 7 Q tAtrQKl/Wr/^rll ima7/>iin.9-\il1arninn\p\/plnhpyvnnrnnflnj)niid6 
53,0, /,o*t6iranyQruquinazuiiii*t~yijcii Mil lu/uy^iui icAyi^|ji v/pai loi i 


428 (M + H) 


3 


972 


N-(cis-4^(4-(dimethylamino)-6,6,7,8-tetrahyd^oqulnazolin-2-yl] 
aminOjCycionGxyi^"fc"^*r"nieinyipyiiiiiiuiM^ y iiwjat^ciai i nuo 


456 (M + H) 


2 


973 


5-(4-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)- 

o,o, / jO'tsii anyaroquinazoiin-^*yijaniii lUju^ icAyiy ^ luiaiinuv; 


494 (M + H) 


1 


974 


3-(3,4-dichlorophenyl)-N-{cis-4-{[4-(dlmethylamino)- 

o,o, f lO-ieiranyoroquinazoiin-^-yijaminu/^ loi i nuc 


490 (M + H) 


3 


975 


2-(3,4-dlchlorophenyl)-N-(cis^-{[4-(dlmethylamlno)- 
5,6,7,8-tetrahydroquinazolln-2-yl]amino}cyclohexyl)acetamide 


476 (M + H) 


1 


976 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-2-(4-hydroxy-3,5-dimethoxyphenyl)acetamlde 


4o4 (iVi + n; 


1 


977 


4.5-dibromo-N-(cis-4-{[4-(dimethylamino)- 

5,6.7,8-tetrahydroquinazoIin-2-yl]amino}cyclohexyl)thiophene- 

2-carboxamide 


556 (M + H) 


2 
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compound name 


IVIO 




978 


2-(3,5-dimethoxyphenyl)-N-(cis-4-{[4-(dimethy!amino)- 
5,6,7,8-tetrahydroquina2olin-2-yl]amino}cyclohGxyl)acetamicl8 


468 (M -1- H) 


3 


979 


2-(3,5-di-tert-butyl-4-hydro)(yphenyl)-N-(cls-{[4-(dimethylamino)- 
6,6,7,8-tetrahydroquinazolln-2-yl]amino}-cyclohexyl)acetamlde 


536 {M + H) 


3 


980 


N2,N6-dibenzoyl-N-(cls-4-{[4-(dlmethylamlno)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cyclohexyl)lysinamide 


626 (M + H) 


2 


981 


3-(dlmethylamlno)-N-(cis-4^[4-(dimethylaml^o)- 
6,6,7,8-t©trahydroquinazolin-2-yl]amino}cyclohexyl)benzamide 


437 (M + H) 


2 


982 


4,5-dibromo-N-(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)-2-furamlde 


540 {M + H) 


1 


983 


N-(cis-4-{[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-4-(4-fluorophenyl)-4-oxobutanamide 


468 (M + H) 


2 


984 


N-(cls-4^[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolin-2■yl] 
amlno}cyclohexyl)-2-(2-fluorobiphenyl-4-yl)propanamide 


516(iy^ + H) 


2 


985 


N-(cis-44[4-(dlmGthyIamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino)cyclohexyl)-2-[4-(1 -0X0-1 ,3-dihydro-2H-isolndol-2-yl) 

phenyl]propanamide 


553 (iy^ + H) 


2 


986 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yll 
amlno}cyclohexyl)-2-(1H-indol-3-yl)acetamlde 


447 (M + H) 


1 


987 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquina2olin-2-yll 

amino}cyclohexyl)-2-(5-methyl-2-phenyl-1.3-thiazol-4-yl) 

acetamide 


505 (IS^ + H) 


3 


988 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-ylJ 
amino}cyclohexyl)-2-(6-nnethoxy-3-oxo-2,3-dihydro-1H-inden-1 
-yl)acetamide 


492 (M -f H) 


3 


989 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazo!ln-2-yl] 

amino}cyclohexyl)-2-{1-[(4-methoxybenzyl)thio]-cyclohexyl} 

acetamide 


566 (M + H) 


3 


990 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 

amlno}cyclohexyl)-2-(7-methoxy-2-oxo-2H-chromen-4-yl) 

acetamide 


506 (iVI + H) 


1 


991 


N-(cls-4-{[4-(dimethyIamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amlno}cyclohexyl)-2-(1 H-indoi-3-yl)-4-oxo-4-phenylbutanamide 


565 (M -1- H) 


2 


992 


4-(4-bromophenyI)-N-(cis-4-{[4-(dimethylamlno)- 

6,6,7,8-tetrahydroquinazolin-2-yi]amino}cyclohexyi)-2-(1H-indol- 

3-yl)^-oxobutanamide 


643 (hA + H) 


3 


993 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 

amino}cyclohexyi)-3,5-dimethyl-2-[({[4-(trifiuoromethoxy)phenyi] 

amino}cait>onyi)amlno]benzamide 


640 (iVI + H) 


1 


994 


3,5-diciiloro-N-(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyciohexyl)- 

2-[(3-pheny!prop-2-ynoyl)amlno]benzamlde 


605 (M + H) 


1 


995 


3-[2-(4-bromophenyi)-6,6-dlmethyl-4-oxo-4,5,6,7-tetrahydro-1H- 

lndol-1-yi]-N-(cis-4-{[4-(dimethylamino)- 

5,6.7,8-tetrahydroqulnazoiin-2-yi]amlno}cyclohexyl)benzamlde 


709 {M + H) 


3 
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996 


4-(4-tert-butylphenyl)-N-(cis-4-{[4-(climethylamino)- 
5,6,7,8-tetrahydroqulnazolln-2-yl]amino}cycIohexyl)-2-(7-ethyl- 
1 H-indol-3-yl)"4-oxobutanamide 


649 (M + H) 


1 


997 


4-(4-tert-butylphenyI)-N-(cls-4^[4-(dimethylamino)- 
6,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)-2-(1 -methyl- 
1 HHndol-3-yl)-4-oxobutanamide 


635 (M + H) 


3 


998 


N-{c}s-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-2-(1 -methyhl H-indol-3-yl)-4-(4-methy!phenyl)- 
4-oxobutanamide 


593 (M -f H) 


2 


999 


N-(2,4-dichlorophenyl)-2-{2-[(cis-4-{[4-(dimethylamlno)- 

6,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)amino]- 

2-oxoethyl}benzamide 


595 (M + H) 


3 


1000 


N-(cls-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroqulnazolln-2-yl] 
amlno}cyclohexyl)-2-methyM-(3-morpholln-4-ylpropyl)-5-phenyl- 

1 ri pyi lUic 0-i.iciiuuAeiiiiiuc 


600 (M + H) 


1 


1001 


N-(cis-44[4-(dlmethy!amlno)-5,6,7,8-tetrahydroquinazoIln-2-yll 


481 (M + H) 


1 


1002 


(2E) N (cis-4-{[4-(dimethylamino)-5,6,7>8*tetrahydroquinazolin- 

0-tJ^om^n/^l/HM^Irkhavul^_Q-/9-nitrAnhAn\/l^ar*n#lamiricl 

c-yijaminojcycionBAyi/'O-^fc-iiiuupiieiiyi^^ 


465 (M + H) 


3 


1003 


N-(cjs-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
arTiino/cycioncAyi^-c.*\o*piici iua 


500 (M + H) 


2 


1004 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-2-(4-phenoxyphenyl)acetamlde 


500 (M + H) 


2 


1005 


N-(cis-4-{[4-(dimethylannino)-5,6,7,8-tetrahydroquinazo!ln-2-yl] 
amino}cyclohexyl)-2*(2-phenyl-1H-lndol-3-yl)acetamjde 


523 (M -1- H) 


1 


1006 


N2-benzoyl-N5-(cis-4-{[4-{dimethylamlno)- 
5,67,8-tetrahydroqulnazolin-2-yl]amino}cyclohexyl) 

M 1 .rlinrnn\/lnli itflmnnnirlp 


606 (M + H) 


1 


1007 


N-(cls-4-{[4-(dimethy(amino)-5,6,7,8-tetrahydroquinazolin-2-yl] 

arninojcyciurieAy 1 ^-o-pi ici i uAyuci i£cu i iiuo 


486 (M + H) 


1 


1008 


N-(cis-4-{[4-(dlmethytamlnQ)-5,6,7,8-tetrahydroquinazolin-2-yt] 

arninwjcyciurii#Ayi^*£*^^'*piiciiyit«iiiyiy^ 


498 (M+H) 


3 


1009 


3-benzoyl-N-(cis-4-{[4-(dimethylamino)- 

R R 7 A-totrahvHrnni iinA7nlin-9-\/l1flniinn)p\/f^lohpyvl^h^n7$)rnirip 
o,u, / |0 iwLi di ly uiui^uii iQ^uiii 1 ^ y ijcii i iii iMjwy^iv^i icAy lyuci i£.cu i iiuc 


498 (M + H) 


3 


1010 


N-(cis-4-[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolln-2-yl] 

cuiiiiiw|wywii/i icAyi^ £^cuiyiiiiiuy uipiic 


544 (M + H) 


2 


1011 


2-[{2-cyanophenyl)thlo]-N-(cls-4-[4-(dlmethylamino)- 

fx A 7 Q-tAtraHv/Hr/\m iina7nlin_0.vii1onninnl/^\/<^lnHov\/t\Kon7amiHa 

o,0|/ |0-L6ir anyuroquincu.uiin-ic~yijarnino 


527 (M + H) 


3 


1012 


2-[4-(benzyloxy)-3-methoxyphenyl]-N-{cis-4-{[4-(dimethylamino)- 
5 6 7 8-tetrahvdroaLilnazolln-2-vnaminolcvclohexvhacetaniid6 


644 (M + H) 


3 


1013 


N-(cis-4-{[4-{dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
aminol}cydohexyI)-N'-[(1 R)-1 -(1 -naphthyl)ethyl]phthalamlde 


591 (M + H) 


3 


1014 


(2S)-2-(3-benzoylphenyl)-N-(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)propanamide 


526 (M + H) 


3 
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1015 


N'-(cis-4-{[4-{dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-N,N-bis[(1 S)-1 -phenylethyllphthalamide 


645 (M + H) 


1 


1016 


(2S)-N-(cis-4-{[4-(dimGthylamino)-5.6,7,8-tetrahydroquinazolin- 
2-yl]amlno}cyclohexyl)-2-(2-fluoroblphenyl-4-yl)propanamlde 


516 (M + H) 


2 


1017 


2-((4-chlorobenzyl)thlo]-4-{4-chlorophenyl)-N-(cis-4-{ 

[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl]amino} 

cyclohexyl)-4-oxobutanamide 


640 (M + H) 


3 


1018 


2-[(4-chlorobenzyl)thio]-N-(cls-4-{[4-(dimethylamino)-5,6. 7 , 

8-tetrahydroqulnazolin-2-yllamlno}cyclohexyl)- 

4-(4-methylphenyl)-4-oxobutanamide 


620 (M + H) 


2 


1019 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquina2olin-2-yll 
amjno}cyclohexyl)-2-{(1 E)-5-f luoro-2-methyl-1 -[4-(methylsulf inyl) 

KAPiTMlirlanal.i U-inHan.'^.w! lar^OtSimiHoi 
D6nzyiiCi6n6J~ l n-inueirO-yi jauciaMiiue 


628 (M + H) 


1 


1020 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
ami nn\^^Hn hoyuh.9-r^-/9-th i^n vir ri) f) n v h D h e n V n □ ro D a n arn i d 6 


632 (M + H) 


2 


1021 


N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 

ominf%lrA#/«l/\hav\#l\.^-nvn.A-/9-thiAn\/hhiitnnflmiHp 
aiTiinojcycioncAyi^ *T"OAU"H"^fc"unciiyi/uu lai i iiuc 


456 (M + H) 


3 


1022 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazoIin-2-yl] 
aminojC3ycionexyi/**i'"\fc"inienyijDuian 


442 (M + H) 


3 


1023 


N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl) 
afTiino/cycion6xyi^-^-^^,*t,D-ii icniuiupiie nuc 


526 (M + H) 


3 


1024 


2 [5-(benzyloxy)-1 H-indoI-3-yll-N-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)acetamlde 


553 (M + H) 


3 


1025 


N-(cls-4-{[4-(dlmethylamino)-5.6,7,8-tetrahydroqulna20lin-2-yl] 
amino}cyclohexyl)-2-(1 -naphthoyl)benzamide 


548 (M + H) 


3 


1026 


3- (benzyloxy)-N-(cls-4-{[4-{dlmethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yI]amino}cyclohexyl)- 

4- methoxybenzamide 


530 (M + H) 


1 


1027 


N-(cis-4^[4-{dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-2-methyl-1 ,5-diphenyl-1 H-pyrrole- 
3-carboxamide 


549 (M + H) 


2 


1028 


1-{2-[(2-chloro-6-fluorobenzyl)thio]ethyI}-N-(cls-44[4-(dimethy- 
lamino)-5,6,7,8-tetrahydroquinazolln-2-yl]amino}-cyclohexyl)- 
^*rnsinyi"0~pnenyi i n*fjyi \ oie"o*^*cii uuAai i nuc 


675 (M + H) 


2 


1029 


N-(cis-4^[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yll 

ami nr%\M/^l/\hoY\/l\QnthrQr*pn A-Q-r*fi rhnyflmirifi 
arTllilUjuyoiUi IcAy i^ai uni ciLfCi ic uoiuuaoiiiivjc 


494 (M + H) 


3 


1030 


N-{cis-4-{[4-(dimethylamlno)-6,6.7,8-tetrahydroquina20lin-2-yl] 
arriinujcycioneAyi ^"^-pneiiUAyuei i^ai i iiuo 


486 (M + H) 


1 


1031 


N-{cis-4^[4-(dimethylamino)-6,6,7,8-tetrahyd^oquinazolin-2-yl] 
amino}cyclohexyl)biphenyl-2-carboxamide 


470 (M + H) 


3 


1032 


N-(cis-4^[4{dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyc!ohexyl)-3,3-dlphenylpropanamide 


498 (M + H) 


3 


1033 


N-(cis-4-[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-2-phenylqulnoline-4-cart)oxamlde 


521 (M + H) 


2 



223 



EP1464 335 A2 



(continued) 



ex. no. 


compouna nsmc 
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1034 


N-(cls-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
arnino]cycionexyi}-rsj -[( i o}-i -pnenyietnyijpntnaiamido 


541 (M + H) 


3 


1035 


N-(cis-4-[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-2-(4-methylbenzoyl)benzamide 


512 (M + H) 


3 


1036 


N-(c^s-4^[4-(dlmethylamlno)-5,6,7,8-tet^ahydroqulna2olln-2-yl] 
amino}cydohexyl)-2-(phenoxymethyl)ben2amide 


500 (M + H) 


3 


1037 


2-[4-(4-chlorophenyl)-2-pheny!-1,3-thlazoI-6-yl]-N-(cis-4-{ 

[4-(dimethylarnino)-5,6,7,8-tetrahydroqulnazolln-2-yQamlno} 

cyclohexyl)acetamide 


601 (M + H) 


3 


1038 


N-(ci8-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-1 -[(4-methylphenyl)sulfonyl]-1 H-pyrrole- 
3-carboxamide 


537 (M + H) 


3 


1039 


N-(cis-4-{[4-(dimethylamtno)-6,6,7f8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-5-(3-nltrophenyl)-2-furamide 


505 (M + H) 


2 


1040 


3-chloro-N-(cjs-4-{[4-(dimethylamino)-5,6,7,8-tetrahydro- 

qulnazoljn-2-yl]amino}cyclohexyl)-4-(methylsulfonyl)thlophene- 

2-cartoxamide 


512 (M + H) 


3 


1041 


3- chloro-N-(cls-4-{[4-(dlmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)- 

4- (lsopropylsulfonyl)-5-(methylthio)thiophene-2-carboxamide 


586 (M + H) 


3 


1042 


N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yll 

amlno}cydohexyl)-3-iodo-4-(lsopropylsulfonyl)-5-(methylthio) 

thiophene-2-carboxamide 


678 (M + H) 


3 


1043 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tet^ahydroqu^na20lin-2-yl] 
amino}cyclohexyl)-5-nitrothiophene-3-carboxamide 


446 (M + H) 


1 


1044 


N-(c^s-4^[4-(dimethylamino)-5.6,7,8-tetrahydroqu^nazolln-2-yl] 
aniino}cyclohexyl)*1 -methyl-4-nitro-1 H-pyrrole-2-carboxamide 


442 (M + H) 


1 


1045 


N-(cls-4^[4-(dimethy^amino)-6,6,7,8-tetrahydroqulnazol^n-2-yl] 
amino)cyclohexyl)-1 -(phenylsulfonyl)-l H-indole-3-carboxamide 


573 (M + H) 


3 


1046 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazoIin-2-yl] 
amino}cyclohexyl)-4-nitrobenzamide 


439 (M + H) 


3 


1047 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
ami no}cyclohexy l)-2-methoxy-4-n itrobenzamide 


469 (M + H) 


2 


1048 


N-(ds-4-{[4-(dimethylamjno)>5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cydohexyl)-3-fluoro-4-(trifluoromethyl)benzannide 


480 (M + H) 


3 


1049 


N-{ds-4-{[4-(dimethylainino)-5,6,7,8-tetrahydroquina2olin-2-yl] 
amino}cydohexyl)-2-fluoro-4-nitrobenzamide 


457 (M + H) 


3 


1050 


N-(cis-44[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yi] 
amlno}cydohexyl)-3,5-dimethyl-4-njtrobenzamide 


467 (M + H) 


3 


1051 


N-(cis-44[4-{dimethylarnlno)-6,6,7,8-tetrahydroquinazolin-2-yl] 
cuTiino/cyciuneAyi^'^'niesiiyi'^^AOacei^^ 


464 (M + H) 


3 


1052 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-ylJ 
amino}cyclohexyl)-2-methoxy-2-phenylacetamlde 


438 (M + H) 


2 


1063 


N-(ds-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cydohexyl)-1,2,3»4-tetrahydronaphthalene-2-carboxamide 


448 (M + H) 


3 
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MS 


class 


1054 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yll 
amlno}cyclohexyl)-1 ,3-benzothlazole'6'Carboxamide 


451 (M + H) 


3 


1055 


5-chloro-N-{cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydro- 
quinazolln-2-yi]amino}cyclohexyl)-2-hydroxybenzamida 


444 (M + H) 


1 


1056 


2-chIoro-N-(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydro- 
qujnazolin-2-yl]amino}cyclohexyl)-5-(methylthio)-benzamide 


474 (M + H) 


3 


1057 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-7-nnethoxy-1-benzofuran-2-carboxamide 


464 (M + H) 


3 


1058 


2- amino-N-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)- 

3- methylbenzamide 


423 (M + H) 


3 


1059 


2-(allylthlo)-N-(cis-4-{[4-(dlmethylamlno)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cyclohexyl)nicotinamide 


467 (M + H) 


3 


1060 


3,5-di-tert-butyl-N-(cis-4-{[4-{dimethylamino)- 

5,8,7,8-tetrahydroqulnazolln-2-yl]amlno}cyclohexyl)- 

4-hydroxyben2amide 


522 (M + H) 


3 


1061 


5-bromo-N-[(cjs-4-{[4-(dimethylamino)- 

5.6,7>8-tetrahydroquinazolin-2-yi]amino}cyclohexyi)methyt] 

thiophene-2-carboxamide 


492 (M + H) 


3 


1062 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetraliydroquinazoHn-2-yl] 
amino}cyclohexyl)methyl)-2-(2,3,6-trichlorophenyl)acetamide 


524 (M + H) 


2 


1063 


2-(2-chloro-4-fluorophenyl)-N-[(cls-4-{[4-(dimethylamlno)- 

5,6,7.8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)methyl]- 

acetamide 


474 (M + H) 


3 


1064 


5-(4-chloro-2-njtrophenyl)-N-[(cls-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cyclohexyOmethyl]- 

2-furamide 


553 (M + H) 


3 


1065 


5-chloro-N-[(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydro- 

qulnazolin-2-yl]amino}cyclohexyl)methyl]thiophene- 

2-cart)oxamide 


448 (M + H) 


3 


1066 


N-[(cls-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methyl]-2,3-dlphenylpropanamlde 


512 (M + H) 


3 


1067 


N-[(cjs-4-{[4-(dimethylannino)-5,6,7,8-tetrahydroqulnazolin-2-y!] 
amino}cyclohexyl)methyl]-3-{2-hydroxyphenyl)propanamide 


452 (M + H) 


3 


1068 


N-[(cis-4-{[4-(dimethy(amino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methyl]-5-lodo-2-furamide 


524 (M + H) 


3 


1069 


N-[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methyl]-2-(2-iodophenyl)acetamide 


548 (M + H) 


3 


1070 


{2E)-N-[(cis-4-{[4-(dimethylamjno)-5,6,7,8-tetrahydroquinazolin- 
2-yl]amino}cyclohexyl)methyl]-3-(3*nitrophenyl)acrylamide 


479 (M + H) 


2 


1071 


N-[(cis-4-{[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-3-oxoindane-1-carboxamlde 


462 (M + H) 


3 


1072 


2-benzyl-N-[(cls-4-{[4-(dlmethylamlno)- 

5,6,7,8-tetrahydroquina2olin-2-yI]amino}cyclohexyl)methyl] 

benzamide 


498 (M + H) 


3 
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1073 


2,2-bis(4-chlorophenyl)-N-[(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl] 

acetamide 


566 (M + H) 


3 


1074 


N-[(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquina20lln-2-yI] 
amjno}cyclohexyl)rnethyl]-5-(4-methyl-2-nitrophenyl)-2-furamlde 


533 (M + H) 


3 


1076 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-5-nitrothiophene-2-carboxamide 


459 (M + H) 


3 


1076 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)methyl]-3-methyl-4-nitrobenzamide 


467 (M + H) 


3 


1077 


N-[(cls-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulna2oljn-2-yl] 
amino}cyclohexyl)methyl]-3-methoxy-4-nitrobenzamide 


483 (M + H) 


3 


1078 


1-ben2yl-N-t(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroqu}nazoIln-2-yl]amlno}cyclohexyl)methyl]-1H- 

indole-3-carboxamlde 


537 (M + H) 


3 


1079 


2-cyctohex-1 -en-1 -yl-N-[(cls-4-{[4-(dimethylamlno)- 

6 ,6 ,7, 8-tetrahydroquinazolin-2-yl]amino)cyclohexyl)methyl] 

acetamide 


426 (M + H) 


3 


1080 


N-[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]-4-(4-ethoxyphenyl)-2-(3-methyl-5-oxo- 
1 -phenyl-4,5-dihydro-1 H-pyrazol-4-yl)-4-oxobutanamide 


680 (M + H) 


3 


1081 


N-[(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 

amino}cyclohexyl)methyl]-2-[2-(trifluoromethoxy)phenyl]- 

acetamide 


506 (M + H) 


3 


1082 


4-(benzyloxy)-N-[(cis-4-{[4-(dlmethylamino)- 

5,6.7,8-tetrahydroquinazolin-2-yl]amino}cyctohexyt)methyl]- 

3,5-dlmethylbenzamlde 


542 (M + H) 


3 


1083 


N-[(cis-4-{(4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methyl]-9H-xanthene-9-carboxamide 


512 (M + H) 


3 


1084 


2-(1-ben20thlen-3-yl)-N-[(cis-4-{[4-(dimethylamlno)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyi)methyl] 

acetamide 


478 (M + H) 


3 


1085 


N2-{cis-4-[(2,6-dimethoxybenzyl)amlno]cyclohexyl} 
-N4,N4-dimethylqulnoline-2,4-dlamme 


435 (M + H) 


3 


1086 


N2*{cis-4-[(2-ethoxybenzyl)amino]cyctohexyl} 
-N4,N4-dimethylquinoline-2,4-diamine 


419 (M + H) 


3 


1087 


N2-{cis-4-[(1H-indol-3-ylmethyl)amino]cycIohexyl} 
-N4,N4-dimethylqulnoline-2,4-diamine 


414 (M + H) 


3 


1088 


N2-{cis-4-[(2,5-dimethoxyben2yl)amino]cyclohexyl} 
-N4,N4-dimetnylqu[noline-2,4-diamine 


435 (M + H) 


3 


1089 


N2-(cls-4-{[(4-methoxy-1-naphthyl)methyl]amino}cyclohexyl) 

-r>i*f ,r>iH-uimeinyiquinonne-^,H-uiamin 


455 (M + H) 


3 


1090 


N2-(cjs-4^[(5-methoxy-1H-lndol-3-yI)methyl]amino}-cyclohexyl) 
-N4,N4-dlmethylquinoline-2,4-diamine 


444 (M + H) 


3 


1091 


N2-{cis-4^[(2-methoxy-1-naphthyl)methyl]amino)cyclohexyl) 
-N4,N4-dlmethylquinollne-2,4-dlamine 


455 (M + H) 


3 
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1092 


4-bromo-2-{[(cjs-4-{[4-(dimethylamino)quinolin-2-yl]amlno} 
cyclohexy))ammo}methyl}-6-methoxyphenol 


499 (M + H) 


3 


1093 


N2-(cis-4-{[(5-bromo-1H-indol-3-yl)methyl]amino}cyclohexyl) 
-N4,N4-ciimethylquinoline-2,4-diamine 


492 (M + H) 


3 


1094 


N2-{cls-4-[(2,4-dlmetho)cybenzyl)amino]cyclohexyl} 
-N4,N4-dimethylquinoline-2,4-diamine 


435 (M + H) 


3 


1095 


N4,N4-dimethyl-N2-{cis-4-[(2,3,4-trimethoxybenzyl)amlnoJ 
cyclohexyl}quinoline-2,4-diamine 


465 (M + H) 


3 


1096 


4-{[(cis-4-{[4-(dlmethylamjno)quinolin-2-yl]amino)cyclohexyl) 
amino]methyl)-2,6-dimethoxyphenol 


451 (M + H) 


3 


1097 


N2-{cis-4-[(3-ethoxy-4-methoxybenzyl)amino]cyclohexyl} 
-N4,N4-dimethylquinoline-2,4-diamine 


449 (M + H) 


3 


1098 


N4,N4-dimethyl-N2^cis-4-[({3-I4-(trifluoromethyl)phenyl]■1H- 
pyrazol-4-yl}methyl)amino]cyclohexyl}qujnoline-2,4-diamine 


509 (M + H) 


3 


1099 


N4,N4-dlmethyl-N2^cjs-4-[(3.4,5-trimethoxyben2yl)amino] 
cyclohexyt}quinoline-2,4-diamine 


465 (M + H) 


3 


1100 


N4,N4-d^methyl-N2^cls-4-[(pentamethylben2yl)amlno] 
cyclohexyl}quinoline-2,4-diamine 


445 (M + H) 


3 


1101 


N2-{cis-4-[(3,5-dlmethoxybenzyl)aminolcyclohexyl} 
-N4,N4-djmethylquinolme-2,4-diamine 


435 (M + H) 


3 


1102 


4-{[(cjs-4-{[4-{dimethylamino)quinolin-2-yl]amino}cyc!ohexyl) 
amino]methyl}-2-iodo-6-methoxyphenol 


547 (M + H) 


3 


1103 


4-{[(cis-4-{[4-(dimethylamjno)quinolin-2-yl]amino}cyclohe)cyl) 
amlno]methyl}-2,6-dimethylphenol 


419 (M + H) 


3 


1104 


N2-{cis-4-[{3-methoxybenzyl)amino]cyclohexyl} 
-N4,N4-dlmethylquinoline-2,4-diamlne 


405 (M + H) 


3 


1105 


N2-{cis-4-[(3-bromo-4-fluorobenzyl)amino]cyclohexyl) 
-N4,N4-dimethylqufnoline-2,4-diamine 


471 (M + H) 


3 


1106 


N4,N4-dlmethyl-N2^cls-4-[(3-phenylbutyl)amino]cyclohexyl} 
quinoline-2,4-diamine 


417 (M + H) 


3 


1107 


3-{[(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino]cyc!ohexyl)- 
amino}methyl}-6-methyl-4H-chromen-4-one 


457 (M + H) 


3 


1108 


3-{((cls-4-{[4-{dimethylamlno)quinolin-2-ylIamino}cyclohexyl)- 
amino]methyl}-6,8-dlmethyl-4H-chromen-4-one 


471 (M + H) 


3 


1109 


N2-(cis-4-{[(2,5-dimethyl-1 -phenyl-1 H-pyrrol-3-yl)methyl]amino} 
cyclohexyl)-N4,N4-dimethylquinoline-2,4-diamine 


468 (M + H) 


3 


1110 


N4,N4-dlmethy!-N2-{cis-4-[(2-phenylpropyl)amino]cyclohexyl} 
quinoline-2,4>diamlne 


403 (M + H) 


3 


1111 


N2-(cis-4-{[(2E)-2-benzyljdeneheptyI]amlno}cyclohexyO 

-i>iH,iNH-'Uii 1 icii ly iLjuii lO III ifcj*^,*f-tjicirTiinB 


471 (M + H) 


3 


1112 


N2-{cis-4-{[(2E)-3-(2-methoxyphenyl)prop-2-en-1-yl]amino} 
cyclohexyl)-N4,N4-dimethylquinoline-2,4-diamine 


431 (M + H) 


3 


1113 


6-ch!oro-3^[(cis-4^[4-(dimethy!amino)quinolln-2-yl]amino} 
cyclohexyl)amino]methyl-4H-chromen-4-one 


477 (M + H) 


3 
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1114 


N2-[cjs-4-({[5-(4-fluorophenyl)pyrjclln-3-yl]methyI}amlno)- 
cyclohexyl]-N4,N4-dimethylquinoline-2,4-diamine 


470 (M + H) 


3 


1115 


ethyl 4,6-dlchloro-3-{[(cis-4^[4-(dlmethylamino)quinolin-2-yl] 
amino}cyclohexyI)amlno]methyl}-1H-lndole-2-carboxylate 


552 (M - H) 


1 


1116 


methyl 2-[(5-{[(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amlno} 
cyclohexyl)amlno]methyl}lmlda2o[2.1 -b][1 ,3]thia2ol-6-yI)thio] 


587 (M + H) 


3 


1117 


N2-[cis-4-({[3-(4-fluorophenyl)-1H-pyrazol-4-yl]methyl}amlno)- 
cycionexyij-N4,iN4-aimetnyiquinonne-2,4-diarTYine 


459 (M + H) 


3 


1118 


N4,N4-dimethyl-N2-(cis-4-{(4-(methylthio)ben2yl]amlno} 
cycionexyi;quinoiine-2,4'Ciiamine 


421 (M + H) 


3 


1119 


N4,N4-dimethyl-N2-{cls-4-[(1-naphthylmethyl)amlno]cyclohe)cyl} 
quinoiine-£|4-uiamine 


425 (M + H) 


3 


1120 


44[(cls-4-{[4-(dimethylamino)quinolin-2-yl]arnino}cyclohexyl) 
aminojmeinyij-4:-rTieinoxypnenoi 


421 (M + H) 


3 


1121 


N2-{cls-4-[(3-chloro-4-fluorobenzyl)amino]cyclohexyl} 
-iNH,r>i«i^aimeiny iquino II n e-^ , 4-ci larn 1 n e 


427 (M + H) 


3 


1122 


N2-(cls-4-{[(2,6-dimethoxybenzyl)amino]methyl}cyclohexyl) 
-N4,rNi4-aimeinyiquinoiine-2,4-aiaiTiine 


449 (M + H) 


22 


1123 


N2-(cis-44[{2-ethoxybenzyl)amlno]methyl)cyclohexyl) 
-N4,iM4-aimeinyiquinoiine-2,4-aiamlne 


433 (M + H) 


2 


1124 


N2-(cis-4^[(1H-lndoi-3-ylmethyl)amlno]methyl}cyclohexy^) 
'N4,N4-dlinethylquinoline'2,4-dlamine 


428 (M + H) 


3 


1125 


N2-{cis-4-{[(2,5-dimethoxybenzyl)amino]methyl}cyclohexyl) 
-N4,iM4-aimeinyiquinoiine-2,4-aiamine 


449 (M + H) 


3 


1126 


N2-[cls-4-({[(4-methoxy-1-naphthyl)methyGamlno}methyl)- 
cycionexyij-N4,N4-dimetnylquinoline-2,4-diamine 


469 (M + H) 


2 


1127 


N2-[cis-4-({[(6-methoxy-1H-indol-3-yl)methyl]amino}-methyl) 
cycfonexyij-N4,fM4-dimethylquinoline-2,4-diamine 


458 (M + H) 


3 


1128 


N2-[cls-4-({[(2-methoxy-1-naphthyl)methyQaminolmethyl)- 
cycionexyij-N4,i>i4-airneinyiquinoline-2,4-d famine 


469 (M + H) 


3 


1129 


4-bromo-2-({[(cls-4-{[4-(dlmethylamjno)quinolin-2-yl]amino} 
cycionexyi;meinyijaminojmetnyi)-D-metnoxyphenol 


513 (M + H) 


2 


1130 


N2-[cls-4-({[(5-bromo-1H-indol-3-yl)methyl]amlno}methyl)- 
cycionexyij-rvj4,iN4-aimeTnyiquinoiine-2,4-diamine 


506 (M + H) 


2 


1131 


N2-(cis-4-{[2,4-dimethoxybenzyl)amino]methyl}cyclohexyl) 
-N4,i>j4-aimeinyiquinoiine-2,4-diamme 


449 (M + H) 


3 


1132 


N4,N4-dlmethyl-N2-(cis-4-{(2,3,4-trlmethoxybenzyl)amlno]- 
methyl}cyclohexyl)-quinoline-2,4-diamlne 


479 (M + H) 


3 


1133 


4-({[(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amino}cyclohexyl)- 
methyl]amino}methyl)-2,6-dfmethoxyphenol 


465 (M H) 


3 


1134 


N2-(cis-44[(3-ethoxy-4-methoxybenzyl)amlno]methyl}- 
cyclohexyl)-N4,N4-dlmethylquinoline-2.4-diamine 


463 (M + H) 


3 
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1136 


N4,N4-dimethyl-N2-(cjs-4-{[({3-[4-{trifluoromethyl)phenyl]-1H- 
pyra2ol-4-yl}methyl)arnino]methyl}cyclohexyl)-quinoline- 


523 (M + H) 


3 


1136 


N4,N4-climethyl-N2-(cis-4-{[{3,4,5-trimethoxybenzyl)amlno]- 
methyi}cyclohexyl)«quinoiine'2,4-diamine 


479 (M + H) 


3 


1137 


N4,N4-dimethyl-N2-(cis-4-{[(pentamethylben2yl)amino]-methyl} 
cycionexyi;-quinoiine-2,4-aiaiTiine 


459 (M + H) 


3 


1138 


N2-(cis-4-{[(3,5-dimethoxybenzyl)amlno]methyl}cyclohexyl) 
-N4,N4-dlmethyIqulnoline-2,4-diamine 


449 (M + H) 


3 


1139 


4-({[(cis-4-[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)- 
methyl]annino}methyl}-2-iodo-6-methoxyphenol 


561 (M + H) 


3 


1140 


4({[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
meinyijarninojmeinyi;-2,o-aimetnyipnenoi 


433 (M + H) 


3 


1141 


N2-(cis-4-{[(4-methoxybenzyl)amjno]methyl}cyclohexyl) 
-iN4,rsi4-airnetnyiquinoiine-2,4-diarnine 


419 (M + H) 


3 


1142 


N2-(cis-4-{[(2,3-dlhydro-1,4-benzodioxln-6-ylmethyl)amlno]- 
meinyijcycionexyi)-N4,N4-aimethylquinoline-2,4-diamine 


447 (M + H) 


3 


1143 


N2-(cis-4-{[(3-bromobenzyl)amino]methyl}cyclohexyl) 
-N4,N4-dimethylqulnoline-2,4-diamine 


467 (M + H) 


3 


1144 


N2-(cls-4^[(5-bromo-2,4-dimethoxybenzyl)amlno]methyl} 
cycionexyi)-N4,N4-aimethylquinoline-2,4-diamine 


527 (M + H) 


2 


1145 


N2-(cis-4-{[(5-bromo-2-methoxybenzyl)aminoJmethyl}- 
cyclohexyl)-N4,N4-dimethylqulnoline-2,4-djamine 


497 (M + H) 


3 


1146 


3-chloro-4-({[(cis-4-{[4-{dimethylamino)quinolin-2-ylJamino} 
cycionexyi}metnyljamino}methyl)phenol 


439 (M + H) 


3 


1147 


2-({[(cls-4-{[4-(dlmethylamlno)quinolin-2-yl]amino}cyclohexyl) 
meinyijarninojrnetnyijDenzonrtrile 


414 (M + H) 


3 


1148 


N2-(cls-4-{[(3-chlorobenzyl)amino]methyl)cyclohexyl) 
-N 4, N 4-dimethy Iq u in o li n e-2 , 4-d iam i n e 


423 (M + H) 


? 


1149 


N2-(cls-4-{[(4-chlorobenzyl)amino]methyl}cyclohexyl) 
-N4,N4-dimethylquinoline-2,4-diamlne 


423 (M + H) 


3 


1150 


N2-(cis-4-({[4-(diethylamino)benzyr|amlno}methyl)cyclohexylJ 
-r>i*f,i>i*f-aim8inyiquinoiine-2,4"-aiamine 


460 (M + H) 


3 


1151 


N2-[cis-4-({[4-(dimethylamlno)benzyl]amjno}methyl)-cyclohexyl] 
-rvi4,i\j4-airTiGinyiquinoiine-^,4-(jiarTiina 


432 (M + H) 


3 


1152 


N2-[cls-4-({[{9-ethyl-9H-carbazol-3-yl)methyl]amino}methyl)- 
cycionexyij-N4,r>i4-aimetriyiquinoline-2,4-diarnine 


506 (M + H) 


3 


1153 


N2-[cls-4-({[2-fluoro-5-(trifluoromethyl)benzyl]amlno}methyl)- 
cycionexyij-N4,lM4-aimetnyiquinoline-2,4-diamine 


475 (M + H) 


3 


1154 


4({[(cis-4-{[4-(dimethylamino)quinolln-2-yl]amlno}cyclohexyl) 
methyl]amino methyl)phenol 


405 (M + H) 


3 


1155 


5-({[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyl]amino}methyl)-2-furyl]methanol 


409 (M + H) 


3 


1156 


N2-(cis-4-{[(4-isopropoxybenzyl)amino]methyl)cyclohexyl) 
-N4,N4-dimethytquinoline-2,4-dtamine 


447 (M + H) 


3 
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MS 
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1157 


N2-[cis-4-{{[(5-ethyl-2-thienyl)methyl]amlno}methyl)-cyclohexyll 
-N4,N4-aimetnylquinoline-2,4-cllamine 


423 (M + H) 


3 


1158 


N2-(cjs-4-{[(3,3-cliphenylprop-2-en-1-yl)amlno]methyl}- 
cyclohexyl)-N4,N4-aimetnylquinohne-2,4-diamine 


491 (M + H) 


1 


1159 


4({[(cis-4-{[4- (di methy lami no)q u 1 no) in-2-y t]amino}cyctohexy 1) 
methyl]amino}methyl)-2-ethoxy phenol 


449 (M + H) 


3 


1160 


N2-{cjs-4-[({(4-(dimethylamlno)-1-naphthyl]methyl}amlno)- 
methyl]cyclohexyl}-N4,N4-dimethylquinoline-2,4-diamine 


482 (M + H) 


3 


1161 


N4,N4-dlmethyl-N2-(cls-4-{[(2,4,6-trimethoxyben2yl)-amino] 
methyl)cyclohexyl)qujnoline-2,4-dlamine 


479 (M + H) 


2 


1162 


2-bromo-4-chloro-6-({[(cis-4-{[4-(dimethylamino)quinolin-2-yl] 
amino}cyclohexyl)methyl]amino}methyl)phenot 


517 (M + H) 


3 


1163 


3-({[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyl]amino}methyl)benzonitrilG 


414 (M + H) 


3 


1164 


N2-(cls-4-{[(2-fluoro-5-methoxyben2yl)amlno]methyl}-cyclohexyl) 
-N4,N4-dlmethylquinoline-2,4-dlamlne 


437 (M + H) 


3 


1165 


N4,N4-dimethyl-N2-{cis-4-[({2-[(triftuoromethyl)thio]benzyl}- 
amino)methyl]cyciohexyl}quinoline-2,4-diamine 


489 (M + H) 


3 


1166 


N2-(cls-4-{[(5-bromo-2-ethoxybenzyl)amlno]methyl}-cyclohexyl) 
-N4,N4-dinnethylquinoline-2,4-diamine 


511 (M + H) 


3 


1167 


N2-{cis-4-{[(2,4-dimethoxy-3-methylbenzyl)aminoImethyl}- 
cyclohexyl)-N4,N4-dimethylquinoline-2,4-diamine 


463 (M + H) 


3 


1168 


N4,N4-dimethyl-N2-[cis~4-({[2-{trifluoromethoxy)benzyll-amino} 
methyl)cyclohexyl]-quinoline-2,4-dlamine 


473 (M + H) 


3 


1169 


N2-(cls-44[(2,5-diethoxybenzyl)amjno]methyl}cyclohexyl) 
-N4,N4-dimethylquinoline-2,4-diamine 


477 (M + H) 


2 


1170 


N2-(cis-4^[(2,4-diethoxybenzyl)amino]methyl}cyclohexyl) 
-N4,N4-dimethylquinolme-2,4-diamine 


477 (M + H) 


2 


1171 


N2-(cis-4-{[(3,5-dibromo-2-methoxyben2yl)amino]methyl}- 
cyclohexyl)-N4,N4*dimethylquinoline-2,4-diamine 


575 (M + H) 


2 


1172 


N2-(cis-4-({[2-(difluoromethoxy)benzyQamlno}methyl)-cyciohexyl] 
-N4,N4-dimethylqulnollne-2,4-diamlne 


455 (M + H) 


3 


1173 


N2-(cis-4-{[(5-fluoro-2-methoxybenzyl)amino]methyl}-cyclohexyl) 
-N4,N4-dimethylquinoline-2,4-diamine 


437 (M + H) 


3 


1174 


N4,N4-dimethyl-N2-(cls-4-{[(2,4,5-triethoxybenzyl)amino]methyl} 
cyclohexyl)quinoline-2,4-diamine 


521 (M + H) 


2 


1175 


N4,N4-dimethyl-N2-(cis-4-{[(2,4,5-trimethoxybenzyl)amino]- 
methyl}cyclohexyl)-qujnollne-2,4-diamlne 


479 (M + H) 


2 


1176 


N2-(cis-44[(2,3-dlmethoxyben2yl)aminolmethyl]cyclohexyl) 
-iN4,iM4-aimeinyiquinoiine-2,4-aianiine 


449 (M + H) 


3 


1177 


N2-[cis-4-({[2-(allyloxy)ben2yl]amlno}methyl}cyclohexyl) 
-N4,N4-dimethylquinonne-2,4-diamlne 


445 (M + H) 


2 


1178 


N2-(cis-4-{[(1-benzothien-3-ylmethyl)amino]methyl}-cyclohexyl) 
-N4,N4-dimethylquinoline-2,4-diamine 


445 (M + H) 


3 
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1179 


N4.N4-dlmethyl-N2-[cis-4-({[(1 -methyl-1 HHndol-3-yl)methyl] 
amino)meinyi;cycionexy)jquinoiine-2,4-aiarnine 


442 (M + H) 


3 


1180 


N4,N4-dimethyl-N2-[cis-4-({[{6-methyI-2-thlenyl)methyI]amino} 
meinyi;cycionexyijquinoiine-2,4-aiarnine 


409 (M + H) 


3 


1181 


N2-(cis-4-{[(mesitylmethyl)amino]methyl}cyclohexyl) 
-r\i*f,r>i«i--aim8Tnyiquinoiine-2,4-aiarnine 


431 (lyi + H) 


3 


1182 


N2-(cls-4-{[(1 ,3-ben2odioxoI-5-ylmethyl)amino]methyl}- 
cycionexyi;-i\4,N4-aimeinyiquinoline-2,4-aiamine 


433 (M + H) 


3 


1183 


N4,N4-dimethyl-N2-(cis-4-{[(3-thlenylmethyl)amino]methyl} 
cycionexyi;quinoiine-2,4-aiamine 


395 (M + H) 


3 


1184 


N4,N4-dimethyl-N2-(cis-4-{[(3-methylbenzyl)amino]methyl} 
cycionexyi;quinoiine-2,4-Gliamine 


403 (M + H) 


3 


1185 


N4.N4-dimethyl-N2-(cls-4-{[(2-methylbenzyl)amlno]methyl} 
cycionexyi)quinoiine-2,4-diannin9 


403 (M + H) 


3 


1186 


N4,N4-dimethyI-N2-(cis-4-{[(4-methylbenzyl)amlno]methyl} 
cycionexyi)quinoline'2,4-diamine 


403 (M + H) 


3 


1187 


N2-(cls-4-{[(3,5-dichlorobenzyl)amino]methyl}cyclohexyl) 
-N4,N4-dimethylquinoline-2,4>diamine 


457 (M + H) 


3 


1188 


N2-[cjs-4-({[{7-methoxy-1,3-benzodioxol-5-yl)methyl]amino}- 
metnyi;cyclonexylj-N4,N4-dimetnylquinolrne-2,4-diamine 


463 (M + H) 


2 


1189 


N2-(cls-4^[(3-bromo-4,5-dimethoxybenzyl)am}no]methyl}- 
cycionexyi}-N4,iN4-aimetnylquinoline-2,4-diamlne 


527 (M + H) 


3 


1190 


N2-{cis-4^[(4-methoxy-3-methylbenzyl)amino]methyl}- 
cyclohexyl)-N4,N4-dimethylquinoline-2,4-diamlne 


433 (M + H) 


3 


1191 


N2-(cls-4-{[(2-bromo-4,5-dimethoxyben2yl)amino]methyl}- 
cycionexyi)-N4,N4-aimethylquinonne-2,4-diamine 


527 (M + H) 


3 


1192 


N4,N4-dimethy!-N2-[cls-4-({[(2-methyl-5-phenyl-3-furyl)methyO 
amino]metnyi)cyclohexyljquinorine-2,4-diamine 


469 (M + H) 


3 


1193 


N2-(cis-4-{[(3,4-dimethoxyben2yl)amlnoJmethyl}cyclohexyl) 
-i>i4,i>i4-aimeinyiquinoiine-2,4-diaiTiine 


449 (M + H) 


3 


1194 


4-({[(cls-4-{[4-(dimethylamino)quinolln-2-yIJamino}cyclohexyl) 
meinyijarnino)metnyi)-2-methyipnenol 


419 (M + H) 


3 


1195 


N2-(cls-4-{[(4-methoxy-2,5-dimethylbenzyl)amino]methyl}- 
cycionexyi}-N4,N4-dimethylquinoline-2,4-diamme 


447 (M + H) 


3 


1196 


2-({[(cls-4-{[4-(dimethylamino)quinoljn-2-yl]amlno}cyclohexyl) 
meinyijamino}metnyl)-6-metnoxypheno! 


435 (M +H) 


3 


1197 


N2-[cls-4-({[3-chloro-2-fluoro-5-(trifluoromethyl)ben2yl]-amino} 
meinyi}cycionexylj-N4,N4-dimethylquinoline-2,4-diamine 


509 (M + H) 


3 


1198 


N2-[cis-4-({[3-fluoro-5-(trifluoromethyl)ben2yl]amino}-methyl) 
cyclohexyi]-N4,N4-dimethvlauinollne-2 4-diarnine 


475 (M + H) 


3 


1199 


4-({[(cis-4-{[4-(dimethylamino)quinolln-2'yl]amino)cyclohexyI)- 
methyl]amlno}methyl)-2-fluoro-6-methoxyphenol 


463 (M + H) 


3 


1200 


N2-(cis-4-{[(2-fluoro-4,5-dimethoxyben2yl)amino]methyl}. 
cycIohexyl)-N4,N4-dimethylquinoline-2,4-diamine 


467 (M + H) 


3 
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1201 


N2-(cls-4-{[(2-ethylbenzyl)amjno]methyl}cyclohe)cyl) 
-N4,N4-dimethylquinoline-2,4-diamine 


417 (M + H) 


3 


1202 


3-[[4-({(cls-4^(4-{dlmethylamino)quinolin-2-yl]amlno)-cyclohexyl) 
methyl]aiTiino}methyl)phenyl)(methyl)amino]-propanenltrile 


471 (M + H) 


3 


1203 


N2-{cls-4-[({4-[(4-bromobenzyl)oxy]benzyl)amlno}methyl]- 
cyclohexyl}-N4,N4-dimethylqu!noIine-2,4-diamine 


573 (M + H) 


3 


1204 


N2-(cls-4^[(3,5-dibromo-2-ethoxybenzyl)amino]methyl^ 
cyclohexy!)-N4,N4-dlmethylqulnollne-2.4-diamine 


589 (M + H) 


3 


1205 


N2-{cls-4-[(2,6-dlmethoxyben2yl)amlno]cyclohe)(yl} 
-N4,N4-dimethylpynnrndme-2,4-diamine 


386 (M + H) 


3 


1206 


N2-{cis-4-[(2-ethoxybenzyl)amlno]cyclohexyl] 
-N4,N4-dlmethylpynmidlne-2,4-diamine 


370 (M + H) 


3 


1207 


N2-{cls-4-[(1H-indol-3-ylmethyl)amlno]cyclohexyl) 
-N4,N4-dimethylpynmidine-2,4-diamine 


365 (M + H) 


3 


1208 


N2-(cfs-4-{2,5-djmethoxybenzy[)amlno]cyclohexyl} 
-N4,N4-dimethylpyrimldlne-2,4-diamlne 


386 (M + H) 


3 


1209 


N2-(cls-4-{[(4-methoxy-1-naphthyl)methyl]amino}cyclohexyl) 
-N4,N4-dimethylpyiimldine-2,4-diamine 


406 (M + H) 


3 


1210 


N2-(cls-4^[(5-methoxy-1H-indol-3-yl)methyl]amino)-cyclohexyl) 
-N4,N4-dimethylpyrimidlne-2,4-diamine 


395 (M + H) 


3 


1211 


N2-(cis-4-{[(2-methoxy-1-naphthyl)methyl]amino}cyclohexyl) 
-N4,N4-d«nethylpynmidme-2,4-diamine 


406 (M + H) 


3 


1212 


4-bromo-2^[(cls-4^[4-(dimethylamino)pyrimldln-2-yl]am^no} 
cyclohexyl)amino]methyl}-6-methoxyphenol 


450 (M + H) 


3 


1213 


N2-(cis-44[(5-bromo-1H-indol-3-yl)methyl]amino}cyclohexyl) 
-N4,N4-dlmethylpyiimidlne-2,4-diamlne 


443 (M + H) 


2 


1214 


N2-{cis-4-[(2,4-dlmethoxybenzyl)amino]cycIohexyl} 

-N4,N4-dimethylpynmidme-2,4-diamine 


386 (M + H) 


3 


1215 


N4,N4-dimethyl-N2-{cis-4-[(2,3,4-trimethoxybenzyl)amino] 
cyclohexyl}pyrimidine-2,4-diamlne 


416 (M + H) 


3 


1216 


4-{[(cls-4-{[4-(dimethylamlno)pyrlmidin-2-yl]amlno}cyclohexyl) 
amlno]methyl}-2,6-dimethoxyphenol 


402 (M + H) 


3 


1217 


N2-{cis-4-[(3-ethoxy-4-methoxybenzyl)amino]cyclohexyl) 
-N4,N4-d!methylpynmidme-2,4-diannine 


400 (M + H) 


3 


1218 


N4,N4-dlmethyl-N2^cls-4-[({3-[4-(tr^fluoromethyl)phenyl]-1H- 
pyrazol-4-yl}methyl)amlno]cyclohexyl}pyrinnidlne-2,4-diamine 


460 (M + H) 


3 


1219 


N4,N4-dlmethyl-N2-{cis-4-[{3,4,5-trimethoxybenzyl)amlnoJ 
cyclohexyl}pyrimidlne-2,4-diamlne 


416 (M + H) 


3 


1220 


N4,N4-dlmethyl-N2^cls-4-[(pentamethylben2yl)amino] 
i#yuiui iBAyi j^yi iiTiiuine~^,4~uiarninG 


396 (M + H) 


3 


1221 


N2-{cis-4-[(3,5-dimethoxybenzyl)amino]cyclohexyl} 
-N4,N4-dlmethylpyrimjdine-2,4-d}amine 


386 (M + H) 


3 


1222 


4{[(cis-4-{[4-(dimethylamino)pyrimidin-2-yI]amino}cyclohexyl) 
amino]methyl}-2-iodo-6-methoxyphenoI 


498 (M + H) 


3 
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1223 


4-{[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl) 
aminojmein/ij-^iD-airneinyipnonoi 


370 (M + H) 


3 


1224 


N2-{cls-4-[(3-methoxybenzyl)amlno]cyclohexyl) 
-iN4|i>i4-aimeTnyipynrTiiam6<-2,4-cliarnlne 


356 (M + H) 


3 


1225 


N2-{cis-4-[(3-bromo-4-fIuoroben2yl)amjno]cyclohexyl) 
-r>J4,ry4-uimeinyipynnriidme-2,4-aiamine 


422 (M + H) 


3 


1226 


N4,N4-dimethyl-N2-{cis-4-[(3-phenylbutyl)amino]cyclohexyl) 
pyrimiaine-z,4-aiamine 


368 (M + H) 


3 


1227 


3^[(cis-4-{[4-(dlmethylarnlno)pyrimidin-2-yl]amlno}-cyclohexyl)- 
amrnojmeTnyij-b-metnyi-4n-cnroiTien-4-one 


408 (M + H) 


3 


1228 


6-chloro-3^[(cis-4^[4-(dimethylamlno)pyrlmidin-2-yl]amlno}- 
c^cionexyi)aminojmetnyl}*7-methyl-4H'Chromen-4-one 


442 (M -I- H) 


3 


1229 


3^[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}-cyclohexyl)- 
am]nojmetnyl}-D,8-aimethyl-4H-chromen-4-one 


422 (M + H) 


3 


1230 


N2-(cis-4^[(2.5-dlmethyl-1 -phenyl- 1 H-pyrrol-3-yOmethyl]-amino} 
cyclohexyl)-N4,N4-dimethylpyrimjdlne-2,4-dlamjne 


419 (M + H) 


3 


1231 


N4,N4-dlmethyl-N2-{cis-4-[{2-phenylpropyl)annino]cyclohexyl} 
pyrlmiaine-2,4-aiamine 


354 (M + H) 


3 


1232 


N2-(cjs-4-{[(2E)-2-benzylldeneheptyl]amjno}cyclohexyl) 
-N4,N4-dimetnylpynnlidme-2,4-diamine 


422 (M + H) 


3 


1233 


N2-{cls-4-{[(2E)-3-(2-metho)cyphenyl)prop-2-en-1-yl]amino} 
cyclohexyl)-N4,N4-dimethylpyrimtdine-2,4-diamlne 


382 (M + H) 


3 


1234 


6-chloro-3^[(cjs-44[4-(dimethylamlno)pyrimidin-2-yl]amino} 
cyclohexyl)amino]methyl)-4H-chromen-4-one 


428 (M + H) 


3 


1235 


N2-(cis-4-({[5-(4-fluorophenyl)pyridin-3-yl]methyl}-amino) 
cyclohexyl]-N4,N4-dimethylpyrimidine-2.4-diamine 


421 (M + H) 


2 


1236 


ethyl 4,6-dichloro-3-{[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl] 
amino}cyclohexyl)amino]methyl}-1H-indole-2-carboxylate 


503 (M - H) 


1 


1237 


methyl 2-[(5-{[(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino) 
cyclohexyl)amlno]methyl}lmldazo[2,1 -bJII .3]thiazol-6-yl)thlo] 
Denzoaie 


538 (M 4- H) 


3 


1238 


N2-[cls-4-({[3-(4-fluorophenyl)-1H-pyrazol-4-yl]methyl}-amlno) 
cyclohexyl]-N4,N4-dimethylpyrimidlne-2,4-dlamlne 


410 (M + H) 


3 


1239 


N4,N4-dlmethyl-N2-{cis-4-{[4-(methylthlo)benzyl]amino} 
cyclohexyl)pyrimidine-2,4-diamine 


372 (M + H) 


3 


1240 


N4,N4-dlmethyl-N2-{cls-4-[(1-naphthylmethyl)amlno]cyclohexyl} 
pyrimldlne-2,4-dlamlne 


376 (M + H) 


3 


1241 


44[{cls-4-[4-(dlmethylamlno)pyrimldln-2-yl]amlno)cyclohexyl) 
amtno]nnethyl}-2-methoxyphenol 


372 (M + H) 


3 


1242 


N2-{cis-4-[(3-chloro-4-fluorobenzyl)amino]cyclohexyl} 
-N4,N4-djmethylpyrimidine-2,4-dlamine 


378 (M + H) 


3 


1243 


N2-(cls-4-{[(2.6-dimethoxyben2yl)amlno]methyl)cyclohexyl) 
-N4,N4-dlmethylpyrimldlne-2,4-diamlne 


400 (M + H) 


2 


1244 


N2-(cls-4-{[(2-ethoxybenzyl)amino]methyl}cyclohexyl) 
-N4,N4-dimethylpyrimldlne-2.4-diamine 


384 (M + H) 


2 
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124S 


N2-(cis-4-{[(1H-indol'3-yImethyl)amlno]methyl}cyclohexyl) 
-N4,N4-dimetnylpynmidine-2,4-aiamine 


379 (M + H) 


3 


1246 


N2-(cis-4^[(2,5-dlmethoxybenzyl)amlnolmethyl}cyclohexyl) 
*N4,N4<iimeinyipynmlaine-2,4-dtamlne 


400 (M + H) 


3 


1247 


N2-[cis-4-({[(4-methoxy-1-naphthyl)methyf]amlno}methyl)- 
cyclohexyl]-N4,N4-dimethylpyrjmldine-2,4-dlamine 


420 (M + H) 


1 


1248 


N2-[cjs-4-({[(5-methoxy-1H-lndol-3-yl)methyl]amlno)}-methyl) 
cyclohexyl]-N4,N4-dimethylpyrimidine-2,4-diamine 


407 (M - H) 


2 


1249 


N2-[cjs-4-({[(2-methoxy-1-naphthyl)methyl]amlno}methyl)- 
cycionexyl]-N4,N4-dimetnylpyrinnidine-2,4-diamine 


420 (M + H) 


1 


1250 


4-bromo-2-({[(cls-4-{[4-(dime%lamino)pyrimldin-2-yl]amlno} 
cyclohexyl)methyl]amino}methyl)-6-methoxyphenol 


462 (M - H) 


1 


1251 


N2-[cis-4-({[(5-bromo-1H-indol-3-yl)methyOamino}methyl)- 
cyclohexyl]-N4,N4-dlmethylpyrimidlne-2,4-dlamine 


455 (M - H) 


1 


1252 


N2-(cjs-4^[(2,4•dimethoxybenzyl)amlnoImethyl}cyclohexyl) 
-N4,N4-dimetnylpynmidlne-2,4-dlamine 


400 (M 4- H) 


2 


1253 


N4,N4-dimethyl-N2-(cis-4-{[(2,3,4-trimethoxybenzyl)-amino] 
methyl}cyclohexyl)>pynmidine-2,4-dtamlne 


430 (M+H) 


1 


1254 


4({[(cis-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amino}-cyclohexyl) 
methyl]amino}methyl)-2,6-djmethoxyphenol 


414 (M-H) 


3 


1255 


N2-(cis-4^[(3-ethoxy-4-methoxybenzy^)amjno]methyl)- 
cyclohexyl)-N4,N4-dinnethyl,pyrlmidine-2,4-dlamine 


414 (M + H) 


1 


1256 


N4,N4-dimethyl-N2-(cis-4-{[(3-[4-(trifluoromethyl)phenyl]-1H- 

pyrazol-4-yl}methyl)amino]methyl}cyclohexyl)-pyrlmidine- 

2,4-ciiamine 


474 (M + H) 


1 


1257 


N4,N4-dlmethyl-N2-(cls-4-{[(3.4.6-trlmethoxyben2yl)-amino] 
methyl)cyclohexyl)-pyrimldine-2,4-dlamine 


430 (M + H) 


2 


1258 


N4.N4-dimethyl-N2-(cis-4-{[(pentamethylbenzyl)-amino]methyl} 
cyclohexyl)-pyrlmidine-2,4-diannlne 


410 (M + H) 


3 


1259 


N2-(cis-4-{[(3,5-dimethoxybenzyl)amino]methyl}cyclohexyl) 
-N4,N4-dimetnylpynmidlne-2,4-diamine 


400 (M + H) 


3 


1260 


4-({[(cis4-{[4-(dimethylamino)pyrimidin-2-yl]amino}-cyclohexyl) 
methyl]amino}methyl)-2-lodo-6-methoxyphenol 


512 (M + H) 


1 


1261 


4-({[(cjs-4-{[4-(dimethylamjno)pyrlmldln-2-yl]amino}cyclohexyl) 
methyl]amino}methyl)-2,6-dimethylphenol 


382 (M - H) 


1 


1262 


N2-(cis-44[(4-methoxybenzyl)amjno]methyl}cyclohexyl) 
-N4,N4-dimethylpyrimidlne-2,4-dlamine 


370 (M + H) 


3 


1263 


N2-{cis-4-{[(2,3-dlhydro-1,4-benzodioxin-6-ylmethyl)amino]- 
metnyl}cyclonexyl)-N4,N4-dimethylpynmtdine-2,4-diamine 


398 (M + H) 


3 


1264 


N2-(cls•4^[(3-bromobenzyl)amlno]methyl}cyclohexyI) 

-N4 N4-dimethvlD\/rimidinp-P d.>riiaminA 


418 (M + H) 


3 


1265 


N2-(cis-4^[(5-b^omo-2,4-dimethoxyben2yl)amino]methyl}- 
cyclohexyl)-N4,N4-dlmethylpyrimidine-2,4-diamine 


478 (M + H) 


1 


1266 


N2-(cis-4-{[(5-bromo-2-methoxybenzyl)amino]methyl}- 
cyclohexyl)-N4.N4-dimethylpyrimidine-2,4-dlamine 


448 (M + H) 


1 
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1267 


3-chloro-4-{{[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino} 
uyciunexyi^rneinyijarninOjmGinyi;^ 


388 (M - H) 


3 


1268 


2-({[{cls-4-{[4-(d}methylamjno)pyrimidin-2-yl]amlno}cyclohex^ 
meLnyijamino)meinyi;DGnzoniini6 


366 (M + H) 


3 


1269 


N2-(cls-4-{[(3-chlorobenzyl)amjno]methyl}cyclohexyI) 
-N4,N4-dimethylpyrimldine-2,4-diannine 


374 (M + H) 


3 


1270 


N2-(cis-4-{[(4-chlorobenzyl)amjno]methyl}cyclohexyl) 
-iN4,rsi4-aime[nyipynmiciine-2,4-aiamine 


374 (M + H) 


3 


1271 


N2-[cjs-4-({[4-(dlethylamino)benzyl]amino}methyl)cyclohexyl] 
-N4,iNH-aimeinyipynrniaine-2,4-aiarnine 


411 (M + H) 


2 


1272 


N2-[cis-4-({[4-(dimethylamjno)benzyl]amlno}methyl)-cyclohexyl] 
-r>i 4, iN4^a imeiny ipy n m lui ne-^, 4-aiarn in 6 


383 (M + H) 


3 


1273 


N2-[cis-4-({[(9-ethyl-9H-carbazol-3-yl)methyl)amino}-methyl] 
cycronexyij-N4,iN4-aimetnyipynmldlne-2,4-diaiTiine 


457 (M + H) 


1 


1274 


N2-[cls-4-({[2-fluoro-5-(tiifluoromethyl)benzyl]amino}-methyl) 
cycionexyij-N4,i>J4-aimetnyipyriiTiiciine'2,4-dianriine 


426 (M + H) 


3 


1275 


4-({{[(cls-4-{[4-(dimethylamlno)pyrlmldln-2-yl]amlnocyclohexyl) 
meiny ijBm inojmeiny i/pnonoi 


354 (M - H) 


3 


1276 


[5-({[(cls-4-{[4-(dlmethylamlno)pyrimidin-2-yQaminocyclohexyl) 
meinyijeuTiino jmeinyi ;-2-Tu ry ijmetn anol 


360 (M + H) 


3 


1277 


N2-(cls-4-{[(4-isopropoxybenzyl)amino]methyl}cyclohexyl) 
-NI4,N4-dlmethylpyrimidine-2,4-diamlne 


398 (M + H) 


2 


1278 


N2-[cis-4-({[{5-ethyl-2-thienyl)methyl]amino}methyl)-cyclohexyl) 
-N4,N4'dimethylpyrirnldlne-2,4-diamine 


374 (M + H) 


3 


1279 


N2-(crs-4-{[(3,3-djphenylprop-2-en-1-yl)amino]methyl}- 
cycionexyi)-N4,N4-almetnylpynmidIne-2,4-diamine 


442 (M + H) 


1 


1280 


4({[(cis-4-{[4-(dimethylamjno)pyrimidin-2-yl]amino}cyclohexyl) 
meinyijamino)meinyi;-^-einoxypnenoi 


400 (M + H) 


2 


1281 


N2-{cis-4-[{{[4-(dimethylamino)-1-naphthyl]methyl}arnino)- 
meinyijcycionexyi)-N4,N4-dimethylpyrimidine-2,4-diamine 


433 (M + H) 


2 


1282 


N4,N4-dimethyl-N2-(cis-4-{[(2,4,6-trimethoxybenzyl)-amlnoJ 
meinyijcycionexyi;-pynnriiain6-^,4-ciiarnine 


430 (M + H) 


1 


1283 


2-bromo-4K;hloro-6-({[(c»s-4-{[4-(dlmethylamjno)pyrimidin-2-yO 
ominojcycionexyi;meinyijarnino|rneiny{}pnenol 


468 (M + H) 


3 


1284 


3({[(cis-4-{[4-(dimethylamino)pyrimldln-2-yl]amino}cyclohexyl) 
msinyijarninojmstnyi ^Donzonunid 


365 (M + H) 


3 


1285 


N2-(cis-4-{[(2-fluoro-5-methoxybenzyl)amino]methyl}-cyclohexyl) 
- r>i 4 , r>i 4-a im ein y ipy n m 1 □ 1 n 9-2 , 4-0 larn in e 


388 (M + H) 


3 


1286 


N4,N4-dimethyl-N2-{cjs-4-[({2-((trrfluoromethyl)thio]benzyl}- 
amino)methyl]cyclohexyl}pyrimjdine-2,4-diamine 


440 (M + H) 


3 


1287 


N2-(cis-4-{[(5-bromo-2-ethoxybenzyl)amlno]methyl}-cycIohexyl) 
-N4,N4-dimethylpyr!mjdlne'2,4-diamlne 


462 (M + H) 


1 


1288 


N2-(cls-4-{((2,4-dimethoxy-3-methylben2yl)amino]methyl)- 
cyclohexyl)-N4.N4-dimethylpyrlnnldine-2.4-dlamine 


414 (M + H) 


1 
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1289 


N4,N4-dlmethyl-N2-[cis-4-({[2-(trifluoromethoxy)benzyl]-amino} 
mcinyiycycionexyijpynmiain6-£,4'Qi 


424 (M + H) 


3 


1290 


N2-(cis-4-{[(2,5-cllethoxybenzyl)amlno]methyl}cyclohexyl) 
-IN *f , in4-u im einy ipy n m 1 ui na*£ lam 1 n 6 


428 (M + H) 


1 


1291 


N2-(cis-4-{[(2,4-diethoxybenzyl)aminolmethyl}cyclohexyl) 
-rv *f , i>i H-a 1 m e iny ipy n Ml 1 u 1 n 9-^ , a laiTi 1 n 6 


428 (M + H) 


2 


1292 


N2-(cis-4-{[(3,5-dibromo-2-methoxybenzyl)amlno]methyl}- 
cyciunexyi;-iN*i,iN4-aiiTieinyipyniTiiQin©-z,4^ 


526 (M + H) 


1 


1293 


N2-[cis-4-({[2-(difluoromethoxy)benzyOamlno}methyl)-cyclohexyl] 
- IN *!- , PM *f-u im Giny 1 py n m 1 u 1 n e-^ , 4-a lanri 1 n © 


406 (M + H) 


3 


1294 


N2-(cis-4-{[(5-fluoro-2-methoxybenzyl)amino]methyl}-cyclohexyl) 
-N4,N4-djrnethylpyrimldine-2,4-diamine 


388 (M + H) 


3 


1295 


N4.N4-dimethyl-N2-(cls-4-{[(2,4.6-triethoxybenzyO-amlno]methyl} 
cyclohexyl)'pyrinnidtne-2,4'diarnin3 


472 (M + H) 


1 


1296 


N4,N4-dimethyl-N2-(cis-4-{[(2,4,5-trimetho)(ybenzyl)-amino] 
meinyi)cycion6xyi^-pynmiaine-2,4-aiarnin6 


430 (M + H) 


2 


1297 


N2-{cis-4-{[(2,3-dimethoxybenzyl)amino]methyl}cyclohexyl) 
-N4,i>i4-ainneinyipynrniciine-2|4-(jiarnine 


400 (M + H) 


3 


1298 


N2-[cis-4-({[2-(aIlyloxy)benzyl]amino}methyl)cyclohexyl] 
-N4,N4-dlmethylpyrimldine-2,4-dlamine 


396 (M + H) 


1 


1299 


N2-(cjs-4-{[(1-benzothlen-3-ylmethyl)amlno]methyl}-cyclohexyl) 
-N4,N4-diiTiethylpyrimidjne-2,4-diaiTtine 


396 (M + H) 


3 


1300 


N4,N4-dimethyl-N2-(cls-4-({[(1 -methyl-1 HHndol-3-yl)methyl] 
arnino]rnGinyi7cycion8xyijpynrniaine-/i,4-aiarnin8 


393 (M + H) 


2 


1301 


N4,N4-dimethyl-N2-[cis-4-{{[(5-methyl-2-thlenyl)methyl]amlno) 
mathyl)cyclohexyf]pyriniidine-2,4'diamin6 


360 (M + H) 


3 


1302 


N2-{cls-4-{[(mesltylmethyl)amjno]nnethyl}cyclohexyl) 
-N4,N4-dimethylpyrimidine-2,4-diamlne 


382 (M + H) 


3 


1303 


N2-(cls-4-{[(1,3-benzodjoxol-5-ylmethyl)amino]methyl}- 
cycionexyi}-N4,N4-almetnylpynmiaine-2|4-diamine 


384 (M + H) 


3 


1304 


N4,N4-dlmethyl-N2-(cls-4-{[(3-thlenylmethyl)amjno]methyl) 
cyclohexyl)pyrimldine-2,4-djamlne 


346 (M + H) 


3 


1305 


N4,N4-dimethyl-N2-(cis-4-{{(3-methylbenzyl)amino]methyl) 
cycionexyi;pynmiain6-^,4-uiamine 


354 (M + H) 


3 


1306 


N4.N4-dlmethyl-N2-(cls-4-{[(2-methylbenzyl)amino)methyl) 
cycionexyi;pyiimiain8-z,4-aiafTiinG 


354 (M + H) 


3 


1307 


N4,N4-djmethyl-N2-(cis-4-{[(4-methylbenzyl)amino]methyI} 
cycloh6xyl)pyiimidin6-2,4-dlamjne 


354 (M + H) 


3 


1308 


N2-(cis-4-{[(3.5-dichlorobenzyl)amino]methy)cycIohexyl) 
-N4 N4-dinriethvlD\/rimidlnp-P 4-riir)minp 


408 (M + H) 


3 


1309 


N2-[cls-4-({[(7-methoxy-1,3-benzodloxol-5-yl)methyl]amlno}- 
methyl)cyclohexyl]-N4,N4-dimethylpyrimidjne-2,4-diamine 


414 (M +H) 


1 


1310 


N2-(cis-4^[(3-bromo-4,5-dimethoxybenzyl)a^llno]methyl)- 
cyclohexyl)-N4,N4-dimethylpyrimidine-2,4-d tannine 


478 (M + H) 


1 
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1311 


N2-(cjs-4-{[{4-methoxy-3-methylben2yl)amino]methyl}- 
cycion exy i^-iN4, rviH-uimeiny ipynmiuine-<ii,4-Q lam i n e 


384 (M + H) 


2 


1312 


N2-(cis-4-{[(2-bromo-4,5-dimethoxybenzyl)amino]methyl}- 
cyciuneAyi/-iNH,iN4-uinieinyipynniiainB*^ 


478 (M + H) 


2 


1313 


N4,N4-dlmethyl-N2-[cls-4-({[(2-methyl-5-phenyl-3-furyl)methyG 
aminojrTieinyi;cycionexyijpynrTiiaine~^,4'-uiarn 


420 (M + H) 


3 


1314 


N2-(cis-4-{[(3,4-climethoxybenzyl)amino]methyl)cyclohexyl) 
- rvi 4 , rvi H'Q im einy ipy n m lai n6-£ , 4-01 am 


400 (M + H) 


2 


1315 


4-({[(cis-4-{[4-(dlmethylamino)pyrlmidin-2-yl]amino}cyclohexyl) 
meinyijaminojmeinyi^-^-rTieinyipnenoi 


368 (M - H) 


3 


1316 


N2-(cis-4-{[{4-methoxy-2,5-dimethylbenzyl)amino]methyl}- 
cycionexyi;-N4,N4-ainfieinyipynniiGiine-2,4-ciiarTiine 


398 (M + H) 


2 


1317 


2-({[(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
meinyijamino]mGinyi;-o-meinoxypnenoi 


386 (M+H) 


3 


1318 


N2-[cis-4-({[3-chloro-2-fluoro-5-(trifluoromethyl)benzyl]amlno}- 
meinyi;cycionexyij-N4,N4-aimeTnyipyrimidine-2,4*aiamm 


460 (M + H) 


3 


1319 


N2-[cis-4-({[3-fluoro-5-{trrfluoromethyl)benzyl]amino}-methyl) 
cycionexyij-N4,i>i4-aimetnyipynmiaine-2,4<liaiTiine 


426 (M + H) 


3 


1320 


4-({[(cis-4-{[4-(dimethylamlno)pyrlmldln-2-yl]amino}-cyclohexyl) 
met hy l]am i no}methy l)-2-f 1 uoro-6-m eth oxyp h enol 


402 (M - H) 


3 


1321 


N2-{cls-4^[(2-fluoro-4,5-djmethoxybenzyl)amino]methyl}- 
cyclohexyl)-N4,N4-dimethylpyrimidine-2,4-diannine 


418 (M + H) 


3 


1322 


N2-(cis-4-{[(2-ethylben2yl)amjno]methyl}cyclohexyl) 
-N4,N4-dimethylpyrimldine-2,4-diamine 


368 (M + H) 


3 


1323 


3-[I4-({[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}- 
cyclohexyl)-methyl]amino}methyl)phenyl](methyl)arnlno]- 

propanennnia 


422 (M + H) 


2 


1324 


N2-{cls-4-[({4-[(4-brDmobenzyl)oxy]benzyl}amino)methyl]- 
cycionexyi]-N4,N4-aiiTietnyipynmicjine-2,4-a)amine 


524 (M + H) 


2 


1325 


N2-(cis-4-{[(3,5-d[bromo-2-ethoxybenzyl)amjno]fnethyl}- 
cycionexyi}-i>i4,N4-aimeinyipynmiCiine-2,4-aiamine 


540 (M + H) 


2 


1326 


N2-{cis-4-[(2,6-dimethoxybenzyl)amlno]cyclohexyl} 
-iN4,iN4-aimetnyho,o,/,o-tetranyaroquinazoline-2,4-diamine 


440 (M + H) 


3 


1327 


N2-{cis-4-[(2-ethoxybenzyl)amino]cyclohexyI}-N4,N4-dlmethyl- 
5,6 ,7, 8-tetrahy dro q u i n azo I i n e-2 , 4- d iam i n e 


424 (M + H) 


3 


1328 


N2-{cls-4-[(1H-indol-3-ylmethyl)amlno]cyclohexyI} 
-iN4,iN4<iimeinyi-o,o,7,o-tetranyaroquinazoline-2,4-diam 


419 (M + H) 


3 


1329 


N2-{cls-4-[(2,5-dimethoxybenzyl)amino]cyclohexyl} 
-iN4,N4<iimeinyi-o,D,/,o-ietranydroquinazoline-2,4^^ 


440 (M + H) 


3 


1330 


N2-(cis-4-{[(4-methoxy-1-naphthyl)methyl]amino}cyclohexyl) 
-N4.N4-dimethvl-5.6.7.8-tetrahvdroauinazoline-2 4-diamine 


460 (M + H) 


3 


1331 


N2-(cis-4^[(5-methoxy-1H-indol-3-yl)methyl]amino}-cyclohexyl) 
-N4.N4-dimethy[-5,6.7.8-tetrahydroquinazoljne-2,4-dlamine 


449 (M + H) 


1 


1332 


N2-(cls-4-{[(2-methoxy-1-naphthyl)methyl]amlno}cyclohexyl) 
-N4,N4-dimethyl-5,6.7,8-tetrahydroqulnazoline-2,4-diamine 


460 (M + H) 


3 
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1333 


4-b^omo-2^[(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydro- 
qujnazolin-2-yl]amrno}cyclohexyl)amlno]methyl]- 

R_m Athn vim H An n 1 

u'lTieinDxy p n 6ri 0 f 


504 (M + H) 


3 


1334 


N2-{cjs-4-{[(5-bromo-1H-jndol-3-yl)methyl]amlno}cyclohexyl) 
-rvi4,rNi*f-aimeinyho,D, A,o-ieiranyaroquinazoline-2,4-^^ 


497 (M + H) 


3 


1335 


N2-{cls-4-[(2,4-dimethoxyben2yl)amino]cyclohexyl} 
-i>i4,N4-aimetnyh5,o,7,onetiBnyaroquinazoline*-2,4-diamme 


440 (M + H) 


3 


1336 


N4,N4-dimethyl-N2-{cis-4-[(2,3,4-trimethoxyben2yl)aminoJ- 
cycionexyi)-o,D,/,o*ieiranyaroquinazoiine-2,4'aiarnine 


470 (M + H) 


3 


1337 


4-{[(cis-4-tt4-(dimethylamino)-5,8,7,8-tetrahydroqujnazolin-2-yl] 
amlno}cyclohexyl)amino]methyl}-2,6-dimethoxyphenol 


456 (M + H) 


2 


1338 


N2-{cis-4<[(3-ethoxy-4-methoxybenzyl}amino]cyclohexyl} 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-diamlne 


454 (M + H) 


3 


1339 


N4.N4-dimethyl-N2-{cls-4-[(3-[4-(trifluoromethy()phenylJ-1H- 

pyrazol-4-yl}methyl)amlnoJcycIohexyl}- 

5 ,6 ,7, 8-tetrahydroquinazoline-2,4-diamine 


514 (M + H) 


3 


1340 


N4,N4-d^methyl-N2^cis-4-[(3,4.5-trimethoxybenzyl)amlno]- 
cyclohexyl}-5,6,7,8-tetrahydroquinazoline-2,4-dlamlne 


470 (M + H) 


3 


1341 


N4.N4-dimethyl-N2-{cls-4-[(pentamethy!ben2yl)amlno]- 
cycionexyi)-o,D,/,o*ieiranyaroquinazoiine-2,4-diamine 


450 (M + H) 


2 


1342 


N2-{cls-4-[(3,5-dlmethoxybenzyl)amino]cyclohexyl} 
-iN4,i\i4-aimeinyi-o,b,/,o-teiranyaroquina20Hne-2,4-diamm 


440 (M + H) 


2 


1343 


4-{[(cls-4-{[4-(dimethylamlno)-5,6,7,B-tetrahydroquinazorm-2-yl] 
amino}cyclohexyl)amino]methyl}-2-iodo-6-methoxyphenol 


552 (M + H) 


2 


1344 


4-{[(cls-4-{[4-(dlmethylamlno)-5.6,7,8-tetrahydroquinazolin-2-yl] 
amino|cycionexyi;aminojmetnyl}-2,D-dimetnylphenol 


424 {M + H) 


3 


1345 


N2-{cls-4-[(3-methoxyben2yl)amino]cyclohexyl}-N4,N4-dimethyl- 
o,D, f ,o-ieiranyaroquinazojine-^,4*aiarnine 


410 (M + H) 


3 


1346 


N2-{cis-4-[(3-bromo-4-fluorobenzyl)amino)cyclohexyl} 
-iN4,iN4<i imeiny i-o ,p , 7, o-tetranyaroqu 1 n azo 1 1 ne-2 , 4-aiam 


476 (M + H) 


3 


1347 


N4,N4-dlmethyl-N2^cis-4-[(3-phenylbutyl)aminolcyclohexyl}- 
6,6,7,8-tetrahydroqulna2oline-2,4-diamlne 


422 (M + H) 


3 


1348 


3-[(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqujna2olin-2-yl] 
amjno}cyclohexyl)amino]methyl}-6-methyl-4H-chromen-4-one 


462 (M + H) 


3 


1349 


6-chloro-3^[(c^s-4-{[4-(dimethylamlno)- 

5,6,7,8-tetrahydroquinazol(n-2-yl]amino}cyclohexyl)amlno] 

methyl}-7-methyl-4H-chromen-4-one 


496 (M + H) 


3 


1350 


3- {[(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)amlno]methyl}-6,8-dlmethyl-4H-chromen- 

4- one 


476 (M + H) 


2 


1361 


N2-(cls-4-{[2,5-dimethyl-1 -phenyM H-pyrrol-3-yl)methyl]amino} 

cyclohexyl)-N4,N4-dlmethyl-5,6,7,B-tetrahydroquinazollne- 

2,4-dlamlne 


473 (M + H) 


3 


1352 


N4.N4-dimethyl-N2^cls-4-[(2-phenylpropyl)amino]cyclohexyl}- 
5.6.7.8-tetrahydroquinazoiine-2,4-diamine 


408 (M + H) 


3 
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1353 


N2-(cjs-4-{[(2E)-2-benzylidenehepty!]amino}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquina20line-2,4-dlamine 


476 (M + H) 


3 


1354 


N2-(cis-4^[(2E)-3-(2-methoxyphenyl)prop-2-en-1-yl]amino} 
cyclohexyl)-N4,N4-dimethyl-5,6,7.84etrahydroqulnazollne- 
2,4-diamine 


436 (M + H) 


3 


1355 


6-chloro-3-{[(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquina20lln-2-yllamino}cyclohexyl)amino] 

methyl)-4H-chromen-4-one 


482 (M + H) 


3 


1356 


N2-[cis-4-({[5-(4-fluorophenyl)pyrldln-3-yl]methyl}-amino) 

cyclohexyl]-N4,N4-dimethyl-6,6,7.8-tetrahydroquinazollne- 

2,4-diamine 


475 (M + H) 


3 


1357 


ethyl 4,6-dichloro-3-{[(cis-4-{[4-{dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)amlno] 
methyl}-1 H-indole-2-carboxylate 


559 (M + H) 


1 


1358 


methyl 2-[(5-{[(cls-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amlno}cyclohexyl)amlno]- 
methyl}imjda2o-[2,1 -b][1 ,3]thlazol-6-yl)thlo]benzoate 


592 (M + H) 


3 


1359 


N2-[cls-4-({[3-(4-fluorophenyl)-1H-pyrazol-4-yl]methyI}amino) 
cyclohexyl]-N4,N4-dimethyl-5,6,7i8-tetrahydroqulnazollne- 

^,4-uiarTiine 


464 (M + H) 


1 


1360 


N4,N4-dlmethyl-N2-(cis-4-{[4-(methylthio)benzyllamlno}- 
cyCiOnexyi/'0,D, / ,o"teu^anyuroquinaioiine-^,H"uiamirie 


426 (M + H) 


3 


1361 


N4,N4-dlmethyl-N2^cis-4-[(1-naphthylmethyl)amino]- 

cyCiOnexyi)~0,D, / ,o*iBirttnyaroquiiiei^uiirie-^,H"Uieii inne 


430 (M + H) 


3 


1362 


4-{[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
am 1 n 0 jcyci 0 nexy 1 /am ino jmeiny 1-^ -m einoxy pn eno 1 


426 (M + H) 


3 


1363 


N2-{cis-4-[(3-chloro-4-fluorobenzyl)amlno]cyclohexyl} 

KM KIA /4imAth%«i R d 7 A-tAtrohuHrnm iino7nlina.9 ^.rliflmino 

-INH',iN'f-Qlm6inyi-o,o, / ,oneiranyuroquinazunrio-^,H-uieii iiirio 


432 (M + H) 


3 


1364 


N2-{cis-4-{[(2,6-dlmethoxybenzyl)amino]methyl}cyclohexyl) 

Kl>l KiA /4imatK%«l-C ft 7 Q-tatraKvirlmni iina7/il[nA«9 A«HIflmlnA 

-iN4,rN4*Qirn6inyi~o,o, / ,o~iBir anyuru^uina£uiiiiB*^|H*uicuiiiiiB 


454 (M + H) 


1 


1365 


N2-(cls-4-{[(2-ethoxybenzyl)amlno]methyl}cyclohexyl) 

KIA M>l_«4imAth\fl_R ft 7 A.tAtrahMHmni iina7/\lino-9 ^.Hiamino 

-i>i4,iN4*Qirri6inyi~0|0, # ,D*LBiranyui u^uinazwiiiic~c,H~uiaiiiiiie 


438 (M + H) 


2 


1366 


N2-(cls-4-{[(1H-indol-3-ylmethyl)amino]methyl}cyclohexyl) 
-N4,N4-dlmethyl-5,6,7,8-tetrahydroqulnazoline-2,4-dlamine 


433 (M + H) 


2 


1367 


N2-(cis-4-{[(2,6-dimethoxybenzyl)amino]methyl}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-dlamine 


454 (M + H) 


2 


1368 


N2-[cls-4-({[(4-methoxy-1-naphthyl)methyl]amlno]methyl)- 
cyclohexyl]-N4,N4-dlmethyl-5,6,7,8-tetrahydroqulnazollne- 
2,4-dlamlne 


474 (M + H) 


2 


1369 


N2-[cis-4-({[(5-methoxy-1H-lndol-3-yl)methyllamino)-methyl) 

cyclohexyl]-N4,N4-dimethyl-5,6,7.8-tetrahydro-qulnazoline- 

2,4-dlamine 


463 (M + H) 


1 


1370 


N2-[cis-4-({t(2-methoxy-1-naphthyl)methyQamlno}methyl)- 

cyclohexyl]-N4.N4-dimethyl-5,6,7.8-tetrahydro-qulnazoline- 

2,4-dlamlne 


474 (M + H) 


3 
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1371 


4-bromo-2-({[(cis-4-{[4-(dimethylamlno)- 

5,6,7,8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)methyl 

amlno}methyl)-6-methoxyphenol 


518 (M + H) 


2 


1372 


N2-[cis-4-({[(5-bromo-1H-lndol-3-yl)methyQanriino}methyl)- 

cyclohexyl]-N4,N4-dimethyl-5,6,7,8-tetrahydro-quinazollne- 

£,4-aiamin6 


511 (M + H) 


1 


1373 


N2-(cis-4-{[(2,4-dimethoxybenzyl)amino]methyl}cyclohexyl) 
N4,N4-aimetnyi-5,o,7,o-tctranydroquinazoiine-z,4-aiaiTiine 


464 (M + H) 


3 


1374 


N4,N4-dimethyl-N2-(cis-4-{[(2,3,4-trimethoxyben2yl)-amino] 
methyI}cyclohexyl)'5,6,7,8-tetrahydro-quinazonne-2,4-diamine 


484 (M + H) 


3 


1375 


4-({[(cls-4-{[4-{dlmethylamlno)-5,6»7,8-tetrahydroqulnazolln-2-yl] 
amino}cyciohexyl)methyqamino}methyO-2,6-dimethoxyphenol 


470 (M + H) 


3 


1376 


N2-{cls-4-{[(3-ethoxy-4H7iethoxybenzyl)amino]methyl)- 

cyclohexyl)-N4,N4-dlmethyl-5,6,7,8-tetrahydro-quinazoline- 

2,4-diamine 


468 (M + H) 


1 


1377 


N4,N4-dimethy!-N2-(cls-4-{[({3-[4-(trrfluoromethyl)phenyO-1H- 

pyrazol-4-yl}nnethyl)amino]methyl}cyctohexyl)- 

5,o,7,o-tetranydroquinazoiine-2,4-aiamine 


528 (M+H) 


2 


1378 


N4.N4-dlmethyl-N2-(cls-4-{[(3,4,5-trimethoxybenzyI)amino] 
methyl}cyclohexyl)-5,6,7,8-tetrahydroquinazonne-2,4-diamine 


484 (M + H) 


2 


1379 


N4,N4-dimethyl-N2-(cis-4-{[(pentamethylben2y!)amino]-methyl) 
cyclohexyl)-5,6,7,8-tetrahydroquinazoline-2,4-dlamlne 


464 (M + H) 


3 


1380 


N2-(cis-4-{[(3,5-dimethoxybenzyl)amino]nnethyl}cyclohexyl) 
-N4,N4<limetnyl-5|D,7,o-teTranyaroquinazoiine-2,4-diamine 


454 (M + H) 


2 


1381 


4-({[(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yI] 
amino}cyclohexyl)methyl]arnino}methyl)-2-lodo-6-methoxyphenol 


566 (M -f H) 


1 


1382 


4{([(cis-4-{[4-(dimethylamlno)-6,6,7,8-tetrahydroquina20lin-2-yl] 
amino}cyclohexyl)methyqamino}methyl)-2,6-dimethylphenol 


438 (M + H) 


2 


1383 


N2-(cis-4-{[(4-methoxybenzyl)amlno]methyl}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazollne-2,4-dlamlne 


424 (M + H) 


3 


1384 


N2-(cis-4-{[(2,3-dihydro- 1 ,4-benzodioxin-6-ylmethyl)amino] 

methyqcyclohexyl)-N4,N4-dimethyl- 

5,6,7.8-tetrahydroquinazotine-2,4-diamine 


452 (M + H) 


3 


1385 


N2-(cis-4-{[{3-bromoben2yl)amino]methyl}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroqujna2oline-2,4-diamine 


472 (M + H) 


3 


1386 


N2-(cjs-4-{[(5-bromo-2,4-dlmethoxybenzyl)amino]methyl)- 
cyclohexyl)-N4,N4-dlmethyl-5.6,7,8-tetrahydroquinazoline- 
2,4-diamjne 


532 (M + H) 


3 


1387 


N2-{cls-4-{[(5-bromo-2-methoxybenzyl)amlno]methyl}- 

cyclohexyl)-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline- 

2,4-diamlne 


502 (M + H) 


3 


1388 


3-ch(oro-4-({[(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cydohexyl)methyI] 

amtno}-methyl)phenol 


444 (M + H) 


2 


1389 


2({[(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl) 
animo}cyclohexyl)methyl]amino}methyi)benzonitrile 


419 (M + H) 


3 
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1390 


N2-(cis-4^[{3-chlo^oben2yl)an^lino]methyl}cyclohexyI) 

'iN4yiNH'uirnOiiiyi~0|W| / ,0 lcL^a^yuFD^UI^cl^Olf^C^^,H*UlCUlllllc 


428 (M + H) 


3 


1391 


N2-{cis-4-{[(4-chloroben2yl)amino]methyl}cyclohexyl) 

~iN*»,i>i*fnjime[nyi~0|D| t ,o*ieiranyQruquinazoiino"^,H'uiorninc 


428 (M + H) 


3 


1392 


N2-[cis-4-({[4-(dlethylarriino)benzyl]amlno}methyl)cyclohexyl] 
-N4,N4-dlmethyl-5,6,7,8-tetrahydroqulnazoline-2,4-cliamlne 


465 (M + H) 


2 


1393 


N2-[cls-4-({[4-(dimethylamino)benzyl]amino}methyl)-cyclohexyl] 
-N4.N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-diamine 


437 (M + H) 


3 


1394 


N2-[cis-4-({[(9-ethyl-9H-carbazol-3-yl)methyl]amino}-methyl) 

cyclohexyll-N4,N4-dimethyl-5,6,7,8-tetrahydro-quinazoline- 

2,4-dlamine 


511 (M + H) 


3 


1395 


N2-[cis-4-({[2-fluoro-5-(trifluoromethyl)benzyl]amino}-methyl) 
cyclohexyl]-N4,N4-dimethyl-5,6,7,8-tetrahydro-quinazoline- 

^,4*UlarTlin6 


480 (M + H) 


3 


1396 


4-({[(cls-4-{[4-{dlmethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
anii no/cyciu nexy i^m Biny 1 jorn 1 n o J 


410 (M + H) 


3 


1397 


[5({[(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
am 1 n o)cyc 1 o n exy 1/ rn el ny 1 J am 1 n 0) Ml 


414 (M + H) 


3 


1398 


N2-(cis-4-{[{4-isopropoxybenzyl)amino]methyl}cyclohexyl) 
•N4,N4-dimethyl-5,6,7,8'tetrahydroquinazoline-2,4-diamine 


452 (M + H) 


3 


1399 


N2-[cls-4-({[(5-ethyl-2-thlenyl)methyl]ainjno}methyl)-cyclohexy!] 
-ISi4,N4-dimethy!-5,6,7,8-tetrahydroquinazoline-2,4-diamlne 


428 (M + H) 


3 


1400 


N2-(cis-4^[(3,3-diphenylprop-2-en-1-yl)amino]methyl}- 

cyclohexyi)-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline- 

2,4-diamine 


496 (M + H) 


1 


1401 


4({[(cls-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolm-2-yl] 
amino}cyclohexyl)methyl]amlno}methyl)-2-ethoxyphenol 


454 (M + H) 


2 


1402 


N2-{cis-4-[({[4-(djmethylamino)-1-naphthyl]methyl}amlno)- 

methyl]cyclohexyl}-N4,N4-dimethyl-5,6.7,8-tetrBhydrD- 

quinazoline-2,4-diamine 


487 (M + H) 


2 


1403 


N4,N4-difTiethyl-N2-(cis-4-{[(2,4,6-trlmethoxyben2yl)-amlno] 
methyl}cyclohexyl)-5,6,7,8-tetrahydroquinazollne-2,4-dlamine 


484 (M + H) 


1 


1404 


2-bromo-4-chloro-6-({[(cis-4-{[4-(djmethylamino)- 
5,6,7>8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl]- 

£>nninnlimAthi/i\nhonnl 

cuTiinujmi?uiyi/pricrioi 


522 (M + H) 


2 


1405 


3-({[(cls-4-{[4-(dimethylamino)-6,6,7,8-tetrahydroquinazoljn-2-yl) 
amino}cyclohexyl)methyl]amino}methyObenzonltrile 


419 (M + H) 


3 


1406 


N2•(cls-4^[(2-fluoro-5-methoxybenzyl)amino]methyl}-cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-dlamine 


442 (M + H) 


3 


1407 


N4,N4-dlmethyl-N2-{cjs-4-[{{2-[(trifluoromethyl)thio]-benzyl} 

amino)methyl]cyclohexyl}-5,6,7.8-tetrahydro-quinazoline- 

2,4-diamine 


494 (M + H) 


3 


1408 


N2-(cis-4-{[(5-bromo-2-ethoxybenzyl)amino]methyl)-cyclohexyl) 
-N4,N4-dlmethyl-5,6,7,8-tetrahydroquinazotine-2,4-dlamine 


516 (M + H) 


3 
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1409 


N2-(cis-4^[(2,4-dimethoxy-3-methylbenzyl)amino]methyl}- 
cyc)ohexyl)-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline- 
£,<f-uiamine 


468 (M + H) 


3 


1410 


N4,N4-dlmethyl-N2-[cls-4-({[2-(trifluoromethoxy)benzyl]-amino} 
m9inyijcycionexyij-o,D,/ ,o-ieiranyaroq 


478 (M + H) 


3 


1411 


N2-(cis-4-{[(2,5-diethoxybenzyl)ammo]methyl}cycIohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-diamine 


482 (M + H) 


1 


1412 


N2-(cis-4-{[(2,4-diethoxybenzyl)amlno]methyI}cyclohexy!) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-diamjne 


482 (M + H) 


1 


1413 


N2-(cis-4^[(3,5-dibromo-2-methoxybenzyl)amlno]methyl}- 
cyclohexyl)-N4,N4-dimethyl-5,6,7.8-tetrahydroquinazollne- 
^,4-aiamine 


580 (M + H) 


1 


1414 


N2-[cis-4-{{[2-(difluoromethoxy)benzyl]amlno}methyl)-cyclohexyl] 
, N *t-u imetny i-D ,0 , / ,o-ieiranyaroq u 1 


460 (M + H) 


3 


1415 


N2-{cis-4-{[(5-fluoro-2-methoxybenzyl)amlno]methyl}-cyclohexyl) 
-i>i*f ,iN**<iimeinyro,o, f ,o-ieiranyur oq 


442 (M + H) 


3 


1416 


N4.N4-dimethyl-N2-(cis-4-{[(2,4,5-trlethoxybenzyl)amino]-methyl} 
cyclohexyl}-5,6,7,8-tetrahydroquinazoline-2,4-diamlne 


526 (M + H) 


1 


1417 


N4,N4-dimethyl-N2-(cis-4-{[(2,4,5-trimethoxybenzyl)amino]- 

MirB.jn.HHmiL jrtjiLi.jji-ljn-lrfc.-ri.i-n. jl\ C A O ^^^w^ jjhIm^m ■ i 1 A ^) ^_^Snw^imA 

metnyijcycionexyi;-o,o,A,o-i6imnyaroquinazoim 


484 (M + H) 


1 


1418 


N2-(cis-4-{[{2,3-dimethoxybenzyl)amino]methyI}cyclohexyl) 
-iN4 , In 4-a inrieiny i-ij ,o , / jO-ieiranyaroq u 1 nazo im 


454 (M + H) 


3 


1419 


N2-[cis-4-({[2-(allyloxy)benzyl]amino}methyl)cyclohexyll 
-N4,N4-dimethyl-5,6,7,8-tetrahydroqulnazoline-2,4-diamine 


450 (M + H) 


3 


1420 


N2-(cls-4-{[(1-benzothien-3-ylmethyl)amino]methyf}-cyclohexyl) 
-N4,N4-dlnnethyl-5,6,7,8-tetrahydroquina20llne-2,4-dlamine 


450 (M + H) 


3 


1421 


N4,N4-dimethyl-N2-[cis-4-({[(1 -methyl-l H-lndol-3-yl)methyl] 

amino}methyl)cyclohexyl]-5,6,7,8-tetrahydroquinazoline- 

£,4<iiamine 


447 (M + H) 


3 


1422 


N4,N4-dimethyl-N2-[cis-4-({[(5-methyl-2-thienyl)methyl]-amino) 
methyl)cyclohexyl]-5,6,7,8-tetrahydroquinazoline-2,4-diamlne 


414 (M + H) 


3 


1423 


N2-{cis-4-{[(mesitylmethyl)amino]methyl}cyclohexyl) 
.N4,N4-dimethyl-5,6,7,8-tetrahydroquinazollne-2,4-diamine 


436 (M + H) 


3 


1424 


N2-(cjs-4^[(1,3-benzodioxol-5-ylmethy^)amjno]methyl} 

cyclohexyl)-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline- 

^,4njiamine 


438 (M + H) 


3 


1425 


N4,N4-dlmethyl-N2-(cls-4-{[(3-thienylmethyl)amino]methyl} 
cycionexyi^~o,D,/ ,o-ieiranyuroquinazoiin 


400 (M + H) 


3 


1426 


N4,N4-dimethyl-N2-(cis-4-{[(3-methylbenzyl)amlno]methyl} 


408 (M + H) 


3 


1427 


N4,N4-dlmethyl-N2-(cjs-4-{[(2-methylbenzyl)amino]methyl} 
cyclohexyl)-5,6,7,8-tetrahydroquinazoline-2,4-diamine 


408 (M + H) 


3 


1428 


N4,N4-dimethyl-N2-(cjs-4-{[(4-methylbenzyI)amjno]methyl) 
cyclohexyl)-5,6.7,8-tetrahydroquinazoline-2,4-diamine 


408 (M + H) 


3 
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1429 


N2-(cis-4-{[(3,5-dichlorobenzyl)amino]methyl}cyclohexyl) 
.N4,N4-dlmethyl-5,6,7,8-tetrahydroquina2oline-2,4-diamine 


462 (M -1- H) 


3 


1430 


N2-[cls-4-({[(7-methoxy-1,3-benzodioxol-5-yl)methyl]amino} 

methyl)cyclohexyl]-N4,N4-dimethyl- 

5,6,7,8-tetrahydroquinazoline-2,4-djamine 


468 (M + H) 


2 


1431 


N2-(cis-4-{([{3-bromo-4,5-dimethoxybenzyl)amino]methyl}- 
cyclohexyl)-N4,N4-dlmethyl-5.6,7,8-tetrahydroquinazollne- 
2,4-djamine 


532 (M + H) 


3 


1432 


N2•(cis-4^[(4-methoxy-3-methylbenzyl)amino]methyl}- 
cyclohexyl)-N4,N4-dimethyK5,6,7,8-tetrahydroqulna2o!ine- 

2,4-diamine 


438 (M + H) 


3 


1433 


N2-{cis-4-{[(2-bromo-4,5-dlmethoxybenzyl)amino]methyl}- 
cycIohexyl)-N4,N4-dlmethyl-5,6,7,8-tetrahydroquinazoline- 
2,4-diamine 


532 (M + H) 


3 


1434 


N4,N4-dimethyl-N2-[cis-4-({[(2-methyl-5-phenyl-3-furyl)methyl] 

amlno}methyl)cyclohexyO-5,6,7,8-tetrahydroqulnazoline- 

2,4-djamlne 


474 (M + H) 


3 


1435 


N2-(cjs-4-{[(3,4-dimethoxyben2yl)amino]methyl}cyclohexyl) 
-N4,N4-dimethyi-5,6,7,8-tetmhydroquinazoline-2,4-diamine 


454 (M + H) 


3 


1436 


4-({[(cis-4-{[4-(dimethylamjno)-5,6,7,8-tetrahydroquinazonn-2-yl] 
amlno}cyclohexyl)methyl]amlno}methyl)-2-methy!phenol 


424 (M + H) 


2 


1437 


N2-(cis-4-{([(4-methoxy-2,5-dlmethylbenzyl)amjno]methyl} 
cyclohexyl)-N4.N4-dimethyl-5,6,7,8-tetrahydroquinazoline- 
2,4-dlamine 


452 (M + H) 


2 


1438 


2-({[(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyl]amino)methyl)-6-methoxyphenol 


440 (M + H) 


3 


1439 


N2-[cis-4-({[3-chloro-2-fluoro-5-{trrfluoromethyl)benzyl]-amjno} 

methyl)cyclohexy!]-N4,N4-dlmethyi- 

6,6,7»8-tetrahydroquinazollne-2,4-dlamjne 


614 (M + H) 


3 


1440 


N2-[cls-4-({[3-fluoro-5-(trifluoromethyl)ben2yl]amlno}-methyl) 

cyclohexyl]-N4,N4-dimethyl-5,67,8-tetrahydroquinazoline- 

2,4-diamine 


480 (M + H) 


3 


1441 


4- ({[(cis-4-{[4-{dimethylamino)-5,6,7»8-tetrahydroquinazolln-2-yl] 
amino}cyclohe}(yl)methyl]amino}methyl)-2-fluoro- 

5- methoxyphenol 


458 (M + H) 


2 


1442 


N2-(cis-4^[(2-fluoro-4,5-dlmethoxybenzyl)am{^o]methyl)- 

cyclohexyl)-N4,N4-dlmethyl-5,6,7,8-tetrahydroquinazollne- 

2,4-diamine 


472 (M + H) 


3 


1443 


N2-(cls-4-{[(2-ethylbenzyl)amino]methyl}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoljne-2,4-dlamine 


422 (M + H) 


3 


1444 


3-[[4-({[(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin- 

2-yi]amino}cyclohexyt)methyl]amino}methyl)phenyl](methyi) 

amino]propanenitrile 


476 (M + H) 


3 


1445 


N2-{cis-4-[({4-[(4-bromobenzyl)oxy]benzyl)amlno)methyl]- 
cyclohexyl}-N4,N4-dimethyl-5,6,7,8-tetrahydroqulnazoline- 

2,4-diamine 


578 (M + H) 


3 
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1446 


N2-(cis-4-{[(3,5-dibromo-2-ethoxybenzyl)amino]methyl}- 
cyclohexyl)-N4,N4-dlmethyl-5,6,7.8-tetrahydroqulnazoline- 

2,4-diamine 


594 (M + H) 


3 


1447 


N2-(cls-4-{[2-(4-bromophenyl)ethy!]amino}cyc!ohexyl) 
-N4,N4-djmethy!qulnoline-2,4-diamine 


467 (M + H) 


3 


1448 


N2-(cis-4-{[2-(3-ch!orophenyl)ethyl]amino}cyclohexyl) 
-N4,N4-dlmethylquinollne-2.4-diamine 


423 (M 4- H) 


- 


1449 


N2-(cis-4-{[2-(2-chlorophenoxy)ethyl]amino}cyclohexyl) 
-N4,N4-dimethylqulnoline-2,4-dlamlne 


439 (M + H) 


3 


1460 


N2-(cis-4-[(2-methoxy-2-phenylethyl)amlno]cyclohexyl} 
-N4,N4-dlmethylqulnollne-2,4-diamine 


419 (M + H) 


3 


1451 


N4,N4-Dimethyl-N2-[4-(pentamethylphenylmethyl-amlno)- 
cyclohexyl]quinoline-2,4-diamine 


445 (M + H) 


3 


1452 


N2-{cls-4-[(3-Gthoxyben2yl)amlno]cyclohexyl} 
-N4,N4-dimethylqulnollne-2,4-diamjne 


419 (M + H) 


3 


1453 


N2-(cls-4-{t(2S)-2,3-bis(benzy!o)cy)propyl]amino}cyclohexyl) 
-N4,N4-dlmethylqujnoline-2,4-dlamine 


539 (M + H) 


3 


1454 


N2-(cls-4-{[(3-methoxy-2-naphthyl)methyl]amlno)cyclohexyl) 
-N4,N4-dimethyIquino!ine-2,4-diamine 


455 (M + H) 


3 


1455 


3-[{2-[(cis-4-{[4-(dimethylamino)qulnoljn-2-yl]amino}cyclohexyl) 
amino]ethyi}(phenyl)amino]propanenitrile 


457 (M + H) 


2 


1456 


N-{(1 S)-1 -benzyl-2-[(cis-4-{[4-(dimethylamino)quinolin-2-yll 
amino}cyclohexyl)annino]ethyl}-4-methylbenzenesulfonamlde 


572 (M + H) 


3 


1457 


{2^[4-(4-Dimethylamino-quinolln-2-ylamino)-cyclohexylamino] 
methyl}-cyclohexyt)-phenyl-methanol 


487 (M + H) 


3 


1458 


N2-(ci8-4-{[2-(3,5-dlmethoxyphenyl)ethyl]amlno}cyclohexyl) 
-N4,N4-dimethylquinoline-2,4-diamine 


449 (M + H) 


3 


1459 


N4,N4-dimethyl-N2-(cis-4-{[2-(2-phenyl-1H-lndol-3-yl)ethyl] 
amino}cyclohexyl)qulnollne-2,4-dlamine 


504 (M + H) 


2 


1460 


N2-(cis-4-{[2,2-bls(4-chlorophenyl)ethyl]amlno}cyclohexyl) 
-N4,N4-dimethylquinollne-2,4-dlamine 


533 (M + H) 


3 


1461 


(3-{(1S)-2-[(cjs-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyl)amlno]-1-methylethyl}phenyl)-(phenyI)methanol 


509 (M + H) 


3 


1462 


N2-[cis-4-({[1-(diphenylmethyl)azetidjn-3-yl]methyl}amlno)- 
cyclohexyl]-N4,N4-dimethylquinoline-2,4-diamine 


520 (M 4- H) 


1 


1463 


N2-[cls-4-({[2-(4-bromophenyl)ethyl]amino}methyl)cyclohexyl] 
-N4,N4'dlmethylquinollne-2,4-dlamlne 


481 (M + H) 


3 


1464 


N2-[cls-4-({[4-(4-methoxyphenyObutyl]amlno}methyl)Kyclohexyl] 
-N4,N4-dimethylquinoline-2,4-diamlne 


461 (M + H) 


3 


1465 


N4,N4-dimethyl-N2-(cjs-4-{[(6-phenylhexyl)amino]methyl} 
cyclohexyl)quinoline-2,4-diamine 


459 (M + H) 


3 


1466 


N2-(cls-4-{[(2-mesitylethyl)amino]methyl}cyclohexyl) 
-N4,N4-dimethylquinoline-2,4-dlamine 


445 (M + H) 


3 


1467 


N4,N4-dimethyl-N2-{cls-4-{[(8-phenyloctyl)amino]methyl} 
cycIohexyl)qulnollne-2,4-diamine 


487(M + H) 


3 
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1468 


N2-[cis-4-({[2-(4-tert-butylphenyl)ethyllamlno}methyl)-cyclohexyl] 
.N4,N4'dimethyiquinoiine-2,4-aiam]ne 


459 (M + H) 


3 


1469 


N4,N4-dlmethyl-N2-{cis-4-{[(6-phenylpent-4-yn-1-yl)amino} 
methyl}cyclohexyl)quinollne-2,4-dlamine 


441 (M + H) 


3 


1470 


N2-[cls-4-({[2-(2-methoxyphenyl)ethyl]amlno)methyl)-cyclohexyl] 
-N4,N4-dimethylquino!ine-2,4-aiamine 


433 (M + H) 


3 


1471 


N4,N4-dimethyl-N2-(cis-4-{[(3-phenoxypropyI)amino]methyl} 
cyclohexyl)quinollne-2,4-diamine 


433 (M + H) 


3 


1472 


N4,N4-dimethyl-N2-(cls-4-{[(2,3,5.6-tetrafluorobenzyl)amlno] 
methyl}cyclohexyl)quinorme-2,4-diamine 


461 (M + H) 


3 


1473 


N2-(c^s-4^[(2,5-dichlorobenzyl)amino]methyl)cyclohexyl) 
-N4,N4-dimethylquinotine'2,4-diamine 


457 (M + H) 


3 


474 


N2-(cls-4-{[(5-chloro-2-methoxybenzyl)amino]methyl}-cyclohexyl) 
-N4,N4-dlmethylqulnollne-2,4-dlamlne 


453 (M + H) 


3 


1475 


N2-(cis-4-{[(4-chloro-2-methoxyben2yl)amino]methyl}-cyclohexyl) 
-N4,N4-dimethylquinoline-2,4-diamine 


453 (M + H) 


3 


1476 


N2-(cls-4^[(3-lodo-4-methylbenzyl)amlno]methyt}cyclohexyl) 
-N4,N4<iimethyiquinoline-2.4-diamine 


529 (M + H) 


3 


1477 


N2-[cis-4-({[(2S)-2-(dibenzylannlno)propyl]amino}methyl)- 
cyclohexyl]-N4,N4-dimethylquinollne-2,4-diamjne 


536 (M + H) 


3 


1478 


N4,N4-dimethyl-N2-[cis-4-({[(1-phenyl-5-propyl-1H-pyrazol-4-yl) 
methyl]amlno}methyl)cyclohexyl]quinoline-2,4-diamine 


497 (M + H) 


1 


1479 


N2-{cis-4-[({[1-(4-chlorophenyl)-5-propyl-1H-pyrazol-4-yl]methyl} 
amino)methyl]cyclohexyl}-N4,N4-dimethylquinoline-2,4-djamjne 


531 (M + H) 


1 


1480 


N4,N4-dimethyl-N2-[cls-4-({[4-(4-nitrophenyl)butyl]-amjno} 
methyl)cyclohexyl]qulnonne-2,4-diamine 


476 (M + H) 


3 


1481 


N2-(cls-4^[2-(4-bromophenyl)ethyl]amlno}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroqulnazollne-2,4-dlamine 


472 (M + H) 


3 


1482 


N2-(cls-44[2-(3-chlorophenyl)ethyl]amlno}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-diamlne 


428 (M + H) 


3 


1483 


N2^cls-4-[(2-methoxy-2-phenylethyl)amino]cyclohexyl} 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazollne-2,4-diamine 


424 (M + H) 


3 


1484 


N2-[4-(2-Methoxy-2-phenyl-ethylamino)-cyclohexyl] 
-N4,N4-dimethyl-6,6,7,8-tetrBhydro-qulnazoline-2,4-diamine 


424 (M + H) 


3 


1486 


N4,N4-Dimethyl-N2-[4-(pentamethylphenylmethyl-amino)- 
cyclohexyl]-5,6,7,8-tetrahydro-quinazoline-2,4-diamine 


450 (M + H) 


2 


1486 


N2-{cls-4-[(3-ethoxybenzyl)amino]cyclohexyl}-N4,N4-dimethyl- 
5,6,7,8-tetrahydroquinazoline-2,4-diamlne 


424 (M + H) 


3 


1487 


N2-(cis-4-{[(2S)-2,3-bls(benzyloxy)propyl)amino}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquina20line-2.4-diannine 


544 (M + H) 


3 


1488 


N2-(cls-4^[(3-methoxy-2-naphthyl)methyl]amlno)cyclohexyl) 
-N4.N4-dimethyl-5,6,7,8-tetrahydroqulnazollne-2,4-diamine 


460 (M + H) 


3 


1489 


3-[{2-[(cls-4^[4•(dimethylamino)-5,6,7,8-tetrahydroquinazolin- 

2'yqamino}cyclohexyl)amino]ethyl}(3'methylphenyl)-amino] 

propanenitrile 


476 (M + H) 


2 
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1490 


3-[{2-[(cis-4-{[4-{dimethylamlno)-5,6,7,8-tetrahydroquina2olin- 
2-yl]amino}cyclohexyl)amino]ethyl}(phenyl)arnino]-propanenltrile 


462 (M + H) 


1 


1491 


N-{(1 S)-1 -benzyl-2-[(cis-4-{[4-(dimethylamlno)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)amlno]ethyl)- 

4-methylbenzenesulfonamlde 


577 (M + H) 


1 


1492 


(2-{[4-(4-Dlmethylamino-5,6,7,8-tetrahydro-quina2olln- 

2-ylamino)-cyclohexytamino]-methyl}-cyclohexyl)-phenyl- 

methanol 


490 (M + H) 


3 


1493 


N2-{cls-4-{[2-(3,5-dimethoxyphenyl)ethyl]amino)cyclohexyl) 
-N4,N4-dimethyl-6,6,7,8-tetrahydroquinazoline-2,4-diamine 


464 (M + H) 


2 


1494 


N4,N4-dimethyl-N2-(cls-4-{[2-(2-phenyl-1H-lndol-3-yl)ethyl] 
amino}cyclohexyl)-5,6,7,8-tetrahydroquinazoline-2,4-diamine 


509 (M + H) 


3 


1495 


N2-(cis-4-{[2,2-bls(4-chlorophenyl)ethyl]amlno}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroqulna20line'2,4-diamlne 


538 (M + H) 


3 


1496 


(3-{(1S)-2-[(cjs-4-{[4-(dimethylamlno)- 
6,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)amino]- 
1 -methylethyl }phenyl)(phenyl)methanol 


512 (M + H) 


3 


1497 


N2-[cis-4-({[1-(dlphenylmethyl)azetldin-3-yl]methyl)amino)- 
cyclohexyl]-N4,N4-dlmethyl-5,6,7,8-tetrahydroquinazoline- 
2,4-aiamine 


526 (M + H) 


1 


1498 


N2-[cis-4-({[2-(4-bromophenyl)ethyl]amino}methyl)cyclohexyl] 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-dlamine 


486 (M + H) 


3 


1499 


N2-[cis-4-({[4-(4-methoxyphenyl)butyl]amjno}methyl)-cyclohexyl] 
-N4,N4-d!methyl-5,6,7,8-tetrahydroquinazoline-2,4-diamine 


466 (M + H) 


3 


1500 


N4,N4-dlmethyl-N2-(cls-4-{[(6-phenylhexyl)amlno]methyl}- 
cyclohexyl)-5,6,7,8-tetrahydroquina20line-2,4-diamlne 


464 (M + H) 


3 


1501 


N2-(cis-44[(2-mesltylethyl)amlno]methyI}cycIohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-diamine 


460 (M + H) 


3 


1502 


N4,N4-dlmethyl-N2-(cis-4-{[(8-phenyloctyl)amlno]methyl}- 
cyclohexyl)-5,6,7,8-tetrahydroqujnazollne-2,4-diamine 


492 (M + H) 


3 


1503 


N2-[cis-4-({[2-(4-tert-butylphenyl)ethyl]amino}methyl)-cyclohexyl] 
-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline-2,4-diamlne 


464 (M + H) 


3 


1504 


N2-[cls-4-({[2-(2-methoxyphenyl)ethyl]amino}methyl)-cyclohexyl) 
-N4,N4-aimetnyl-5,6,7,8-tetrahydroquinazoline-2,4-diamine 


438 (M + H) 


3 


1505 


N4,N4-dlmethyl-N2-(cls-4-{[(3-phenoxypropyl)amlno]-methyl} 
cycIohexyl)-5,6,7,8-tetrahydroqujnazoline-2,4-diamine 


438 (M + H) 


3 


1506 


N2-(cjs-4-{((5-ch!oro-2-methoxybenzyl)amino]methyl}-cyclohexyl) 
-N4,N4-aimetnyI-5,6,7,8-tetranydroquinazoline-2,4-diarTnne 


458 (M + H) 


3 


1507 


N2-(cis-4-{[(4-chloro-2-methoxyben2yl)amino]methyl}^yclohexy)) 
-rsl4,N4-dlmethyl-5,6,7,8-tetrahydroquina2oline-2,4-diamine 


468 (M + H) 


3 


1508 


N2-(cls-44[(3-iodo-4-methylbenzyl)amino]methyl}cyclohexyl) 
-N4,N4-dimethyl-5,6,7,8-tetrahydroqulna20line-2,4-diamine 


534 (M + H) 


3 


1509 


N2-[cis-4-({[(2S)-2-(djbenzylamino)propyl]annino}methyl)- 

cyclohexyl]-N4,N4-dimethyl-5,6,7,8-tetrahydroquinazoline- 

2,4-diamine 


641 (M + H) 


3 
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1510 


N4,N4-dimethyI-N2-[cis-4-({[(1 -phenyl-5-propyl-1 H-pyrazol-4-yl) 
methyl]amino}methyl)cyclohexyl]-5,6,7,8-tetrahydroquina20line- 

2,4-diamine 


502 (M + H) 


1 


1511 


N2-{cis-4-[{{[1 -(4-chlorophenyl)-5-propyl-1 H-pyrazol-4-yllmethyl} 
amino)methyl]cyclohexyI}-N4.N4-dlmethyl- 

C C 7 D ¥^t^f!xVs\trtrr^r^t iSnOVnlinA.? A-HlOminO 

o,b,/,o-iGiranyaiA)quinazoiine-^,**-aiamine 


536 (M + H) 


1 


1512 


N4.N4-dlmethyl-N2-[cls-4-({[4-(4-nitrophenyl)butyl]amino}- 
metnyijcyci0nexyij"O,o,f ,0"ieiranyai04uin<itu t,*t uiaimiic 


481 (M + H) 


3 


1513 


N2-(cls-4-{[2-(4-bromophenyl)ethyl]amino}cyclohexyl) 
-N4,N4-aiiTieinyipynmiaine-^,*f-aiamine 


418 (M + H) 


3 


1514 


N2-(cis-4-{[2-(3-chlorophenyl)ethyl]amino}cyclohexyl) 
-N 4 , N 4-(ciimetnyipyrimiaine-^ ,4-aiami n© 


374 M + H) 


3 


1515 


N2-(cls-44[2-(2-chlorophenoxy)ethyl]amlno}cyclohexyl) 
-N4,N4-dimetnyipyniTiiaine-^,4-aianriine 


390 (M + H) 


3 


1516 


N2-{cls-4-[(2-methoxy-2i3henylethyl)amlno]cyclohexyl} 
-N 4 , N 4<l im etny Ipy n ml al n e-^ , 4- a lam 1 n e 


370 (M + H) 


3 


1517 


N2-[4-(2-Metho)cy-2-phenyl-ethylamino)-cyclohexyl] 
-N4,N4-aiiTieinyrpyriiTiiaine-^,H-aiamine 


370 (M + H) 


3 


1518 


N2-(cis-4-{[2-(4-bromophenoxy)ethyl]amino}cyclohexyl) 
-N4,N4<iim©inyipynmiuine-fc,*f-uiarTiinB 


434 (M + H) 


3 


1519 


N4,N4-Dlmethyl-N2-[4-(pentamethylphenylmethyl-amino)- 
cyclohexyl]-pyrimldlns-2,4-diamin0 


396 (M + H) 


3 


1520 


N2-{cis-4-[(3-ethoxybenzyl)amino]cyclohexyl} 
-N4,N4-aimeinyipynmiQine-^;,*r-aiamine 


370 (M + H) 


3 


1521 


N2-(cls-4-{[(2S)-2,3-bis(benzyloxy)propyIlamlno}cyclohexyl) 
-N4,N4<limetnyipynmiaine-2,4-aiamine 


490 (M + H) 


3 


1522 


N2-(cis-4-{[(3-methoxy-2-naphthyl)methyl]amino}cyclohexyl) 
-N4,N4-diiTietnyipynmiaine-^,4-aiamine 


406 (M + H) 


3 


1523 


3-[{2-[(cls-4-{[4-(dimethylamino)pyrlmidin-2-yl]amlno}cyclohexyl) 
arninojetnyi](J-nrieinyipnenyij-amino]propaneniim 


422 (M + H) 


3 


1524 


3-[{2-[(cis-44[4-(dlmethylamino)pyrimidin-2-y!]amino}cyclohexyl) 
aminojetnyi)(pnenyi)am!nojpropaneniinie 


408 (M + H) 


3 


1525 


N2-[cjs-4-({[4-(4-methoxyphenyl)butyl]amlno}methyl)-cyclohexyl] 
-N4,N4-aim6iny ipynmiai n©-^,**-aiam In B 


412 (M+H) 


3 


1526 


N4,N4-dimethyl-N2-(cis-4-{[(6-phenylhexyl)amino]methyl} 
cyclonexyi;pynmiaine-^,4-aiamine 


410 (M + H) 


3 


1527 


N2-(cls-4-{[(2-mesitylethyl)amlno]methyl}cyclohexyl) 
-N4 , i>i4<i im Giny ipy n m 10 1 ne-^ , 4-a lam in e 


396 (M + H) 


3 


1528 


N4,N4-dimethyl-N2-(cis-4-{[(8-phenyloctyl)amino]methyl} 
cycIohexyl)pyrimidine-2,4-dlamine 


438 (M + H) 


3 


1529 


N2-[cis-4-({[2-(4-tert-butylphenyl)ethyllamlno)methyl)-cyclohexyl] 
«N4,N4<limethylpyrimjdine-2,4-diamine 


410 (M + H) 


3 


1530 


N4,N4-dimethyl-N2-(cis-4-{[(5-phenylpent-4-yn-1-yl)aminol 
methyl }cyclohexyl)pyiimidine-2,4-diamine 


392 (M + H) 


3 
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1531 


N2-[cis-4-({[2-(2-methoxyphenyl)ethyl]amino}methyl)-cyclohexyQ 
-N4,N4-QiiTiGiny!pynrniame-^,*f-uiamin 


384 (M + H) 


3 


1532 


N4,N4-dimethyl-N2-(cis-44[(3-phenoxypropyl)amino]-methyl} 
cycion9xyi)pynmiQino-^,*Huiamine 


384 (M + H) 


3 


1533 


N4,N4-dimethyl-N2-(cis-4-{[(2,3,5,6-tetrafluorobenzyl)amlno]- 
iTi8inyi]cycionexyiypyriiTiiaine-^,^^-aiamirie 


412 (M + H) 


3 


1534 


N2-(cis-4^[(2,5-dlchIorobenzyl)amlno]methyl}cyc!ohexyl) 
-N4,N4-Q lITieiny ipynmlOl ne-^,**-aiam 1 n e 


408 (M + H) 


3 


1535 


N2-(cis-44[(5-chloro-2-methoxybenzyl)amino]methyl}-cyclohexyl) 
-N4,N4-uiiTieinyipynrniaine-^,4-aiamine 


404 (M + H) 


3 


1536 


N2-{cis-4-{[(4-chloro-2-methoxybenzyl)aminolmethyl}-cyclohexyl) 
-N4,N4-airnetnyipynmiaine-^,4-aiamin© 


404 (M + H) 


3 


1537 


N2-(cis-4-{[(3-iodo-4-methylbenzyl)aminolmethyl}cyclohexyl) 
-N4 ,N4-u IIT1 einy ipy n ITI 1 u 1 n e-^ , 4- a lam 1 n e 


480 (M + H) 


3 


1538 


N2-[cis-4-({[(2S)-2-(dibenzylamino)propyl]amino}methyl)- 
cyclohexyl]-N4,N4-aimetnyipynmiaine-^,4-aiamine 


487 (M + H) 


3 


1539 


2-(benzyIoxy)ethyl(cis-4^[4-(dlmethylamino)qulnolin-2-yl]amino} 
cyclohexyl)carbamate 


463 (M + H) 


3 


1540 


2,2-dimethylpropyl(cls-4H[4-{dlmethylamino)quinolin-2-yl]amino)} 
cyclohexy l)ca rbam ate 


399 (M + H) 


3 


1541 


"[4-(4-Dimethylamino-quinoIin-2-ylamlno)-cycIohexyl]-carbamic 
acid 4,5-aimetnoxy-2-nitro-Denzyi esier 


524 (M + H) 


2 


1542 


3-(trifluoromethyl)phenyl(cis-4-{[4-(dimethylamino)quinolln-2-yll 
ami no}cyclohexyI)carbamate 


473 (M + H) 


3 


1543 


4-bromophenyl(cls-4-{[4-(dimethylamino)quinolin-2-yl)amino) 
cyclohexyi)carbamate 


483 (M + H) 


3 


1544 


2-methoxyphenyl(cis-4-{[4-(dimethylamlno)quinolln-2-yllamino} 
cyclohexyl)carbamate 


435 (M + H) 


3 


1545 


2-methoxyethyl(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino} 
cyctohexyl)carbamate 


387 (M + H) 


3 


1546 


octyl(cis-44[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl) 
carbamate 


441 (M + H) 


3 


1547 


ethyl (c^s-4^[4-(dimethyIamino)quinolin-2-yllamino}cyclohexyl) 
carbamate 


357 (M + H) 


3 


1548 


[4-(4-Dlmethylamlno-qulnolin-2-ylamino)-cyclohexyl]-carbamic 
acid 4-nitro-benzyl ester 


464 (M + H) 


3 


1549 


2-naphthyl(cls-4-{[4-(dlmethylamino)quinolin-2-yl]amino} 
cyclohexyl)carbamate 


455 (M + H) 


3 


1550 


allyl (cls-4-{[4-(dlmethylamino)quinolln-2-yl]amlno}cyclohexyl) 
carbamatG 


369 (M + H) 


3 


1551 


[4-(4-Dimethylamino-quinolin-2-ylamino)-cyclohexyI]- 
carbamlcacid benzyl ester 


419 (M + H) 


3 


1552 


phenyl (cis-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl) 
carbamate 


405 (M + H) 


3 
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ex. NO. 


coinpoiina name 


MS 


class 


1553 


(1 R,2S.5R)-2-lsopropyl-5-methylcyclohexyl (cis-4-{ 
[4-{aiiTietnyiaiTiino)quinoiin-^-yijamino;jcyc 


467 (M + H) 


3 


1554 


4-methylphenyl(cis-4-{[4-(dimethylamino)quinolln-2-yl]amlno} 
cyclohexyl)carbamate 


419 (M + H) 


3 


1555 


methyl(cis-4-{[4-(dimethylamlno)qulnolin-2-yllamlno}cyclohexyl) 
carbamate 


343 (M + H) 


3 


1556 


2-chlorobenzyl(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno} 
cyclohexyl)carbamate 


453 (M + H) 


3 


1557 


9H-fluoren-9-ylmethyl(cis-4-{[4-(dlmethylamino)quinolin-2-yl] 
amlno}cyclohexyl)carbaniate 


507 (M + H) 


3 


1558 


2,2,24richloroethyl(cls-4-{[4-(dimethylamino)quinolin-2-yllamlno} 
cyctohexyt)carbamate 


459 (M + H) 


3 


1559 


2-(benzyloxy)ethyl[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino} 
cyclohexyt)methyl]carbamate 


477 (M +H) 


3 


1560 


2,2-dimethylpropyl[(cls-4-{(4-(dimethylamino)quinolln-2-yl)amino) 
cycloh exy 1) methy l]carbamate 


413 (M + H) 


3 


1561 


4.5-dlrT^ethoxy-2-nitrobenzyl[(cis-4^[4-(dimethylamino)-quinolin- 
2-yl]amino}cyclohexyl)methyl]carbamate 


538 (M + H) 


3 


1562 


3-(trjfluoromethyl)phenyl[(cis-4-{[4-(dimethylarnlno)quinolin-2-yl] 
ami no}cyclo h exy l)m ethy l]carbamate 


487 (M + H) 


3 


1563 


4-bromophenyl((cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyl)methyl]carbamate 


497 (M + H) 


3 


1564 


2-methoxyphenyl((cls-4-{[4-(dimethylamino)quinolin-2-yl]amlno} 
cyclohexyl)methyl]carbamate 


449 (M + H) 


3 


1565 


2-methoxyethyl[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyctohexyt}methyllcarbamate 


401 (M + H) 


3 


1566 


octyl [(cis-4-(4-{[dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyl]carbamate 


455 (M + H) 


3 


1567 


ethyl [(cls-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl) 
methyl]carbamate 


371 (M + H) 


3 


1568 


4-nitroben2yl[(cis-4^[4-(dimethylamino)qulnolln-2-yl]amino} 
cyctohexyl)methyl]carbamate 


478 (M + H) 


3 


1569 


2-naphthyl[(cis-4-{[4-(dimethylamino)quinolin-2-ylJamino} 
cycloh exy l)methyl]carbamate 


469 (M + H) 


3 


1570 


allyl [(cis-4-{[4-(dimethylamino)quinoIjn-2-yOamlno}cyclohexyl) 
methyl]carbamate 


383 (M + H) 


3 


1571 


benzyl [(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amino}cyclohexyl) 
methyl]carbamate 


433 (M + H) 


3 


1572 


phenyl [(cis-4-{[4-(dlmethylamlno)qu(nolin-2-yllamlno)cyclohexyl) 
methyl]carbamate 


419 (M + H) 


3 


1573 


(1 R,2S,5R)-2-isopropyl-6-methylcyclohexyl [(cls-4-{ 

[4-(dlmethylamino)quinoIln-2-yl]amino}cyclohexyl)methyl]- 

carbamate 


481 (M + n) 




1574 


4-methylphenyI[(cis-4-{(4-(dimethylamino)qulnolin-2-yl]amlno} 
cyGlohexyi)methyl]carbamate 


433 (M + H) 


3 
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ex* riO, 


f^mBound name 


MS 


class 


1575 


methyl [(cls-4-{(4-(dimethylamino)quinolin-2-yllamino}cyclohexyl) 
rrieinyijCarDarnaiB 


357 (M + H) 


3 


1576 


2-chlorobenzyl[{cls-4-{[4-(climethylarnino)quinolin-2-yl]amino} 
cycion 6xy 1 ) meiny i jcaruaniaie 


467 (M + H) 


3 


1577 


9H-fluoren-9-ylmethyl[(cis-4-{[4-(dimethylamlno)quinolin-2-yl] 
aiTiinojcycionexy i^iTieiny ijuai uai i laixs 


521 (M + H) 


3 


1578 


2,2,2-trichloroethy![(cls-4-{[4-(dimethylamino)quinolin-2-yllamino} 
cycionexyi^iTieinyijcarDarnaie 


473 (M + H) 


3 


1579 


2-(benzyloxy)ethyl(cis-4-{[4-(dimethylamlno)- 
o,D,7,o-teiranyaroquinazuiin-£-yi]aminojcyuiunc^ 


468 (M + H) 


3 


1580 


2,2-dimethylpropyl(cis-4-{[4-(dimethylamlno)- 
5,6,7, o-iGiranyoroquinazoiin-^-yijamino/uyc 


404 (M + H) 


3 


1581 


[4-(4-Dlmethylamino-5,6,7,8-tetrahydro-qujnazolin-2-ylamino)- 

cyCi0n8XyiJ*canjaiTiiC aciQ *t,o-airTioiiiUAy-fc iimu ijxsn£.jt 9oi«#i 


529 (M + H) 


2 


1582 


3-(trifluoromethyl)phenyl(cis-44[4-(dlmethylamino)- 
5,6,7, o-i0iranyaroquinazoiin-c-yijamino/c^ 


478 (M + H) 


3 


1583 


4-bromophenyl(cls-4-{[4-(dimethylamlno)- 
5 , 6 ,7, o-tairany oro q u 1 n eizo 1 in -t "y ij BuTi inu J 


488 (M + H) 


3 


1584 


2-methoxyphenyl(cls-4-{[4-(dlmethylamino)- 
5 , D , 7 , 0 -16 trany u ro q u 1 n azo 1 In -y ij am 1 no 


440 (M + H) 


3 


1585 


2-methoxyethyl(cis-4-{[4-(dimethylamino)- 
5,D,7,o-ietranyaroquinazoiin-c-yijcuTiinu|c^ 


392 (M + H) 


3 


1586 


octyl {cis-4-{[4-(dimethylamino)-5.6.7,8-tetrahydroquinazolln-2-yl] 
aminojcycionexyijcarDamaie 


446 (M + H) 


3 


1587 


ethyl (cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
ami nojcycionexy ijcarDamaie 


362 (M + H) 


3 


1588 


4-nitrobenzyl(cjs-4-{[4-(dimethylamino)- 
o,o,7,o-ieiranyaroquinazoi»n-^-yijamino/t»yuiuiiB^ 


469 (M + H) 


3 


1589 


2-naphthyl(cls-4-{[4-(dlmethylamino)- 

5 , 6 , 7 , o-ietrany u ro q u inazo 1 In -£-y 1 J am 1 no/cyuione Ay ^ 


460 (M + H) 


3 


1590 


ally! (cis-4-{[4-(dlmethylamlno)-5.6,7,8-tetrahydroquinazolln-2-yl] 
ami no}cyclohexy l)carbamate 


374 (M + H) 


3 


1591 


benzyl (cls-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulnazolln- 
2-yl]amlno}cyclohexyl)carbamate 


424 (M + H) 


3 


1592 


phenyl (cls-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulnazolln- 
2-yl]amlno}cyclohexyl)carbamate 


410 (M + H) 


3 


1593 


(2S,5R)-2-isopropyl-5-methylcyclohexyl (cis-4-{ 
[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazoljn-2-yl]amlno} 

cycionexy i ;ca ruam aie 


472 (M + H) 


3 


1594 


4-methylphenyl (cis-4-{[4-(dlmethylamjno)- 
5,6,7,8-tetrahydroqulnazoljn-2-yl]amino}cyclohexyl)carbamate 


424 (M + H) 


3 


1595 


methyl (cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulna2olin- 
2'yl]amlno}cyctohexyl)cait}amate 


348 (M + H) 


3 


1596 


2-chlorobenzyl (cls-4-{[4-(dimethylamino)- 
5.6,7,8-tetrahydroqulnazolln-2-yl]amlno}cyclohexyl)carbamate 


458 (M + H) 


3 
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Ex. No. 


compound name 


MS 


class 


1597 


9H-fluoren-9-ylmethyl(cls-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]aminolcyclohexyl)carbamate 


512 (M + H) 


3 


1598 


2,2,2-tiichloroethyl(cls-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqulnazolln-2-yl]amlno}cycIohexyl)carbamate 


464 (M + H) 


3 


1599 


2-(benzyloxy)ethyl [(cls-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl] 

carbamate 


482 (M + H) 


3 


1600 


2,2-dimethylpropyl[(cis-4-{[4-(dimethyiamino)- 

5,6.7,8-tetrahydroquinazolin-2-yOamino}cyclohexyl)methyl] 

carbamate 


418 (M + H) 


3 


1601 


4,5-dimethoxy-2-nitrobenzyl[(cis-4^[4-(dimethylamino)- 

5,67,8-tetrahydroquinazolln-2-yl]amino}cyclohexyl)methyl] 

carbamate 


543 (M + H) 


3 


1602 


3-(trifluoromethyl)phenyl[(cls-4-{[4-(dlmethylamlno)- 

5,6,7.8-tetrahydroquinazolin-2-yl]amino}cyclohexy!)methyl] 

carbamate 


492 (M + H) 


3 


1603 


4-bromophenyl[(cls-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroquina2olin-2-yl]amino}cyclohexyl)methyl] 

carbamate 


502 (M + H) 


3 


1604 


2-methoxyphenyl[(cis-4-{[4-{dimethylamino)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl] 

carbamate 


454 (M + H) 


3 


1605 


2-methoxyethyl[(cis-4-{[4-(dimethylamlno)- 

5,6,7,8-tetrahydroquinazolin-2-yOamino}cyclohexyl)methyl] 

carbamate 


406 (M + H) 


3 


1606 


octyl [(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolln- 
2-y[]amino}cyclohexyl)methyl]carbamate 


460 (M + H) 


3 


1607 


ethyl [(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin- 
2-yllamino}cyc!ohexyl)methyl]carbamate 


376 (M + H) 


3 


1608 


[4-(4-Dimethylamino-5,6,7,8-tetrahydro-quinazolln-2-ylamino)- 
cyclohexylmethyl]-carbamic acid 4-nltro-benzyl ester 


483 (M + H) 


3 


1609 


2-naphthyl[(cls-4-{[4-(dlmethyIamlno)- 

5,6,7,8-tetrahydroquinazolin-2-yllamrno}cyclohexyl)methyl] 

carbamate 


474 (M + H) 


3 


1610 


ally! [(cls-44[4-(dimethylamlno)-5,6.7.8-tetrahydroquina2onn-2-yIl 
amino}cyclohexyl)methyl]carbamate 


388 (M + H) 


3 


1611 


[4-(4-Dlmethylamjno-5,6,7,8-tetrahydro-qujna20lin-2-ylamino)- 
cyclohexylmethyl]-carbamlc acid benzyl ester 


438 (M + H) 


3 


1612 


phenyl [(cls-4-{[4-(dimethylamlno)-5,6J,8-tetrahydroqulnazolin- 
2-yl]amlno}cyclohexyl)methyl]carbamate 


424 (M + H) 


3 


1613 


(2S.5R)-2-isopropyl-5-methylcyclohexyl[(cis-4-{ 

[4-{dimethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl]amlno) 

cyclohexyl)methyl]carbamate 


486 (M + H) 


3 


1614 


4-methylphenyl[(cis-4-{[4-(dimethylamlno)- 

5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cyclohexyl)methyl] 

carbamate 


438 (M + H) 


3 
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Ex. No. 


compound name 


MS 


class 


1615 


methyl [(cls-4-{[4-(djmethylamlno)-5,6,7,8-tetrahydroquina2olln- 
2-yI)amino}cyclohexyl)methyl]carbamate 


n^fs /KJ i_iv 

362 (M + H) 


o 
o 


1616 


2-chlorobenzyl[(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amlno}cyclohexyl)methyl] 

carbamate 


472 (M + H) 


3 


1617 


9H-fluoren-9-ylmethyl[(cls-4-{[4-(dimethylamlno)- 
5,6.7,8-tetrahydroquinazolin-2-yl]amlno)cyclohexyl)methyll 

carbamate 


526 (M + H) 


3 


1618 


2,2,2 trichloroethyl[(cis-4-{[4-(dimethylamlno)- 

5,6,7,8-tetrahydroquinazoIin-2-yl]amino}cyclohexyl)methyl] 

carDamaie 


478 (M + H) 


o 
O 


1619 


2-(benzyloxy)ethyl(cis-4-{[4-(dimethylamino)pyrimidin-2-yl] 
amino]cycionexyi;caruarndie 


414 (M + H) 


3 


1620 


2,2-dimethylpropyl(cls-4-{[4-(dlmethyIamlno)pyrimldln-2-yl] 
am 1 nojcycion exy 1 /caroam aiB 


350 (M + H) 


3 


1621 


[4-(4-Dimethylamino-pyrimidln-2-ylamino)-cyclohexyl]-carbamic 
aciu 4,0"QimeinuAy^ iuiiu''ijeMcyi coici 


475 (M + H) 


3 


1622 


3-(trlfluoromethyl)phenyI(cis-4-{[4-(dimethylamino)pyrimidln-2-yl] 
aminojcycionexyi /caruarnaie 


424 (M + H) 


3 


1623 


4-bromophenyl(cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]amlno} 
cycion 9Xy i;Ca rDam aie 


434 (M + H) 


3 


1624 


2-methoxyphenyl(cis-4-{I4-(dlmethylamino)pyrlmidin-2-yl]ammo)} 
cycionexyi^carDamaie 


386 (M + H) 


3 


1625 


2-methoxyethyl(cis-4-{(4-(dlmethylamino)pyrimidin-2-yl]amlno} 
cyclohexyl)carbamate 


338 (M+H) 


3 


1626 


octyl (cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
carbamate 


392 (M + H) 


3 


1627 


ethyl (cis-4^[4-(dlmethylam}no)py^imidi^-2-yl]amlno}cyclohexyl) 
carDamaie 


308 (M + H) 


3 


1628 


4-nltrobenzyl (cis-4^[4-(dimethylamino)pyrlmldin-2-y!lamino} 
cy CIO n exy 1 ;ca luam axe 


415 (M + H) 


3 


1629 


2-naphthyl(cis-4-{[4-(dlmethylamino)pyrimldln-2-yl]amino} 
cycionexyi ^caruamaie 


406 (M + H) 


3 


1630 


ally] (cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl) 
carbamate 


320 (M+H) 


3 


1631 


benzyl (cls-4-{[4-(dlmethylamino)pyrimidin-2-yl]amlno}cyclohexyl) 
carbamate 


370 (M + H) 


3 


1632 


phenyl(cis-4-{[4-(dimethylamino)pyrlmidln-2-yl]amlno}cyclohexyl) 
carbamate 


356 (M + H) 


3 


1633 


(2S,5R)-2-lsopropyl-5-methylcyclohexyl (cis-4"{ 
[4-(dlmethylamjno)pyr{midin-2-yl]amino}cyclohexyl)carbamate 


418 (M + H) 


3 


1634 


4-methylphenyl (cis-4-{[4-(djmethylamino)pyrlmidjn-2-yl]amlno} 
cyclohexyl)carbamate 


370 (M + H) 


3 


1635 


methyl (cls-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexy!) 
carbamate 


294 (M + H) 


3 
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CX. NO. 


compound name 


MS 


class 


1636 


2-chlorobenzyl(cls-4-{(4-(dimethylamino)pyrlmldin-2-yl]amino 
cyclohexyi)carbamate 


404 (M + H) 


3 


1637 


9H-fluoren-9-ylmethyl(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl] 
amino}cyclohexyl)carbaniate 


458 (M + H) 


3 


1638 


2,2,2-tiichloroethyl(cls-4-{[4-(dimethylamino)pyrlmidln-2-yl] 
ami n o}cyclo hexy l)carbamate 


410 (M + H) 


3 


1639 


2-(benzyloxy)ethyl[(cis-4-{[4-(dimethylamino)pyrimjdin-2-yl] 
amlno}cyclohexyl)methyt]carbamate 


428 (M + H) 


3 


1640 


2,2-dlmethylpropyl[(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl] 
ammo}cyc!ohexyl)methyl]carDamate 


364 (M + H) 


3 


1641 


4,5-dlmethoxy-2-nltrobenzyl[(cis-4-{[4-(dimethylamino)-pyrlmidin- 
2-yl]amino}cyciohexyl)methyl]carbamate 


489 (M + H) 


3 


1642 


3-(trifIuoromethyi)phenyl[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl] 
amino}cyclohexyl)methyi]carbamate 


438 (M + H) 


3 


1643 


4-bromophenyl[(cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino} 
cyclohexyl)methyt]carbamate 


448 (M + H) 


3 


1644 


2-methoxyphenyl[(cis-4*{[4-(dimethytamino)pyrimidin-2-yi]amjno} 
cyclohexyl)methyl]carbamate 


400 (M + H) 


3 


1645 


2-methoxyethyl[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino} 
cyclohexyl)methyl]carbamate 


352 (M + H) 


3 


1646 


octyl [(cls-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyi) 
methyljcarbamate 


406 (M + H) 


3 


1647 


ethyl [(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyciohexyl) 
methyi]carbamate 


322 (M + H) 


3 


1648 


[4-(4-Dlmethylamino-pyrimldin-2-ylamino)-cyclohexylmethyl]- 
carbamic acid 4-nitro-benzyl ester 


429 (M + H) 


3 


1649 


2-naphthyl[(cis-4-{[4-(dimethylamino)pyrimidin-2-ylJamino} 
cyclohexyl)methyl]carbamate 


420 (M + H) 


3 


1650 


allyl [(cis-4-{[4-{dimethylamino)pyrlmidin-2-yl]amino}cyclohexyl) 
methyt]carbamate 


334 (M + H) 


3 


1651 


[4-(4-Dlmethylamino-pyrimidin-2-ylamino)-cyclohexytmethyl]- 
carbamic acid benzyl ester 


384 (M + H) 


3 


1652 


phenyl [(cis-4^[4-(dimethylamlno)pyrimid^n■2■yOamino} 
cyclohexyl)methyl]carbamate 


370 (M + H) 


3 


1653 


(2S,5R)-2-isopropyl-5-methylcyclohexyl [(cis-4-{ 

[4-(dlmethylamino)pyrlmidln-2-yl]amlno}cyclohexyl)methyl]- 

carbamate 


432 (M + H) 


3 


1654 


4-methylphenyl [(cls-4-{[4-(dimethylamino)pyrlmldin-2-yl]amlno} 
cyclohexyl)methyl]carbamate 


384 (M + H) 


3 


1655 


methyl [(cls-44[4-(dimethylamlno)pyrimldln-2-yl]amino} 
cyc(ohexyl)methyl]carbamate 


308 (M + H) 


3 


1656 


2-chlorobenzyl [(cls-4-{[4-(dimethylamlno)pyrimidln-2-yl]amino} 
cyclohexyl)methyl]carbamate 


418 (M + H) 


3 


1657 


9H-fluoren-9-ylmethyl [(cis-4^[4-(dimethylamino)pyrimldin-2-yl] 
amlno}cyclohexyl)methyl]carbamate 


472 (M + H) 


3 
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Ex. No. 


compound name 


MS 


class 


1658 


2,2 ,2-trichIoroethyl [(cls-4-{[4-(dimethylamlno)pyrlmidln-2-yll 
amino}cyclohexyl)methyl]carbamate 


424 (M + H) 


3 


1659 


N-(2-chlorophenyl)-N'-(cls-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino)cyctohexyl)urea 


443 (M + H) 


3 


1660 


N-(cis-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroquina20lin-2-yl] 
amino}cyclohexyl)-N'-(2,6-dimethylphenyl)urea 


437 (M + H) 


3 


1661 


N-(2,4-difluorophenyl)-N*-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urea 


445 (M + H) 


3 


1662 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yll 
amlno}cyclohexyl)-N'-(2-ethyl-6-methylphenyl)urea 


451 (M + H) 


1 


1663 


ethyl N-{[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydro-quinazolin- 
2-yQamino}cyclohexyl)amino]carbonyl}leucinate 


475 (M + H) 


3 


1664 


N-(cis-4-{[4-(dimethylamino)-5,67.8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-N'-(4-fluorophenyl)urea 


427 (M + H) 


2 


1665 


N-(cls-4-{[4-(dimethyIamino)-5,6,7,8-tetrahydroquinazolin-2-yll 
amlno}cyclohexyl)-N'-[4-(methylthio)phenyl]urea 


455 (M + H) 


3 


1666 


N-(cis-4-{[4-(dlnnethylamino)-5,6,7,8-tetrahydroqulna2olln-2-yl] 
amino}cyclohexyl)-N'-[2-(tnfluoromethyl)phenyQurea 


477 (M + H) 


3 


1667 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino)cyclohexyl)-N'-mesitylurea 


451 (M + H) 


1 


1668 


N-(cjs-44[4-(dimethylamino)-5,6,7,8-tetrahydroquina2olin-2-yI] 

amino}cyclohexyl)-N'-(2-methylphenyl)urea 


423 (M + H) 


3 


1669 


N-{cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-N'-(2,4,6-trichlorophenyl)urea 


511 (M + H) 


2 


1670 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-N'-(2,4,6-tribromophenyl)urea 


642 (M + H) 


1 


1671 


N-(2,4-dibromo-6-fluorophenyl)-N'-{cis-4-{[4-(dimethylannino)- 
5,6,7,8-tetrahydroqujna20lin-2-yl]amino}cyclohexyl)urea 


583 (M + H) 


2 


1672 


N-(2,6-dlethylphenyl)-N'-(cis-4-{[4-{dimethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urea 


465 (M+ H) 


1 


1673 


N-(2-chlorD-6-(trifluoromethyl)phenyl)-N'-(cls-4-[4-(dimethyl 
{amino)-5,6,7,8-tetrahydroquinazoiin-2-yt]amino-}cyctohexyl)urea 


511 (M + H) 


3 


1674 


N-{2-chloro-6-methylphenyl)-N'-(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyc(ohexyl)urea 


457 (M + H) 


3 


1675 


N-{2-chlo^obenzyl)-N•-(cis-4^[4-(dimethylamino)- 
5,6,7>8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urea 


457 (M + H) 


2 


1676 


N-{cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroqujna20lln-2-yl] 
amlno}cyclohexyl)-N*-(2-ethyl-6-isopropylphenyl)urea 


479 (M + H) 


2 


1677 


N-(cls-4^[4-(dimethylamino)-5,6,7,8-tetrahyd^oqulna20lin-2-yl) 
amino}cyclohexyl)-N'-(2-ethylphenyl)urea 


437 (M + H) 


2 


1678 


N-(cls-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-N'-(2-iodophenyl)urea 


535 (M + H) 


3 


1679 


N-(cls-4^[4-(d^methylamino)-5,6,7,8-tetrahyd^oqulnazolin-2-yl] 
amino}cyclohexyl)-N'-(2Hsopropyl-6-methylphenyl)urea 


465 (M + H) 


2 
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1680 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yll 
amino]cycionexyi;-rM -(<i-isopropyipnenyi^urea 


451 (M + H) 


3 


1681 


N-(cls-4^[4-(dimethylamlno)-5,6,7,8-tetrahyclroquinazolin-2-yll 
aminOjCyciOnGxyi^'-iN -^^-meinyi-o-niiropnenyi^urea 


468 (M + H) 


3 


1682 


N-(cjs-4^[4-(dlmethylam}no)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amino)cyclonexyi)-N -(2-propyipnenyi;urea 


451 (M + H) 


3 


1683 


N-(2-tert-butyl-6-methylphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
o ,0 ,/,o-teiranyaro q ui nazo 1 1 n -<i -y I J am In o)cycio 


479 (M + H) 


2 


1684 


N-(2-tert-butylphenyl)-N'-(cis-4-{[4-(dlmethylamino)- 
5 , 6 , 7 , o-tet rany □ ro q u 1 n az 0 11 n -<i -y ij aril 1 no)cy CIO n ex^ 


465 (M+H) 


3 


1685 


N-(3-chloro-2-methylphenyl)-N'-(cls-4-{[4-(dimethylamlno)- 
o,D,7,o-tetranyuroquinazonn-z-yijaminojcycionexyi}u 


457 (M + H) 


3 


1686 


N-(4-bromo-2.6-difluorophenyl)-N'-(cis-4-{[4-(dimethylamlno)- 
o,o,7,o-i6tranyaroquinazoiin-^-yijamino)cycionexyi^u 


523 (M + H) 


3 


1687 


N-[4-chloro-2-(trifluoromethyl)phenyl]-N'-(cis-4-{[4-(dinnethyl- 
aiTiino)-o,D,7,o-ieiranyuroquinazoiin-£-yijamino)cyci^ 


511 (M + H) 


3 


1688 


N-(4-cyanophenyl)-N*-(cls-4-{[4-(dimethylamlno)- 
5,6,7,B-tetranydroquinazoiin-z-yijamino)cycionexyi;urBa 


434 (M + H) 


3 


1689 


N-(cis-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-N'-(diphenylmethyl)urea 


499 (M -1- H) 


1 


1690 


N-(4-bromo-2,6-dlmethylphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,o,7,o-tetranyaroquinazoiin-z-yi)aminojc^cio 


515 (M + H) 


1 


1691 


N-(cls-4^[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino)cyclonexyi)-N -(3-rnetnyi-o-pnenyiisoxazoi-*f-yj;urea 


490 (M + H) 


1 


1692 


N-{cis-4^[4-(dimethylam^no)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno)cyciohexyl)-N -[5-metnyi-z-(trtiiuoromeinyi)-o-Tijryij-u rea 


481 (M + H) 


3 


1693 


N-(2-bromophenyI)-N'-(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetranyaroqumazolin-2-yijamino)cycionexyi;urea 


487 (M + H) 


3 


1694 


N-biphenyl-2-yl-N'-(cis-4-{[4-(dlmethylamlno)- 
5,6,7,8-tetranyaroquinazonn-z-yijarTiino}cycionexyi;ure 


485 (M + H) 


3 


1695 


N-butyl-N'-(cls-4-{[4-(dlmethylamlno)- 
5,6,7,8-tetrahydroquina20lin-2-yl]annino}cyclohexyl)urea 


389 (M -1- H) 


3 


1696 


N-(cis-4^[4-(dimethylamino)-5,6,7,B-tetrahyd^oqul^azolln-2-yl] 
amlno}cyclohexyl)-N'-(2,3-dlmethylphenyl)urea 


437 (M + H) 


3 


1697 


ethyl 3-({[(cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydro- 

quinazo!in-2-yl]amino}cyclohexyl)amlno]carbonyl}amino)- 

benzoate 


481 (M + H) 


3 


1698 


N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-N'-[1 -(3-isopropenylphenyl)-1 -methyl-ethyl]- 

ui ca 


491 (M + H) 


3 


1699 


methyl N-{[{cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydro- 
qulnazolln-2-yl]amfno}cyclohexyl)amlno]carbonyl}methlonlnate 


479 (M + H) 


3 


1700 


N-(cls-4-{[4-(dimethylamlno)-5,6,7.8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-N'-1 -naphthylurea 


459 (M + H) 


2 
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1701 


N-(cls-4^[4-(dimethylamjno)-5,6,7.8-tet^ahydroquinazolln-2-yl] 

flminnlr\/rlnhpyvh-N'>rfPSV2-DhenvlCVClODrODVl1ur6a 


449 (M + H) 


3 


1702 


N-(cls-4^[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolin-2-yl] 


501 (M + H) 


3 


1703 


^J-(cis-4^[4-(dimethylamino)-6,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-N'-pentylurea 


403 (M + H) 


3 


1704 


N-(cls-4H[4-(dlmethylannino)-5,6,7,8-tetrahydroqulna2olln-2-yl] 
amlno}cyclohexyl)-N'-[1 -(1 -naphthyl)ethyl]urea 


487 (M + H) 


1 


1705 


methyl N-{[(cis-4-{[4-(dimethylamino)-5.6,7,8-tetrahydro- 
qulnazolin-2-yllamino}cyclohexyl)amlno]carbonyl }- 
pnGnyiaianinaie 


495 (M + H) 


3 


1706 


N-(cis-44[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 

AWMtnMlM#MlAliai/t«l\-M*_/i -nhanulAthul^i iron 
arninOjCSycionexyi^-iN -pnenyieinyi^uiea 


437 (M + H) 


3 


1707 


1[4-(4-Dlmethylamino-5,6,7,8-tetrahydro-quinazolin-2-ylamino)- 
cycionexyij-o-p -pnenyi-einyi^-ui ea 


437 (M + H) 


3 


1708 


N-(cls-4^[4-(dimethylamlno)-5,6,7,8-tetrahyd^oqu^nazolin-2-yl] 

aminOjCyCIOnexy 1^*IN -\£tOtO ,0*ieu awuui upi ici ly ui 


545 (M + H) 


3 


1709 


N-(2,4-dibromophenyl)-N'-{cis-4-{[4-(dlmethyIam!no)- 

0,D, f ,0-l6ir anyuroquiiicl^UMil'fc yijaiim iw/t»yt»iwi icAy lyuicQ 


565 (M + H) 


2 


1710 


N-(2,4-dlchlorobenzyl)-N'-(cis-4-{[4-(dlmethyIamino)- 

c e 7 Q tAtrohwHmm iina7nlin-S>-vn;4minnlr'\/p|{^hexvnur6a 
0,0,r ,0"ieiranyaroquinel^Oilii"*l yijai i in lujk^yt-iui ica/ lyui CO 


491 (M + H) 


2 


1711 


N-(2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
0|U, / lO'tBiranyoroquinazoiM yijcii 1 III lu/uywiui lOAy i/uica 


469 (M + H) 


2 


1712 


N-(cis-44[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl] 
amlno}cycionexyi;*N -(z-einoxypnenyi;urea 


453 (M + H) 


2 


1713 


N-(cls-4^[4-{dimethylamino)-6,6,7.8-tetrahydroqu^nazolln-2-yl] 
arninojcycionexyi/'iM -^^-iiuoroDenzyi;uiea 


441 (M + H) 


2 


1714 


N-(cis-4-{[4-(dimethylamlno)-6,6,7,8-tetrahydroquinazorm-2-yll 
amino)cycion©xyi/-rM -^c"i7ieinyi-*f*nurupneMyi;uiea 


468 (M + H) 


3 


1715 


N-(cis-4-{[4-(dimethylamino)-5.6,7.8-tetrahydroqulnazolln-2-yl] 
arninojcycionexyi^-iN -^^-rrieinyi-o-niuupnenyi/ui ea 


468 (M + H) 


3 


1716 


N-(cis-4^[4-(dimethylamino)-5.6,7,8-tetrahydroqulnazolin-2-yl] 
aminO)Cycionexyi;-iM -^^-rneinyiuerizyi^urea 


437 (M + H) 


3 


1717 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquina2oljn-2-yl] 
arn!nojCycionexyi^-ni -^^-niiropnenyi^ureei 


454 (M + H) 


3 


1718 


N-1,3-benzodioxol-5-yl-N'-(cis-4-{[4-(dimethy(amino)- 
o,b,/ ,o-ieiranyuroquinazoiin-^-yijciriiiriu/oyL^ ca 


453 (M + H) 


3 


1719 


N-(cls-4-{[4-(dimethylamino)-6,6,7,8-tetrahydroqulnazolln-2-yl] 
amino}cyclohexyl)-N'-(3,4,5-trimethoxyphenyl)urea 


499 (M + H) 


1 


1720 


N-(3,4-dimethoxyphenyl)-N•-(c^s-4^[4-{dimethylamino)- 
5,6,7,8-tetrahydroquinazolln-2-yl]amino}cyclohexyl)urea 


469 (M + H) 


2 


1721 


N-(3-chloro-4-nriethoxyphenyl)-N'-{cis-4-{[4-(dlmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yqamino}cyclohexyl)urea 


473 (M + H) 


3 
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MS 
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1722 


N-[4-bromo-2-(trifluoromethyl)phenyl]-N'-{cis-4-{ 

[4-{dimethylamlno)-6,6,7,8-tetrahydroquinazolln-2-yl]amino} 

cyclohexyl)urea 


555 (M + H) 


3 


1723 


N-(4-bromoben2yl)-N'-(cls-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amlno}cyc!ohexyl)urea 


501 (M + H) 


3 


1724 


N-(4-chloro-2-methylphe^yl)-N•-(cls-4^[4-(dlmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexy))urea 


457 (M + H) 


2 


1725 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyc)ohexyl)-N'-(4-fluorobenzyl)urea 


441 (M + H) 


2 


1726 


N-(c^s-4^[4-(dimethylamino)-6,6,7,8-tetrahyd^oqulnazolin-2-yl] 
amino}cyclohexyl)-N'-(4-methoxy-2-methylphenyI)urea 


453 (M + H) 


2 


1727 


N-(5-<:hloro-2,4-dlmethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)urea 


503 (M + H) 


1 


1728 


N-[1-(4-bromophenyl)ethyl]-N'-(cls-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolln-2-yl]am(no}cyclohexyj)urea 


515 (M + H) 


2 


1729 


N-(4-bromo-2-methylphenyl)-N'-(cls-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquina20lin-2-yl]amino}cyc!ohexyl)urea 


501 (M + H) 


2 


1730 


ethyl N-{[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydro-quinazolin- 
2-yl)amino}cyclohexyl)amino]carbonyl}-phenylalaninate 


509 (M -1- H) 


3 


1731 


N-(2,3-dihydrD-1,4-benzodioxln-6-yl)-N'-(cls-4-{[4-(dlmethyl- 
amino)-5,6,7,8-tetrahydroquinazolln'2-yl]amlno}cyclohexyl)urea 


467 (M + H) 


3 


1732 


N-(2,6-dibromo-4-isopropylphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
6,6,7,8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)urea 


607 (M + H) 


3 


1733 


N-[3-(cydopentyIoxy)-4-methoxyphenyll-N'-(cls-4-{ 

[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazoIln-2-yl]amino} 

cyc)ohexyl)urea 


523 (M + H) 


3 


1734 


N-(3,4-dlhydro-2H-1,5-ben2odjoxepln-7-yl)-N'-(cis-4-{ 

[4-{dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amjno} 

cyclohexyl)urea 


481 (M + H) 


3 


1735 


N-(4-butyl-2-methy^phenyl)-N•-(cis-4^[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazoljn-2-yl]amino}cyclohexyl)urea 


479 (M + H) 


3 


1736 


N-(cls-4-{[4-(dimethylamino)-5,6.7,8'tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-N'-(5-methyl-3-phenyllsoxa2ol-4-yl)urea 


490 (M + H) 


1 


1737 


N-(4-bromophenyl)-N'-(cls-4-{[4-(dlmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)thiourea 


503 (M + H) 


3 


1738 


N-(4-cyanophenyl)-N'-(cls-4-{[4-(dimethylamlno)- 
5,6,7,8-8-tetrahydroquinazolln-2-yl]amino}cyclohexyl)thiourea 


450 (M + H) 


3 


1739 


N-{2,4-dichlorophenyl)-N'-(cis-4-{[4-(dimethylamlno)- 
5,6,7.8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)thiourea 


493 (M + H) 


3 


1740 


N-(2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolln-2-yl]amlno}cyclohexyl)thiourea 


485 (M + H) 


1 


1741 


N-(cis-4-{[4-(djmethylamino)-5,6,7,8-tetrahydroquina2olin-2-yl) 
amino}cyclohexyl)-N'-(2,6-dimethylphenyl)thiourea 


453 (M + H) 


3 


1742 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquina20lln-2-yl] 
amino}cyclohexyl)-N'-(2-ethyl-6-isopropylphenyl)thlourea 


495 (M + H) 


3 
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1743 


N-(cis-4-{[4-(dimethy!amino)-5,6,7.8-tetrahydroquinazolin-2-yll 


455 (M + H) 


3 


1744 


N-(cis-4-{[4-(dimethylamino)-5,6,7,B-tetrahydroquina20lin-2-yl] 

amin/H\/Htf«iAhavuh-KI'-1 .nfinhthutthloLirfia 
aniinujv^Clun6Ayi^ IN i"iioijJiunyiuiiuuico 


475 (M + H) 


3 


1745 


N-(cls-4^[4-(dlmethylamino)-5,67»8-tetrahydroquinazolin-2-yl] 

arTlinOjCyCIOnexyi^'lN -^0,H,0-u inicUIUAyiJiieiiyiyu nuui 


515 (M + H) 


1 


1746 


N-(3,4-dimethoxyphenyl)-N'-(cis-44[4-(dlmethylamlno)- 

0,0,f ,0"l©iranyoroqUinaiCOIin-^-yiJai 1 III iujL.yuiui icAyi^iniuuica 


485 (M + H) 


1 


1747 


N-[4-(djmethylamino)-1-naphthyl]-N'-(cis-4-{[4-(dimethylamino)- 
o,o,/ ,o-i6iranyQroquinazoiin-<&"yijaiinnuj^ ^« 


518 (M + H) 


2 


1748 


N-(cis-4-{[4-(dimethylamlno)-5.6,7,8-tetrahydroquinazolin-2-yl] 
aminojcyCiOnexyi^'iN -^c-Binyipnenyi^uiiuui eo 


463 (M + H) 


3 


1749 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 

aminOlCyClOriBXyi^'IN *^t"rneiiiUAy**T"inii wjjmci lyi^unwuica 


500 (M + H) 


3 


1750 


N-(cis-44[4-(dimethylamino)-5,6.7,8-tetrahydroqulnazolin-2-yl] 
aniinojcycionGxyi j*iN -^fc-rrieinuAy-o"! i lyipi ici ly i^u nuui 


469 (M + H) 


2 


1751 


N-(4-bromo-2-chlorophenyl)-N'-(cls-4-{[4-(dimethylamino)- 
5,D,/,o-i6iranyQioquinazoiin-^-yijaminu^ 


537 (M + H) 


1 


1752 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
aminojcycionexyi^-iM -^*f-iouopnenyi;uiiuuicca 


551 (M + H) 


2 


1753 


N-(cls-4-{[4-(dlmethylamino)-6,6,7,8-tetrahydroqulnazolin-2-yl] 

am^n<^\/^\f/->i/^KAv\fi^ M'./9 A A -t riK miTmnh A nvHthi Oil rsD 
firninojcycioiiexyj^-iN -^fc,*fr,o ir ii/ioiiiujiii«#iiyi/uiiwuica 


658 (M + H) 


1 


1754 


N-(cjs-4^[4-(dimethylamino)-6,6,7,8-tetrahydroquinazolin-2"yl] 
aminojcycionGxyiy'fM -^^,*f,o-incniorupneiiyi/iiiiuuiea 


527 (M + H) 


2 


1755 


N-(cls-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroqulna2olin-2-yl] 
aiTiino)cycionexyi;-i>i -mesayiiniourea 


467 (M + H) 


1 


1756 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroqulna20lin-2-yl] 
amino)cycionexyiy-iN -^^j'f-uirneinyipneiiyi/iiiiuuitsa 


453 (M + H) 


2 


1757 


N-(2,6-diethylphenyl)-N'-(cls-4-{[4-(dimethylamino)- 
0 , 0 , f , o-ieirany uioq u In ozo M n - t-y 1 J am 1 noju^ 


481 (M + H) 


1 


1758 


N-(2-bromo-4-m8thylphenyl)-N'-(cls-4^[4-(dlmethylamino)- 
o,o,f ,0"iGiranyaroquinazoiin-^-yijHmino/uyu 


517 (M + H) 


3 


1759 


N-(2-chlorobenzy()-N'-(cis-44[4-(dlmethylamino)- 
o,b,f ,o-i8iranyaroquinazoiin-fi-yijamiiio/uyw 


473 (M + H) 


3 


1760 


N-(cis-4-{[4-(dimethylamino)-6,6,7.8-tetrahydroqulnazolin-2-yll 
amino}cyclohexyl)-N'-(2-ethyl-6-methylphenyl)thiourea 


467 (M + H) 


3 


1761 


N-(cis-4-{[4-(dimethylamlno)-5.6,7.8-tetrahydroquina20lin-2-yl] 
amlno}cyclohexyl)-N'-(2-jsopropylphenyl)thlourea 


467 (M + H) 


3 


1762 


methyl 3-({[(cis-4-{[4-(dlmethylamino)- 

5,6,7,8-tetrahydroqulnazolin-2-yl]amlno}cyclohexyl)amlnol 

carbonothioyl}amino)-benzoate 


483 (M + H) 


3 


1763 


N-(4-bromo-2.6-dimethylphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7.8-tetrahydroqulnazolin-2-yl]amino)cyclohexyl)thiourea 


531 (M + H) 


1 


1764 


N-(4-bromo-2-methylphenyl)-N'-(cis-4-{[4-{dimethylamino)- 
5.6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)thiourea 


517 (M + H) 


1 
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1765 


N-[4-bromo-2-(tritluoromethyl)phenyll-N'-(cis-4-{ 
[4-{dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl]amlno} 

cyclohexyl)-thiourGa 


571 (M + H) 


1 


1766 


N-(4-chloro-2-methylphenyl)-N'-(cls-4^[4-(dimethylamlno)- 
5,D,/,o-t9iranyQroquinazoiin-^-yijaiTiino/cycion 


473 (M + H) 


1 


1767 


N-(cls-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroqulnazolln-2-yll 
amino}cycionexyi}-N -(i -neipntnyimeinyijiniourea 


489 (M + H) 


3 


1768 


N-(2,3-dimethoxybenzyI)-N'-(cls-4^[4-(dimethylamino)- 
o,D,7,oneiranyuroquinazoiin-^-yijamino)cycionexy 


499 (M + H) 


3 


1769 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amino}cyclohexyl)-N'-{2,4,5-trimethylphenyl)thiourea 


467 (M + H) 


3 


1770 


N-biphenyl-2-yl-N'-(cis-4-{[4-(dlmethylamlno)- 
5,6,7,B-tetranyaroquinazoiin-z-yijamino)cycionexyi;inioLirea 


501 (M + H) 


3 


1771 


N-{cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amino)cycionexyi)-iN -(^-meinyi-**-niiropnenyi;iniourea 


482 (M - H) 


3 


1772 


N-(3-chlorobenzyl)-N'-(ciS'4-{[4-(dimethyIamino)- 
6,6,7,8-tetrahydroquinazolin-2-ynamino}cyclohexyl)thiourea 


473 (M + H) 


3 


1773 


ethyl 3-({[(cls-4-{[4-(dimethyIamino)-5,6,7,8-tetrahydroquma2olin- 
2-yI]amino)cyclohexyl)amlno]carbonothioyl}amlno)-benzoate 


497 (M + H) 


3 


1774 


N-[4-chloro-2-(trifluoromethyl)phenyl]-N'-(cis-4-{ 

[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl]amino} 

cyclohexyl)-thiourea 


527 (M + H) 


2 


1776 


N-(cis-4-{[4-(dimethyIamino)-5.6.7,8-tetrahydroqulna20lin-2-yl] 
amino}cyclonexyi)-N -(4-Tluoro-z-metnyipnenyi;iniourea 


457 (M + H) 


2 


1776 


N-(cis-4-{[4-(dimethylamlno)-5.6,7,8-tetrahydroquinazolin-2-yl] 
ami no}cyclonexyl)-N -(4-methoxy-Z-metnyipneny 1 Jin lourea 


469 (M + H) 


2 


1777 


N-(5-chloro-2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamjno)- 
5,6y,8-tetranydroquinazohn-2-yl]amino)cycionexyi}-iniourea 


519 (M + H) 


1 


1778 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino)cyclohexyl)-N -[(i n)-i -pnenyieinyijiniourea 


453 (M + H) 


3 


1779 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yll 
amino}cyclohexyl)-N -(2,3-aimetnyipnenyi)iniourea 


453 (M + H) 


3 


1780 


N-(2,4-dibromo-6-fluorophenyl)-N'-(cjs-4-{[4-(dinnethylamlno)- 
5,D,7,8-t0tranyaroquinazoiin-2-yijamino)cycionexyijinio 


599 (M + H) 


2 


1781 


N-(2,4-dichloro-6-methylphenyl)-N'-(cis-4-{[4-{dimethylannino)- 
5,6,7,o-tetranyuroquina20iin-^-yijamino)cycionexyi;m 


507 (M + H) 


1 


1782 


N-(cls-4-{[4-(dlmethylamlno)-5,6.7,8-tetrahydroqulna20lln-2-yl) 
amino}cyclohe)cyl)-N'-(2-ethoxyphenyl)thlourea 


469 (M + H) 


2 


1783 


N-(cis-4-{[4-(dimethylamino)-5,6.7.8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-N'-(2-lsopropyl-6-methylphenyl)thiourea 


481 (M + H) 


3 


1784 


N-(2,3-dihydro-1,4-benzodioxin-6-yl)-N'-(cis-4^ 

[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno} 

cyclohexyt)thiourea 


483 (M + H) 


3 


1786 


N-1,3-benzodioxol-5-yl-N'-(cjs-4-{[4-(dlmethylamlno)- 
5,6,7.8-tetrahydroqulnazolln-2-yl)amlno}cyclohexyl)thlourea 


469 (M + H) 


3 
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1786 


N-(3-chloro-2-lTlethylphenyl)-N•-(cis-4^[4-(dlmethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)thiourea 


473 (M + H) 


3 


1787 


N-[4-bromo-2-(trifluoromethoxy)phenyl]-N'-(cls-4-{[4-(climethyl- 

amlno)-5,67,8-tetrahydroquinazolln-2-yl]anriino}-cyclohexyl)- 

thiourea 


687 (M + H) 


2 


1788 


N-(4-chlorD-2.5-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5.6,7.8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)-thiourea 


519 (M + H) 


2 


1789 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-N'-(5-methyl-3-phenylisoxazol-4-yl)-thiourea 


506 (VI + H) 


3 


1790 


1 -Bicyclo[2.2. 1 ]hept-2-yl-3-[4-(4-dlmethylamlno- 
5,6,7,8-tetrahydro-quinazolin-2-ylamino)-cyclohexylHhiourea 


443 (M + H) 


3 


1791 


methyl 3-{{[(cjs-4-{[4-(dimethylamlno)-5,6,7i8-tetrahydro- 

quinazolm-2'yl]amlno)cyc]ohexyl)amino}carbonothioyl]amino) 

-4-methylthlophene-2-carboxylate 


503 (M + H) 


3 


1792 


methyl 3-({[(cls-4-{[4-(dlmethylamino)-5,6,7.8-tetrahydro- 
quinazolin-2-yl]amino ) cyclohexyl)amlno]carbonothioyl}amino)- 
thlophene-2-carboxylate 


489 (M + H) 


3 


1793 


N-(4-butyl-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amlno ) cyclohexyl)thiourea 


495 (M + H) 


3 


1794 


N-(3,5-dichlorophenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,67,8-tetrahydroqulnazolln-2-yl]amlno}cyclohexyl)urea 


477 (M + H) 


3 


1795 


N-(2,3-dichlorophenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquina20lin-2-yl]amino)cyclohexyl)urea 


477 (M + H) 


2 


1796 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amlno)cyclohexyl)-N'-(4-methylphenyl)urea 


423 (M + H) 


2 


1797 


N-(2,6-diisopropylphenyl)-N'-(cls-4-{[4-(dlmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino)cyclohexyl)urea 


493 (M + H) 


2 


1798 


N-(cls-4-{[4-(dimethylamino)'5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-N'-(2,3-dlmethyl-6-nftrophenyl)urea 


482 (M + H) 


3 


1799 


N-(2,6-dibromo-4-fluorophenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazonn-2-yl]amlno}cyclohexyl)uiiea 


583 (M + H) 


3 


1800 


N-(2,6-dlchlorophenyl)-N'-(cls-4-{[4-(dimethylamino)- 
537,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)urea 


477 (M + H) 


3 


1801 


N-(cls-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amino)cyclohexyl)-N'-(2-methoxy-5-methylphenyl)urea 


453 (M 4- H) 


3 


1802 


N-(cls-44[4-(dlmethylamino)-5,6,7,8-tetrahydroqulna20lin-2-yl] 
amino}cyclohexyl)-N'-(2-methyl-6-nitrophenyl)urea 


468 (M + H) 


3 


1803 


N-(3,4-difluorophenyl)-N'-(cls-4^[4-(dimethylamlno)- 
5,6,7.8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)urea 


445 (M + H) 


3 


1804 


N-(3,5-difluorophenyl)-N'-(cls-4-{[4-(dimethylamjno)- 
5,6,7,8-tetrahydroqulna2olin-2-yl]amino}cyclohexyl)urea 


445 (M + H) 


3 


1805 


N-(3-chloro-4-fluorophenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqutna2olin-2-yl]amino}cyclohexyl)urea 


461 (M + H) 


3 


1806 


N-(3-acetylphenyl)-N'-(cis-4-{[4-(dimethylamlno)- 
5,67t8-tetrahydroqulnazolin-2-yl]amlno}cyclohexyl)urea 


451 (M + H) 


3 
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1807 


N-1-adamanty!-N•-(cis-4^[4-(dimethylamino)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cyc!ohexyl)urea 


467 (M + H) 


3 


1808 


N-(4-acetylphenyl)-N'-(cis-4-{[4-(dlmethylamlno)- 
6,6,7.8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)urea 


451 (M + H) 


3 


1809 


N-{t{cls-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amlno}cyclohexyl)amino]carbonyl)benzamide 


437 (M + H) 


3 


1810 


N-(tert-butyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yqamino}cyclohexyl)urea 


389 (M + H) 


3 


1811 


N-[3,5-bis(trifluoromethyl)phenyl]-N'-(cis-4-{[4-(dlmethylamlno)- 
5»6,7,8-tetrahydroqulnazolin-2-yl]amino}cyclohexyl)urea 


545 (M + H) 


3 


1812 


N-benzyl-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cyc]ohexyl)urea 


423 (M + H) 


3 


1813 


IM-(4-bromophenyl)-N'-(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urea 


487 (M + H) 


3 


1814 


N-(3-ch!orophenyl)-N'-(cls-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroquina2oljn-2-yl]amlno}cyclohexyl)urea 


443 (M + H) 


3 


1815 


N-(4-chlorophenyl)-N'-(cls-4-{[4-(dlmethylamino)- 
5,67,8-tetrahydroquinazolin-2-yqamino}cyclohexyl)urea 


443 (M 4- H) 


3 


1816 


N-cyclohexyI-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,B-tetrahydroquina2olln-2-yl]amlno}cyclohexyl)urea 


415 (M + H) 


3 


1817 


N-{3-cyanophenyl)-N'-(cis-4-{[4-(dimethylamino)- 

5,6,7,8-tetrahydroquina20lin-2-yl]annino}cyclohexyl)urea 


434 (M + H) 


3 


1818 


N-(3,4-dichlorophenyl)-N*-(cis-4-{[4-(dlmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urea 


477 (M + H) 


3 


1819 


N-(2,4-dlchlorophenyl)-N'-(cis-4-{[4-(dlmethylamino)- 
S,6,7,8-tetrahydroquinazolin-2-yqamino}cyclohexyi)urea 


477 (M + H) 


3 


1820 


N-(2,6-difluorophenyl)-N'-(cls-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolln-2-yl]amlno}cyclohexyl)urea 


445 (M + H) 


3 


1821 


N-(2,5-dichlorophenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amjno}cyclohexyl)urea 


477 (M + H) 


3 


1822 


ethyl N-{[(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin- 
2-yl]amino}cyclohexyl)amino]carbonyl}glycinate 


419 (M + H) 


3 


1823 


ethyl 4-({[(cls-4-{[4-(dimethylammo)-5,6,7,8-tetrahydroquina2olin- 
2-yl]amlno}cyclohexyl)amino]carbonyl}amino)-benzoate 


481 (M + H) 


3 


1824 


N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina2olin-2-yl] 
amino}cyclohexyl)-N'-(4-ethylphenyl)urea 


437 (M + H) 


3 


1825 


N-(cis-4-{[4-(dimethylannino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amjno}cyclohexyl)-N*-ethy!urea 


361 (M + H) 


3 


1826 


N-(cis-4-{[4-(dlnnethylamlno)-5,6,7,8-tetrahydroqulnazolm-2-yl] 
amino}cyclohexyl)-N'-(4-fluoro-3-nitrophenyl)urea 


472 (M + H) 


3 


1827 


N-{cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl} 
amino}cyclohexyl)-N*-(3-fluorophenyl)urea 


427 (M + H) 


3 


1828 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl) 
amino}cyclohexyl)-N'-(2-fluorophenyi)urea 


427 (M + H) 


3 
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1829 


N-(cls-4-([4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yll 


461 (M + H) 


3 


1830 


N-{cls-4-{[4-(dimethylamino)-5,6,7»8-tetrahydroquinazolln-2-yll 

omlnn\#ni/%l#\KAv%il\.Kl*.iennmn\ili iron 

anil no/cycioncAy 1 ~i9upi upy lui bo 


375 (M + H) 


3 


1831 


N-(cls-4^[4-{dimethylamjno)-5,6,7,8-tetrahyd^oqulnazolln-2-yl] 
aiTiinojcyciuneAyij'i^i iitJiiiuAyjjMdiyi/ui ca 


439 (M + H) 


3 


1832 


N-(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulnazolln-2-ylJ 

ominrk'lo\/r^lrkhoY\/h-Ni'.^A-mAthvl-P-nitrnnh6nvhLirea 

aminojcycioneAyi^ IN intjiiiyi iMLiujjiiciiyi/uico 


468 (M + H) 


3 


1833 


N-{cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolln-2-yl] 
omino cycionexyi^'iM "^^-rTitsuiuAyjjiieiiyi^uica 


439 (M -1- H) 


3 


1834 


N-(cls-44[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 


439 (M + H) 


3 


1835 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
arnino/CycioncAyi )'v4 iidiiuAyuoi i^yiyui «?a 


453 (M + H) 


3 


1836 


N-(cls-4^[4-(dimett^ylamino)-5,6,7,8-tetrahydroqulnazoltn-2-yI] 
aminojcycionexyij-iN -^o-meinyiuerizyi/uiea 


437 (M + H) 


3 


1837 


N-(cls-4-{[4-(dlmethylamlno)-5,6.7,8-tetrahydroqulna20lln-2-yll 
arninojcycionGxyi^-iN -propyiurca 


375 (M + H) 


3 


1838 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquina20lln-2-yl] 
arriino/cyCiOneAyi/'iN -[o^ii iiiuururiieinyiyiJMciiyijuiua 


477 (M + H) 


3 


1839 


N-(cis-4^[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yll 
arnino/cycionexyi/'iN -lo^^ineinuAysiiyi/piupyijurca 


537 (M + H) 


3 


1840 


N-{cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquina20lin-2-yl] 
amino cycioneAyi^-iN -^o-meinyipnenyi/uiea 


423 (M + H) 


3 


1841 


N-(3-chloro-4-methylphenyl)-N'-(cis-44[4-{dimethyl amino)- 
o,D , f ,o-iGtranyoroquinazoiin-t-yijamino/cyui^ u r ecs 


457 (M + H) 


3 


1842 


1-[4-(4-Dlmethylamjno-5,6,7,8-tetrahydro-quinazolin-2-ylamino)- 
cyclohexyl]-3-(1 -naphthalen-1 -yl-ethyl)-urea 


487 (M + H) 


3 


1843 


N-[2-(difluoromethoxy)phenyl]-N*-(cis-4-{[4-(dimethylamino)- 
5,67»8-tetrahydroquinazolin-2-yt]amino}cyclohexyl)uriea 


475 (M + H) 


3 


1844 


methyl 2-({[(cis-4-{[4-(dlmethylamino)-5,6,7.8-tetrahydro- 
quinazoljn-2-yl]amino}cyclohexyl)amlno]carbonyl}amlno)- 
Donzoaie 


467 (M + H) 


3 


1845 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquina2olin-2-yl] 
aminojcycionexyiy'ni -|c-^iTieuiyiiiiioypiieiiyijuiea 


455 (M + H) 


3 


1846 


N-(cls-4-{[4-(dimethylamlno)-5,6,7,8«tetrahydroqulna20lin-2-yl] 
aminojcycionexyi^-iN -^c,*f,o-ii luiiiuiupiiciiyi^ui ea 


511 (M + H) 


2 


1847 


N-(cls-4^[4-(dimethylamino)-5.6,7,8-tetrahydroqulna2olln-2-yl] 

aJTiinO|CyciuncAyi^~i^ -^c,H"uiiiieuiyijjiii7iiyi/ui«?a 


437 (M + H) 


3 


1848 


N-(2,5-dlfluorophenyl)-N'-(cis-4-{[4-(dlmethylamino)- 
5,6,7,B-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urea 


445 (M + H) 


3 


1849 


N-(2.5-dimethoxyphenyl)-N*-(cls-4-{(4-(dlmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urea 


469 (M + H) 


2 


1850 


N-(cis-4-{[4-{dimethylamino)-5,6,7.8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-N'-,2, 5-dimethylphenyl) urea 


437 (M + H) 


3 
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1851 


N-(2-benzylphenyl)-N'-(cis-4-{(4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urBa 


499 (M + H) 


3 


1852 


N-(2-bromo-4,6-difluorophenyl)-N'-{ciS"4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqulna2olln-2-yl]amino}cyclohexyl)urea 


r>/%A #A 1 l_J\ 

523 (M + H) 


o 


1853 


N-[2-chloro-4-(trifluoromethyl)phenyl]-N'-(cls-4-{ 

[4-(dlmethylamjno)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno} 

cyciohexyl)-urea 


511 (M + H) 


3 


1854 


N-(2-chloro-4-nitrophenyl)-N'-(cis-4-{[4-{dlmethylamino)-, 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urea 


488 (M + H) 


3 


1855 


N-[2-chloro-5-(trrfluoromethyl)phenyl]-N'-{cis-4-{ 
[4-(diimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl]amlno} 

cyclohexyl)-urea 


511 (M + H) 


3 


1856 


N-(2-chloro-5-methylphenyl)-N'-(cjs-4^[4-(dimethylamlno)- 
5,6,7,8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)urea 


457 (M + H) 


3 


1857 


ethyl 2-({[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydro- 

qulnazolin-2-yl]amlno}cyclohexyl)amlno]cart)onyl}amino)- 

DGnzoaie 


481 (M + H) 


3 


1858 


N-(cis-4^[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolln-2-yl] 
aiTiino/cycioncAyi^ IN iiuui \ii iiiuui ui i icn ly i/h' ■ yj **** 


495 (M + H) 


3 


1859 


N-(cis-4^[4-(dimethylamlno)-5.6,7,8-tet^ahydroquinazolin-2-yll 

amin/\\/*w/«i<>hovwh-M'.r9-fiiinrn-^-/^trlflijnmmeth\/hDhenvl1-urea 
arnino rcycionBAyij IN iiuwi u muwi ui » i^li ly lypi i jij 


495 (M + H) 


3 


1860 


N-(cls-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 


441 (M + H) 


3 


1861 


N-(cis-4-{[4-(dlmethylamino)-5.6,7,8-tetrahydroquinazolin-2-yl] 
aniino/cycioncAyi^ IN -^t-iTiBiiiiJAy**T"iiiiiwpii*siiyi/u' 


484 (M + H) 


3 


1862 


N-(cls-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
a mi n MrA/H ri h «iy\/ h . M ' - o -n it ro D h en V h u rea 


484 (M + H) 


3 


1863 


N-(cjs-4-{[4-(dimethylannino)-5,6,7,8-tetrahydroquinazoljn-2-yl] 

a m ) n rtl nv/n 1 A h o vw 1 \ - M ' -9 - n A n h t h\/l u A 
arTiinojcycioncAyi/ IN "t'l lapiiuiyiuicQ 


459 (M + H) 


3 


1864 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
arninojcycioneAyi^'iN •^fc~|-/iicMUAypiid lyi^uica 


501 (M 4- H) 


3 


1865 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
aminojcycion©Ayi/"iN Ksuiyiiiiiwypi id ly ijui 


456 (M + H) 


3 


1866 


N-{cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulna2olin-2-yl] 
aminMrn/rinhoyuh-M'. /'^•r^trifluoromethvhthiolDhenvilurea 


509 (M + H) 


3 


1867 


N-(3,4-dichlorobenzyl)-N'-(cis-4-{[4-(dlmethylamlno)- 

CAT A.totrahur(rnniiina7nlin-9-\/naminolcVCloheXVhLJI1Ba 


491 (M + H) 


3 


1868 


N-(3,5-dinnethoxyphenyl)-N'-(cis-4^[4-(dimethylamino)- 
5.6,7,8-tetrahydroquinazoIin-2-yl]amino}cyclohexyI)urea 


469 (M + H) 


3 


1869 


N-(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-N'-(3,5-dimethylphenyl)urea 




Q 
w 


1870 


methyl 3-({[(cls-4-{[4-(dlmethylamlno)- 

5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)amlno] 

carbonyl}amlno)-benzoate 


467 (M + H) 


3 
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cx> no. 


compound name 


MS 


class 


1871 


N-(c^s-4^[4-{dimethylamino)-6.6,7,8-tetrahydroqujna2olln-2-yll 

flminnlr\/rloheyvn-N'-^3*ethvlDhGnvi)urea 


437 (M + H) 


3 


1872 


N-(cis-4^[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolin-2-yll 
aminrhirurinhpyvn-N'-rs-fluoro-S-ftrifluoromethvnDhenvll-urea 


495 (M + H) 


3 


1873 


N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolln-2-yll 
aminn^runlnhpy\/h-N'-^3-flijorobenzvnurea 

ail ill lU^uyoiUi itSAy ly i^ iiuwi wwwii«.yi^Mi 


441 (M + H) 


3 


1874 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 

aminnlrvrlohpyvlVN'-fS-nitrODhenvnuraa 


454 (M + H) 


3 


1875 


N-(cis-4^[4-(dimethylamino)-6,6,7,8-tetrahydroquinazolin-2-yll 

aminM^n/Hrkhpwh-'M*-/')-nhpnOY\/Dhenvhurea 
aiTiinujuyLriuiicAyiy in pi ici iv/Aypud lyiywi 


501 (M + H) 


3 


1876 


N-[4-(difluoromethoxy)phenyll-N'-(cis-4-{[4-(dimethylamino)- 

0,D|/ |0~L6l^eu1yu^O^UI^el^Ullll~£ yijoiniuwjwywiwi iw**yi/Mi 


475 (M + H) 


3 


1877 


butyl 4-({[(cis-4-{[4-(dlmethylamino)-5,6.7.B-tetrahydroqulnazolin- 
o tinaminnAi^w^lnhovx/hflminnlpflrhonvnarninoVbanzoatd 

fc^yiJaiTiinUiwyi/IUllwAyi^cu i in iv/jwei> ly ijai Mil iw^ h/vi icv>Mi.w 


509 (M + H) 


3 


1878 


N-(cls-4^[4-{dimethylamlno)-5,6.7,8-tetrahydroquinazolln-2-yl] 
arninojcycioneAyi^'iN -[*f-^iiiiiuuiuiiidnyiypii«*i lyijuica 


477 (M + H) 


3 


1879 


N-(cls-4-{[4-(dimethylamlno)-5,6.7,8-tGtrahydroqulna20lln-2-yll 

amm0jCyCI0n8Xyi^"IN -^H^^lilllUOIuniBUiyi/UiiwjpMoiiyijuioci 


509 (M + H) 


3 


1880 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
arninojcycionexyi^'rM -^*f,0'uimt3iiiyi*'£ luuui-^iidiyi/uica 


482 (M + H) 


3 


1881 


N-[4-(benzyloxy)phenyl]-N'-(cis-4-{[4-(dlmethylamino)- 
o,D, / ,0'i©iranyuroquina^uiin~t*yijeuiiiiiwjwyoiwii 


515 (M + H) 


3 


1882 


N-(4-benzylphenyl)-N'-(cis-4-{[4-(dlmethylamino)- 

o,D, / ,o't©iranyuroquincicUMn~^*yijaii III lu/oywiwi icAyiyuioa 


499 (M + H) 


3 


1883 


N-(4-bromo-2-chlorophenyl)-N'-(cis-4-{[4-(dimethyIamlno)- 
o,o,/ ,0'X6tranyuroquina*wiin"fc"yij»iiiiiwj^ i^Ay i/ui «sc» 


521 (M + H) 


2 


1884 


N-(4-bromo-2-fluorophenyl)-N'-(cls-4-{[4-(dlmethylam}no)- 

0,D, f ,0"l6iranyoroqUinafc.Ulli 1^ yijciii III iwj^*yv*iwi icAyi^ui 


505 (M + H) 


3 


1885 


N-(4-bromo-3-methylphenyl)-N'-(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amino)cyclohexyl)urea 


601 (M + H) 


3 


1886 


N-(4-chloro-2-nltrophenyl)-N'-(cls-4-{[4-(dlmethyIamino)- 
5,6,7.8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)urea 


488 (M + H) 


3 


1887 


N-[4-chloro-3-(trlfluoromethyl)phenyl]-N*-(cis-4-{ 

[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino} 

cyclohexyl)urea 


511 (M + H) 


3 


1888 


N-(cls-4-{[4-(dimethylamino)-5,6,7,B-tetrahydroqulnazolin-2-yl] 
amino}cycion6xyi/-iN -^«t-einoAypiiciiyi/uit;ei 


453 (M + H) 


3 


1889 


N-(cis-4-{[4-(dlmethylamino)-5,67.8-tetrahydroqujnazolin-2-yl] 

ami nO|CyC!On©Xy 1 /• in *^*r-l lUU l U*t *i niiwi^iicpiyi/uica 


472 (M + H) 


3 


1890 


N-(cis-4{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-y!] 
amino}cyclohexyl)-N'-[4-fluoro-3-(trifluoromethyl)phenyll-urea 


495 (M + H) 


3 


1891 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-N'-[4-(heptyloxy)phenyOurea 


523 (M + H) 


3 


1892 


N-(cis-4^[4-(dimethylamino)-5,67.8-tetrahydroqulnazolln-2-yl] 
amlno}cyclohexyl)-N'-(4-iodophenyl)urea 


535 (M + H) 


3 
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EIX. rIO. 


cornpwuna name 


MS 


class 


1893 


N-(cls-4^[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolln-2-yll 
arnino)cycionexyi}-iN -^4-mGinoxy-^-riiiropnBnyi;urea 


484 (M + H) 


3 


1894 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulna2olin-2-yl] 
amino)cycionexyi}-iM -(4-niGiiiyi-o-niiropnenyi;urea 


468 (M + H) 


3 


1895 


N-(cls-4-{[4-(dlmethylamino)-5,6.7,8-tetrahydroqulnazolin-2-yl] 
amino}cycionexyi)-N -(4-meinyiDenzyi)urea 


437 (M + H) 


3 


1896 


N-(4-butoxyphenyl)-N'-(cls-4-{[4-(dlmethylamino)- 
5,6,7,o-tetranydroquinazoiin-z-yi]amino)cyc!onexyi;urea 


481 (M + H) 


3 


1897 


N-(4-butylphenyl)-N'-(cis-44[4-(dimethylamino)- 
o,B,7,o-ieiranyaix>quinazoiin-^-yijaminojcycionex^^ 


465 (M + H) 


3 


1898 


N-biphenyl-4-yl-N'-{cis-4-{[4-{dimethylamlno)- 
5,o,7,o-tetranydroquinazoiin-z-yijamino)cycionexyi; 


485 (M + H) 


3 


1899 


N-(6-chloro-2-methoxyphenyl)-N'-(cis-4-{[4-(dlmethylamlno)- 
5,0,7, 8-tetranyurDquinazohn-2-yijarnino})cycionexyijurea 


473 (M + H) 


3 


1900 


N-(5-chloro-2-m6thy!phenyl)-N'-(cis-4^[4-(dimethylamino)- 
5,6,7,8-tetranydroquinazolin-2-yijarnino)cycionexyi;urea 


457 (M + H) 


3 


1901 


N-(5-chloro-2-nltrophenyl)-N'-(cls-4-{[4-(dlmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino)cycionexyi)urea 


488 (M + H) 


3 


1902 


N-(cjs-4^[4-(dimethylamino)-5,6,7,8-tetrahyd^oquina201in-2-yl] 
amino}cyclohexyl)-N'-(5-fluoro-2-methylphenyl)urea 


441 (M + H) 


3 


1903 


N-(2,3-dihydro-1H-inden-5-yl)-N'-(cls-4-{[4-(dlmethylamino)- 
5,D,7,o-tetranyaroqu!nazoiin-<i-yijarntno)cycionexyi;^ 


449 (M + H) 


3 


1904 


N-(cis-4^[4-(dimethylarnino)-5,6,7,8-tetrahydroqulna20lin-2-yl] 
amino}cyclohexyl)-N*-9H-fluoren-2-ylurea 


497 (M + H) 


3 


1905 


N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazoIln-2-yl] 
amlno}cyclohexyl)-N'-9H-flLiorBn-9-ylurea 


497 (M + H) 


3 


1906 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amlno}cyclohexyl)-N'-(2-phenylethyl)urea 


437 (M + H) 


3 


1907 


N-cyclopentyl-N-{cis-4-{[4-(dimethylamino)- 
6,6,7,8-tetrahydroqulnazolin-2-yQamino}cyclohexyl)urea 


401 (M + H) 


3 


1908 


methyl 4-({[(cis-4^(4-(dimethylamino)- 

5,6,7,8-tetrahydroqulnazolln-2-yl]amlno}cyclohexyl)amlno] 

carbonyl}amino)-benzoate 


467 (M + H) 


3 


1909 


N-(cls-4-{[4-(dlmethylamino)-5,6.7,B-tetrahydroqulna2olin-2-yl] 
amino}cyclohexyl)-N'-[2-(trifluoromethoxy)phenyl)urea 


493 (M + H) 


2 


1910 


butyi 2-({[(cis-4-([4-(djmethylamlno)-5,6,7,8-tetrahydro- 

quinazolin-2-yl]amino}cyclohexyl)arnino]cait)onyl}amino)- 

benzoate 


509 (M + H) 


3 


1911 


dimethyl 5-({[(cls-4-{[4-(dlmethylamino)- 

5,6.7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)amlno] 

carbonyl}amino)-lsophthalate 


525 (M + H) 


3 


1912 


N-(cis-4-{[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyc!ohexyl)-N'-(4-(trffluoromethoxy)phenyl]urea 


493 (M + H) 


3 
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Ex. No. 


compound name 


MS 


class 


1913 


N-(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-N'-(2,2,4,4-tetrafluoro-4H-1,3-benzodioxin- 

o-yijur6a 


539 (M + H) 


3 


1914 


N-(cls-4^[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yll 
arriinojcycionexyi^-iM -[c*^t-iiueiiyi^Giiiyijuica 


443 (M + H) 


3 


1915 


N-(2-cyanophenyl)-N'-{cls-4-{[4-(dimethylamino)- 
o ,o , f , O'leirany a ro q u 1 nazo 1 in"fc"y IJEUT1 inuj 


434 (M + H) 


3 


1916 


N-(cjs-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yll 
aminojcycionexyij-iM -^-xruenyiurea 


415 (M + H) 


3 


1917 


N-(cis-4^[4-(dimethytamino)-5,6.7,8-tetrahydroqulnazolin-2-yl] 
amino)cycioriexyi)-N -o-inienyiurea 


415 (M + H) 


3 


1918 


N-(4-tert-butylphenyl)-N'-(cis^-{[4-(dlmethylamino)- 
5 , o , f , o-i8irany u lO q u 1 n azo 1 in-c-y ijam ino/cycio n 


465 (M + H) 


3 


1919 


N-(cis-4^[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazoli^-2-yll 
amino}cyclohexyl)-N'-(5-phenyl-2-thlenyI)urea 


491 (M + H) 


3 


1920 


N-{cls-4-{[4-{dlmethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amlno}cyclohexyl)-N'-(6-fluoro-4H-1,3-benzodioxin-8-yl)urea 


485 (M + H) 


3 


1921 


benzyl 4-({[(cis-4^[4-(dlmethyla^nlno)-5,6,7,8-tetrahyd^o 
quina2olin-2-yl]amlno}cyclohexyl)amino]carbonyl}amino)- 
piperidlne-1 -carboxylate 


550 (M + H) 


3 


1922 


N-[4-(dlmethylamlno)phenyl]-N'-(cls-4-{[4-(dimethylamlno)- 
o,o,7,o-t©iranyaroquinazoiin-^-yijamino;cycione*yi;u 


452 (M + H) 


3 


1923 


N-(2,6-dichloropyridin-4-yl)-N'-(cis-4-{[4-(dimethylamino}- 
o,D,/,o-ieiranyaroquinazoiin-^-yijaminojcycioneAyi;ure 


478 (M + H) 


3 


1924 


N-(cls-4^[4-(dlmethylamlno)-5,6.7,8-tetrahydroqulnazolin-2-yll 
amino)cycion8xyi;-N -^o,o-aimeinyiisoxazoi-«f-yi;urBa 


428 (M + H) 


3 


1925 


N-(3-acetylphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
o,D,/,o-t6iranyaroquinazoiin-^-yijarnino/cycioneAyi^ 


467 (M + H) 


3 


1926 


N-(4-acetylphenyl)-N'-{cis-4-{[4-(dimethylamino)- 
o,D,/,o-ieiranyaix)quinazoiin-^-yijaminojcycionex^ 


465 (M - H) 


3 


1927 


N-[3,5-bls(trifluoromethyl)phenyl]-N'-{cls-4-{[4-(dimethylamino)- 
b.by.o-IGiranyQroquinazoiin-^-yijaminojcycioneAyi 


561 (M + H) 


3 


1928 


N-benzyl-N'-(cis-4-}[4-(dimethylamlno)- 

o , o , f , o-Ieirany uroq u 1 n azo iin-^t-y 1 J am 1 n 0 jcy c 1 o n 


439 (M + H) 


3 


1929 


N-(3-bromophenyl)-N'-(cis-4-{[4-(dlmethylamino)- 
o,D,/ ,o-i8iranyQroquinazoMn-^"yijarnino/cyuione 


503 (M + H) 


3 


1930 


N-butyl-N'-(cis-4-{[4-{dlmethylamino)- 

o,o , f , o-Teiranyaroquinazoiin-^-y ijarn inojcycion 


405 (M + H) 


3 


1931 


N-cyclohexyl-N'-(cis-4^[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)thiourea 


431 (M + H) 


3 


1932 


N-cyclopentyl-N'-(c(s-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqumazolin-2-yl]amlno}cyclohexyI)thiourea 


417 (M + H) 


3 


1933 


N-(3-chlorophenyl)-N'-(ds-44[4-(dimethylamino)- 
5,6,7.8-tetrahydroquinazonn-2-yl]amino}cyclohGxyl)thiourea 


459 (M + H) 


3 



266 



EP 1 464 335 A2 



(continued) 



Ex. No. 


comDound name 


MS 


class 


1934 


N-(4-chlorophenyl)-N'-(cls-4-{[4-(dlmethylamino)- 
R 7 R.tAtrah\/rlrnnijina7Qlin-2-vl1aminolcvcloh8XvnthiourG& 


459 (M + H) 


3 


1935 


N-(2,5-difluorophenyl-N'-(cis-4^[4-(dimethylamino)- 

(\ ft 7 A.tatrahuHmniilna7ntin-9-\/nfiminnlrvclohfiyvhthi01Jrea 
W|Df / ,D Icli anyUiU^UIIlcl^Uiili £ yijCUl III lu^yi^iui icAyiyu iiwui «a 


461 (M + H) 


3 


1936 


N-(2,5-dlchlorophenyl)-N'-(cis-4-{[4-(dimethylamlno)- 

0,0, r jO'ieif ell iyvJlOt|ulliaZ,Ulll i & yijcii 1 III lujwywiui icAy lyii iiwui 


493 (M + H) 


3 


1937 


N-(3,4-djchlorophenyl)-N'-(cis-4-{[4-(dimethylamlno)- 
o,D, / ,o-i6iranyur u^uindiiLUMi I'fc'yijeuiiHiwj^ 


493 (M + H) 


3 


1938 


N-(2,6-dlchlorophenyl)-N'-(cis-4-{[4-(dimethylamino)- 

0,D) r ,0~ieiranyuiOi^Ulilel4tUiiii £. yijeiiMiiiujuywiuiicAyi/ii iiuui wc» 


493 (M + H) 


3 


1939 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
arriinojcyciurieAy 1^ iti ■^•r'tyii lUAy piiw ly ly ii iiuu i 


469 (M + H) 


3 


1940 


N-(cls-4^[4-(dimethylamino)-5,6,7,8-tetrahydroqulna20lin-2-yl] 
arriinojcycioriQAyi /~im u i y ir i leii ly i^ii iiwui ca 


429 (M + H) 


3 


1941 


N-(cis-4^[4-(dimethylam}no)-5.6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-N*-(4-fluorophenyl)thlourea 


443 (M + H) 


3 


1942 


N-(cls-4^[4-(dimethylamlno)-5.6.7,8-tetrahyd^oquinazolin-2-yll 
amino}cyclohexyl)-N*-hexylthiourea 


433 (M + H) 


3 


1943 


N-(cis-4-{[4-{dlmethylamino)-5,6,7,8-tetrahydroquinazoljn-2-yl] 
amino}cyclohexyl)-N*-[4-(trans-4-propylcyclohexyl)phenylJ- 

intourGa 


549 (M + H) 


3 


1944 


N-(cis-4^[4-(dimethylamlno)-5,6,7,B-tetrahydroqu^nazolln-2-yl] 
arninojcycionexyi^'ni 'isouuiyiiniuuioo 


405 (M + H) 


3 


1945 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yll 
aniino/cycioriexyi/-r>i -^•f-nieinoAyDipnenyi*o-yi/iiiiuuiBa 


531 (M + H) 


3 


1946 


N-(1,3-benzodloxol-5-ylmethyl)-N'-(cis-4-{[4-(dlmethylamino)- 
o,o,/ ,o-iGiranyaroquinazoiin-^-yijaminojc 


483 (M + H) 


3 


1947 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
eUTiinojcycionexyi/-i>i -^o-meinyipnenyi;iniuurea 


439 (M + H) 


3 


1948 


N-(cls-4-{[4-(dimethylamino)-5.6,7.8-tetrahydroquinazolin-2-yl] 
aminO|Cycionexyi/-iN -^•»-^meinyiiniojpnenyijLiiiuuiea 


471 (M + H) 


3 


1949 


N-(cis-44[4-(dimethylajTiino)-5,6,7,8-tetrahydroquina20lln-2-yl] 
arTiino/cyciuneAyi^'iN -^*f*i iidiiuAypiidiyi^iiuuuicci 


453 (M - H) 


3 


1950 


N-(cls-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroquina2olin-2-yl] 
arninojcyciuneAyi^"iN *^^~riKsuiyif/iwp"fc*wi" i yi/unuuicei 


403 (M + H) 


3 


1951 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
aiTiino/cycioneAy 1 ^-im "rneiiiyiu iiuui 


363 (M + H) 


3 


1952 


N-(cis-4-{[4-(dimethylam}no)-5,6,7,8-tetrahydroquinazolln-2-yl] 

ar«in/>\r*\#r*lr^hQv\/l\_Kl'_^'^-.n ttrr^nhonunthini i rpci 

arninojcycioiicAyi^-iN -^O'lnif uprmi ly i^it iiuuica 


470 (M + H) 


3 


1953 


N-(cls-4-{[4-(dimethylamjno)-5,6,7,8-tetrahydroquina2olin-2-yl] 
amino}cyclohexyl)-N'-(4-nltrophenyl)thiourea 


470 (M + H) 


3 


1954 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-N'-(1 ,1 ,3.3-tetramethylbutyl)thiourea 


461 (M + H) 


3 


1955 


N-(cis-4^[4-(dime%lamino)-5,6,7.8-tetrahydroquinazolin-2-yll 
amino}cyciohexyl)-N'-phenytthiourea 


425 (M + H) 


3 
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class 


1956 


N-(cls-4^[4-(dime%lamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amlno}cyclohexyl)-N'-propylthiourea 


391 (M + H) 


3 


1967 


N-(cls-44[4-(d{methylamino)-5,67,8-tetrahydroquina2olln-2-yl] 
ami no)cyclo h exy !)- N -[3- (trifluo rornethyl)phenyl]tniourea 


493 (M + H) 


3 


1958 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino)cyclohexyl)-N'-(tetrahydrofuran-2-ylmethyl)thlourea 


433 (M + H) 


3 


1959 


N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yll 
amino}cyclohexyl)-N*-(4-methylphenyl)thiourea 


439 (M + H) 


3 


1960 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-N'-(2-methylphenyl)thlourea 


439 (M + H) 


3 


1961 


N-(tert-butyl)-N'-(cis-4-{l4-(dimethylamino)- 
5.6,7,8-tetrahydroquinazolin-2-yqamino}cyclohexyl)thiourea 


405 (M + H) 


3 


1962 


N-1-adamantyl-N'-(cis-4-{[4-(djmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)thiourea 


483 (M + H) 


3 


1963 


N-(2-bromophenyl)-N•-(c^s-4^[4-(dimethylamlno)- 
5,6,7,8-tetrahydroqulna2olin-2-yl]amino}cyclohexyl)thiourea 


503 (M + H) 


3 


1964 


N-(2-chlorophenyl)-N'-(cls-4-{[4-(dlmethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yt]amino}cyclohexyl}thiourea 


459 (M + H) 


3 


1965 


N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino)cyclohexyl)-N-(2-phenylethyl)thiourea 


453 (M + H) 


3 


1966 


N-(cls-4-{[4-(dlmethylamino)-6,6,7,8-tetrahydroquina20lin-2-yl] 
amino}cyclohexyl)-N'-(4-ethylphenyl)thiourea 


453 (M + H) 


3 


1967 


N-(cis-4^[4-{dimethylamino)-5,6,7,8-tet^ahydroqulnazolin-2-yl] 
amino}cyclohexyl)-N'-[2-(methylthlo)phenyl]thiourea 


471 (M + H) 


3 


1968 


N-(cls-4-{[4-{dimethylamjno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amrno}cyclohexyl)-N'-(2-(trifluoromethoxy)phenyl]thlourea 


509 (M + H) 


3 


1969 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amlno}cyc!ohexyl)-N*-[2-(tr'rfluoromethyl)phenyl]thiourea 


493 (M + H) 


3 


1970 


N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulna2olin-2-yl] 
amlno}cyclohexyl)-N'-(2,3,4-trifluorophenyl)thiourea 


479 (M + H) 


3 


1971 


N-(2,3-dichlorophenyl)-N*-(cis-4-{[4-(dlmethylamino)- 
5,67i8-tetrahydroquinazolin-2-yl]amlno}cyclohexyi)thiourea 


493 (M + H) 


3 


1972 


N-(2,4-difluorophenyl)-N'-(cis-4-{[4-(dlmethylamlno)- 
6,6,7,8-tetrahydroqulnazolln-2-yl]amlno}cyclohexyl)thjourea 


461 (M + H) 


3 


1973 


N-(2,5-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7, 8-tetrahydroquinazolin-2-yI]amino}cyclohexyl)thiourea 


485 (M -H H) 


3 


1974 


N-(2,6-dlfluorophenyl)-N•-(cis-4^[4-(dl^nethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amlno)cyclohexyl)thlourea 


461 (M + H) 


3 


1975 


N-(2-chloro-4-njtrophenyl)-N'-(cis-4-{[4-(dimethylamino)- 
5 ,o , / , o-ieirany oro q u inazo nn-^-y ij am inojcycio 


504 (M + H) 


3 


1976 


N-[2-(difluoromethoxy)phenyl]-N'-(cls-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqujnazolin-2-yl]amino}cyclohexyl)thjourea 


491 (M + H) 


3 


1977 


N-(cis-4-{[4-(dimethytamino)-5,6,7,B-tetrahydroquinazolin-2-yI] 
amlno}cyclohexyl)-N42-fIuoro-5-(trifluoromethyl)phenyl]thiourea 


511 (M + H) 


3 
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Bft> no. 


eomDOund nsniG 


MS 


class 


1978 


N-(cls-4^[4-{dimethylamino)-5,6,7,8-tetrahyclroquinazolln-2-yl] 


443 (M + H) 


3 


1979 


N-(cis-4^[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolin-2-yl] 
arninojcywioneAyi^'i^ -^fc-iuuupiid •/</" 


551 (M + H) 


3 


1980 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulna2olin-2-yl] 
a m i n Mr^H n h oyw h. Ni '4 r ft rifl u n mm ethv hth IoId h 6 nvilth iou rea 


525 (M + H) 


3 


1981 


N-(3,5-dichlorophenyl)-N'-(cls-4-{[4-(dimethylamlno)- 

K tl 7 n.totr9h\/Hrriniiin;)7nlin-P-\/llr)minolcvctoh6XVhthiOUrGa 


493 (M + H) 


3 


1982 


N-(3,5-difluorophenyl)-N'-(cis-4-{[4-{dimethylamlno)- 

7 R-t^tmh\#Hronijina7olin-2'VnaminolCVCloheXVnthtOUr6a 


461 (M + H) 


3 


1983 


N-(3-cyanophenyl)-N*-(cis-4-{[4-(dimethylamino)- 

R R 7 fl.tPtrahvrirnnuina7olin-2-vriarflino)CVClohGXVhthiOUrGa 


450 (M + H) 


3 


1984 


N-(cls-4^[4-(dimethylamino)■5,6,7,8-tetrahydroquinazolin-2-yl] 

aminrk'ir^HnhAy\/I^.M'./'^-flMnrnnhenvlMhiour6a 
aiTiiriujcywfiui loAyi y m i luui w/jji ici ly hwmi «» 


443 (M + H) 


3 


1985 


N-(cls-4^[4-(dimethylamlno)-5,6,7,8-tetrahyd^oquinazolln-2-yl] 
ariiinojcycioneAy i^-iN -^o-iuuujji lei lyiyii nwui co 


551 (M + H) 


3 


1986 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
arninojcycioriBxyi^-iN -\o-i7ieino»ypiiBiiyi/iiiiuuioa 


455 (M + H) 


3 


1987 


N-[4-(difluoromethoxy)phenyll-N'-(cls-4-{[4-(dlmethylamino)- 
3,0, / ,0"i©iranyuroquinazuni y ijaiiiiHujuy^ ic^yi^u nwui 


491 (M + H) 


3 


1988 


N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 

orni n /^'i^/r^l/%hav\#l\.Kl'.rA./trif It iArnmPthny\/^nhen\/i1thioLir6a 
arriinOjCyCiOnSAyi/'IN -|^H"^lililUOillillcuiUAy^|jiiciiyijuiiwui 


509 (M + H) 


3 


1989 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
HrninOfCyciuricAyi ^'in |^*f*^ii iiiuui ui i icii lyiypi ici ly ij^i iiwui 


493(M-hH) 


3 


1990 


N-(cis-4^[4-(dimethyla^^ino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amlno}cyclohexyl)-N'^4-[(trifluoromethyl)thio]phenyl]thjourea 


625 (M + H) 


3 


1991 


N-(4-bromo-2-fluorophenyl)-N'-(cis-4-{[4-(dimethylamjno)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amlno)cyclohexyl)thiourea 


520 (M) 


3 


1992 


N-[4-chloro-3-(trifluoromethyl)phenyl]-N'-{cis-4-{ 
[4-(dimethy!amino)-5.6,7.8-tetrahydroquinazolln-2-yl]amino) 

m/^lnh AwlAth im i TAA 
wybiUi lOAy 1 ju 1 1 vu i ca 


527 (M + H) 


3 


1993 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yll 
flminoirn/rinhpyvh-N'-rd-ftuom-S-ftrifluoromethvnDhenvllthiourea 


511 (M + H) 


3 


1994 


N-(6-chloro-2-methylphenyl)-N'-{cis-4-{[4-(dimethylamino)- 
5,6.7,8-tetrahydroquinazolin-2-yGamino}cyclohexyl)thiourea 


473 (M + H) 


3 


1995 


N-bicyclo[2.2. 1 ]hept-2-yl-N'-(cls-4-{[4-(dlmethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)thiourea 


443 (M + H) 


3 


1996 


tert-buty![4-({[(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydro- 

quinazolin-2-yl]amino}cyclohexyl)amlno]carbonothioyl}amino) 

phenyl]carbamate 


540 (M + H) 


3 


1997 


N-[2-{3,4-dlmethoxyphenyl)ethyl]-N'-(cis-44[4-(dimethylamino)- 
6,6,7,8-tetrahydroquinazonn-2-yl]amlno}cyclohexyl)thlourea 


513 (M + H) 


3 


1998 


N-[2-(4-chlorophenyl)ethyl]-N'-(cis-4-{[4-(dimethylafnlno)- 
5.6.7.8-tetrahydroquinazolm-2-yl]amino}cyclohexy))thiourea 


487 (M + H) 


3 
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ex. no. 


r*AmBAund name 


MS 


class 


1999 


N-(cis•4^[4-(dime%lamino)-5,6.7,8-tetrahydroquinazolin-2-yl] 

arTiinO|CyCIOn©Xyi /*rM '^^,0,*f ,0*lou awiliuiupi lei lyiyu nuui 


561 (M + H) 


3 


2000 


N-(cis-44[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolin-2-yl] 

aminOjCycionexyiy-lN -^ic,'i',OHncnioropnBnyi;miuuiea 


527 (M + H) 


3 


2001 


N-(cls-4^[4-(dlmethylamino)-5,6,7,8-tetrahydroqumazolin-2-yll 
amino}cyclohexyl)-N'-{2,4,6-trifluorophenyl)thiourea 


479 (M + H) 


3 


2002 


N-(2,6-dllsopropylphenyl)-N'-(cis-4-([4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)thiourea 


509 (M + H) 


3 


2003 


N-[2-chloro-5-(trlfluoromethyl)phenyl)-N'-(cls-4-{ 

[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl]amino} 

cyclohexyl)thiourea 


527 (M + H) 


3 


2004 


N-(cis-4H[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 

amiiiO)Cycion6Xyi/-IM -[o-^meinyiiniu;pnenyijinioureo 


471 (M + H) 


3 


2005 


N-(3,4-dlch^orobenzyl)-N*-(cis-4^[4-(dlmethylamlno)- 
o,D,/,o-i6iranyQroquinazoHn-^-yijarninojcyc 


507 (M + H) 


3 


2006 


N-(3,5-dimethoxyphenyl)-N'-(cls-4-{[4-(dimethyIamlno)- 
0 , o , f , O'lBirany a ro q u inazoi in -fc"y 1 Jam in u J 


485 (M + H) 


3 


2007 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino)cycionexyi}-iN -^o,o-aimeinyipnenyi;inioured 


453 (M + H) 


3 


2008 


N-[3-(benzyloxy)phenyl]-N'-(cis-4-{[4-(dimethylamino)- 
5 , o , 7, o-iGtrany oroq u in azoi in-^-y 1 jam I n o)cy c 1 0 n e X 


531 (M + H) 


3 


2009 


3-({[(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
aiTiino)cycionexyi)aminojcarDonoinioyi]aminu^ duiu 


469 (M + H) 


3 


2010 


N-(3-chloro-4-methylphenyl)-N'-(cls-4-{[4-(dimethylamino)- 
5,D,7,8-tetranydroquinazoiin-z-yijamino)cycionexyi;iniourea 


473 (M + H) 


3 


2011 


N-(cls-4-{[4-(dimethylamlno)-5,6,7.8-tetrahydroqulnazolin-2-yl] 
amino)cycionexyi;-N -^o-pnGnyipropyi;iniourea 


467 (M + H) 


3 


2012 


N-[4-(dlethylamino)phenyl]-N'-(cis-4-{[4-(dimethylamino)- 
0,0,7,0-ieiranyaroquinazoiin^^-yijaminojcycione^ 


496 (M + H) 


3 


2013 


ethyl 4-({[(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin- 

A • *MlMWMw««l\nnMSM^lAArl^AnAt^SAull AmmAlnAA^AOtA 

2-yijaiTiino]cycion6xyi;aminojcarDonoinioyij 


497 (M + H) 


3 


2014 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
arninojcycionexyi/-i>i '\ \ -^*f-iiuor opneiiyi^euiyijiinuuica 


471 (M + H) 


3 


2015 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
aminojcycionexyi^-ni -^^-Tiuorouenzyi/inioureo 


457 (M + H) 


3 


2016 


N-(cls-4-{[4-(dimethylannjno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
arnino/cycionexyiy-iM -^^--isopr opyipnenyi/inioui ea 


466 (M) 


3 


2017 


N-{cjs-44[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazoIjn-2-yll 
amino}cyclohexyl)-N'-(4-methoxy-2-nitrDphenyl)thiourea 


500 (M + H) 


3 


2018 


N-(cis-4-{[4-(djmethylamino)-5,6,7,8-tetrahydroquinazoIin-2-yl] 
amino}cyclohexyl)-N'-(4-methoxyben2yl)thlourea 


469 (M + M) 


Q 

o 


2019 


methyl 4-({[(cls-4-{[4-{dlmethylanriino)- 

6,6,7,8-tetrahydroqulnazolln-2-yl]amino)cyclohexyl)amlno] 

carbonothioyl}amino)benzoate 


483 (M + H) 


3 
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ex. NO. 




MS 


class 


2020 


N-(cis-4^[4-{dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 

aITlinO)CyClOn8Xyi/"i>i *^*f-nn?liiyi^ inuupiioiiyi/iinwuioo 


484 (M + H) 


3 


2021 


N-(cls-4^[4-(dimethylamino)-5.6,7.8-tet^ahydroqulnazolin-2-yl] 
amino jcycionexyi;-iN -^«i-m8inyiuwii^yi/wiiuuica 


453 (M + H) 


3 


2022 


N-(4-butylphenyl)-N'-(cis-4-{[4-(dlmethylamino)- 

0,D, f ,0"I6iranyQrOC|UinaZOIIii^ yijaM III lu/uyuiui icAji/ii iivui «#a 


481 (M + H) 


3 


2023 


N-(5-chloro-2-methoxyphenyl)-N'-(cls-4-{[4-(dimethylamlno)- 

c e 7 o tatrahwHrnm iinfl7nlin-9>\/ll;^minnl(^cloh6XVlHhiOlJr6a 

o,o,f ,0"i6iranyaiwquina20iin-t-yija 


489 (M + M) 


3 


2024 


N-(cis-4^[4-(dimethylamino)-6,6,7,8-tetrahydroqulnazolin-2-yl) 
amino)cycionexyi;-iN '\\ -pnenyieinyijuiiuuiea 


453 (M + H) 


3 


2025 


N-(cis-4-{[4-(dimethylamlno)-5,6,7,B-tetrahydroquina2olin-2-yl] 
amino}cycionBxyi}-N -^aipnenyimeinyi;iniourBa 


515 (M + H) 


3 


2026 


N-cyclododecyl-N'-(cis-4-{[4-(dlmethylamino)- 
o,o,7,0"t8iranyQroquinazoiin-^-yijaminu/uyuiuM 


515 (M + H) 


3 


2027 


N-(cyclohexy!methyl)-N'-{cis-4-{[4-(dimethylamino)- 
5 , 6 , 7, 8-16 irany Q ro q u 1 n azoi 1 n-^-y 1 jeun ino jcycioneA^ 


445 (M + H) 


3 


2028 


N-cyclooctyl-N*-(cls-4-{[4-(dimethylamino)- 
5,6,7,8-teiranyuroquinazoiin-^-yijaminojcycioneAyi;^ 


459 (M + H) 


3 


2029 


N-cyclopropyl-N'-(cls-4-{[4-(dimethylamino)- 
5,D,7,8-tetranyuroquinazoMn-^-yijaminojcycioneAyi;Ln 


389 (M + H) 


3 


2030 


N-(cis-4-{[4-(dimethylamino)-6,6,7,8-tetrahydroquinazolin-2-ylJ 
amino]cycionexyi)-N -^<:,^-a(prienyieinyi;iniourea 


529 (M) 


2 


2031 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqujnazolin-2-yl] 

aiTlinOjCyCIOncXyiy-lN -^^,o,0,D*Leiiawiiioiupnwiiyi^uiiuui 


561 (M + H) 


3 


2032 


N-(2,4-dichlorobenzyl)-N'-{cis-4-{(4-(dimethylamlno)- 
o ,o , 7, 0"i6Trany Q lO qu inazoi 1 n - t-y 1 jaiTi inu 


507 (M + H) 


3 


2033 


N-{2,5-dibromophenyl)-N'-(cls-4-{[4-(dimethylamino)- 
o,D, / ,o-iSiranyuroquinazoiin-4t*yijarnii lU/uyu 


581 (M + H) 


3 


2034 


N-[2-(2,5-dlmethoxyphenyl)ethyll-N'-(cis-4-{[4-(dlmethylamlno)- 
0,0,/ ,o-i©iranyaroquinazoiin-£-yijarninu|t^ 


513 (M + H) 


3 


2035 


N-(2-chloro-5-nltrophenyl)-N'-(cis-4-{[4-(dimethylamino)- 
0,0,/ ,o"iciranyoroquinazoiin-^-yijam 


504 (M + H) 


3 


2036 


N-(2-cyanophenyl)-N*-(cis-4-{[4-(dimethylamino)- 
0,0, / ,o-i6Tranyaroquinazoiin-t-yijarninojcyc^ 


450 (M + H) 


3 


2037 


N-(cls-4-{[4-(dimethylamino)-5,6.7.8-tetrahydroqulnazoIln-2-yl] 
aiTiinojcycionGxyi}-iM -^^-iiuoroDenzyijiniou rea 


457 (M + H) 


3 


2038 


N-{[(cis-4-{[4-(djmethylamino)-6,6,7,8-tetrahydroqulnazolin-2-yl] 
anrii n ojcyc 1 0 n exy 1 }ai7i 1 n 0 jcaroo n oin loy 1 j -ic-T u ra m 


443 (M + H) 


3 


2039 


N-(cis-4'{[4-(dimethylamino)-5,6,7,8-tetrahydroquina20lin-2-yl) 
amino)cyclohexyl)-N'-(2-methoxy-5-nitrophenyl)thiourea 


500 (M + H) 


3 


2040 


N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-y!] 
amlno}cyclohexyl)-N'-(2-methylbenzyl)thlourea 


453 (M + H) 


3 


2041 


N-{3,4-dimethoxybenzyl)-N'-(cls-4-{[4-(dimethylamino)- 
5.6.7.8-tetrahydroqulnazolin-2-yaannlno}cyclohexyl)thiourea 


499 (M + H) 


3 
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bx. no. 


COiTipwunGi nomv 


MS 


class 


2042 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
arnino)c^cionexy!/-i>i -^o-einyipnenyiyiiiiuui»a 


453 (M + H) 


3 


2043 


N-(cls-4-{[4-(dimethylamlno)-5,6,7.8-tetrahydroqulnazolin-2-yll 
QfTil nO/CyCiOnexy I^~|>| -\o~n u oroDenzy ii i luu i ea 


457 (M + H) 


3 


2044 


N-(cls-4-{[4-{dimethylamino)-5,6,7,8-tetrahydroquina20lin-2-y!l 
aminojcycionGxyi;-i>i -^o-meinoxyoenzyiymiuuiBa 


469 (M + H) 


3 


2045 


N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquina20lin-2-yl] 
ami no/cycione xy 1 im -^o-m e i ny ioenzyi;iinuu(t:a 


453 (M + H) 


3 


2046 


N-(4-bromo-3-chlorophenyl)-N'-(cis-4-{[4-(djmethylamlno)- 
o,b,/ ,o-i6tranyQroquinazoiin-^-yijaniino/c^ 


537 (M + H) 


3 


2047 


N-(4-bromo-3-methylphenyl)-N'-(cis-4^[4-(d^methylam^no)- 
o ,o , f , o-teirany ui oq u In azo 1 in-£-y 1 J eun in^ 


517 (M + H) 


3 


2048 


N-(4-decylphenyl)-N'-(cis-4-{[4-(dlmethylamjno)- 

o,o,f lO-TSiranyoroquinazoMn-^-yijarnina/uy ca 


565 (M + H) 


3 


2049 


N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amlno)cyclohe)cyl)-N'-[4-(4-nitrophenoxy)phenyl]thlourea 


562 (M + H) 


3 


2050 


N-(cls-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquina20lin'2-yll 
amlno}cycIohe)(yl)-N'- (4-[(4-nitrophenyI)thio]phenyl}thiourea 


578 (M + H) 


3 


2051 


4-({[(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 

amlno}cyclohexyl)amjno]carbonothioyl]amino)- 

benz6nesulfonamide 


502 (M - H) 


3 


2052 


N-(cis-4-{[4-(dimethylamjno)-5,6,7,8-tetrahydroquinazolln-2-yll 
aminojcycionsxyij-iN -[^-^*f-meinyipnenyi;einyijiniourea 


467 (M + H) 


3 


2053 


N-(cis-44[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolin-2-yl] 
amlnojcycionexyij-N -(4-pnenoxypnGnyi;iniourea 


517 (M + H) 


3 


2054 


N-(2,3-dihydro-1H-lnden-5-yl)-N'-(cls-4-{[4-(dlmethylamlno)- 
o ,o, / , o-ioiranyoroquinazoi in-4c-y ijam inojcyci^ 


465 (M + H) 


3 


2055 


N-cycloheptyl-N'-(cis-4-{[4-(dimethylamlno)- 
o , o , / , o-i6irany Q ro q u 1 n ozo M n -fc-y ij am ino jc^ 


445 (M + H) 


3 


2056 


N-(cis-4-)[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl] 
aminojcyCiOnexyi/-iM -prop-^-yn- 1 -yiiniourea 


387 (M + H) 


3 


2057 


N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
arTiinojcycionsxyi^'iN -i^^f-^piperiuin- 1 -yiouiiuiiyi^piioiiyij Linuuic^a 


572 (M + H) 


3 


2058 


N-(2-cyclohex-1 -en-1 -ylethyl)-N'-(cis-4-{[4-{dlmethylamjno)- 
tjjb, / ,o-iGiranyaroquinazoiin"fc-yijaniinuj^ 


457 (M + H) 


3 


2059 


N-(cis-4-{[4-{dlmethylam}no)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
aminojcycionsxyi^-iN -^^,o-aim6inyipnenyi; inioureo 


453 (M + H) 


3 


2060 


N-(2-bromo-4-isopropyIphenyl)-N'-(cis-4-{[4-(dimethylamlno)- 
D , o 1 / 1 o~i6irany oro q uin ozo 1 1 n"fc~y 1 J arn ino /L.y u 1^ 


545 (M + H) 


3 


2061 


N-(2-bromo-5-fluorophenyl)-N*-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)thiourea 


521 (M + H) 


3 


2062 


N-(cis-4-{[4-(dlmethylamino)-5.6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-N'>(2-methoxybenzyl)thlourea 


469 (M + H) 


3 


2063 


N-(cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)-N*-(3,4-dimethylphenyl)thiourea 


453 (M + H) 


3 
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ex. no. 




MS 


class 


2064 


N-(cls-4^[4-(dimethylamlno)-6,6,7,8-tetrahydroquinazolln-2-yl] 

Qminn\m/Hnhav\#h.M*./A.nhpn\/]hiitvhthiourfia 
arnino/cycioneAyi/'iN -\H-pin*iiyiuuiyi^miuui 


481 (M + H) 


3 


2065 


N-(4-tert-butylphenyl)-N'-(cjs-4-{[4-(dlmethylamino)- 

C <S 7 Q tAtrahuHmni iina7nnn.9>unanrtinn\ovf^ioh6XVhthiOLir6& 

0|Opr pO"i6irHnyuroquinctfcOiin"fc"yijttiiiii 


481 (M + H) 


3 


2066 


N-(5-chloro-2-fIuorophenyl)-N'-(cls-4-([4-(dimethylamlno)- 

c c 7 Q tAtrol^t/Hmni iina7#%lin_0.%/naminn\r'\/oinhpy\#hthiniirPA 

o,D| / ,o*isiranyQroquineitoiin~fc"yijaii III lu/^ icAyiyn nuui cc» 


477 (M + H) 


3 


2067 


N-blcyclo[2.2.1]hept-5-en-2-y!-N'-(cis-4-{[4-(dlmethylamino)- 
5,6,7.8-tetrahydroquinazolin-2-yl]amino)cyclohexyl)thiourea 


441 (M -f H) 


3 


2068 


N-(cyclopropylmethyl)-N'-{cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolln-2-yl]amlno}cyclohexyl)thiourea 


403 (M + H) 


3 


2069 


ethyl 2-({[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin- 
2-yl]amino}cyclohexyl)amino]carbonothioyl}amino)- 

A C tt 7 tAtraKurfm.i .Han7nthinnhckn0i-'^-^nrhoy\/l«)t6 

•f jOiO, f "iciranyuro" i -u6niUiriiupin?in»"o treiiuuAyiaLc; 


557 (M + H) 


3 


2070 


N-(2-bromo-4-fluoropheny!)-N'-(cis-4-{[4-(dlmethylamino)- 
o,D, / ,o-i6iranyuroquincizoMn-^*yijaiiiiiiw/uyw» 


521 (M + H) 


3 


2071 


N-(3-chloro-4-fluoroph8nyl)-N'-(cls-4-{[4-(dimethylamino)- 

C e 7 Q l'atraKuHrv\miina7nlin.9-ui1aminnlf^f^lnhAy\/hthiolir68 

o,o,f ,o*i6iranyuroquinfiutoiin"fc yijw 


477 (M + H) 


3 


2072 


N-[4-(dimethylamino)phenyl]-N'-(cls-4-{[4-(dlmethylamino)- 
o,o,7,o-t6iranyaroquinazoiin-^-yijarTiino/cyc^ 


468 (M + H) 


3 


2073 


N-[3-(diethyIamino)propyl]-N'-(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqulnazolin-2-yl]amino}cyclohexyI)thiourea 


462 (M + H) 


3 


2074 


N-(cis-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)-N'-(2-morpholln-4-ylethyl)thiourea 


462 (M -¥ H) 


3 


2075 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yll 
amino}cyclohexyl)-N'-(4-phenanthro[9,1 0-d][1 ,3]oxazol- 
2-ylphenyi)thiourea 


642 (M + H) 


3 


2076 


N-(cis-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)-N'-pyrldin-3-ylthiourea 


426 (M + H) 


3 


2077 


N-(4-{{E)-[4-(dimethylamino)phenyl]diazenyl}phenyl)-N•-(cls-4^ 

[4-(dimethylamlno)-5.6.7.8-tetrahydroqulnazolin-2-yl]amino} 

cycionexyiyiniourea 


572 (M + H) 


3 


2078 


N-(c^s-4^[4-(dlmethylamino)-5,6,7.8-tetrahyd^oqu^nazolin-2-yl] 
anriinojcycionexyi/-ni -\o-iTiurpnuiiii"H"yi|jiu|jyi/if nuuica 


476 (M + H) 


3 


2079 


N-{4-chlorobenzyl)-N'-{cis-4-{[4-(dimethylamlno)- 

0,D, f ,0"l6iranyuroquinailOMil"t"yijeli Mil lu/uyu icAyiyii Mwui 


473 (M + H) 


3 


2080 


N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqujnazolln-2-yl] 
aminojcycionexyi -\*f-[^c;"pncnyiaia^cnyijpi ici lyiju nuuica 


529 (M + H) 


3 


2081 


N-(cis-44[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
arninojcycioriBAyi^'iN -^t-piptsriuiii" i yioiiiyi/miwuica 


460 (M + H) 


3 


2082 


N-(cls-4^[4-(dimethylamino)-5,6,7,8-tetrahyd^oquina2olin-2-yl] 
amlno}cycllohexyl)-N'-[4-(1 H-pyra2ol-1 -yl)phenyllthiourea 


401 (M + H) 


3 


2083 


N-2, 1 ,3-benzothiadiazoM-yl-N'-(cis-4-{[4-(dimethylamlno)- 
6,6,7.8-tetrahydroqulnazolin-2-yl]amino}cyclohexyl)thlourea 


483 (M + H) 


3 


2084 


N-2,1,3-benzothiadiazol-5-yl-N'-(cls-4-{[4-{dimethylamjno)- 
5,6,7,8-tetrahydroquinazolin-2-yllamlno}cyclohexyl)thiourea 


483 (M + H) 


3 
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cofTipound nsme 


MS 


class 


2085 


N-(cis-4^[4-(dimethylamlno)-5,6.7,8-tetrahydroquina2olin-2-yl] 
aminnicvciohexvlViM'-(3 5-dimethvlj80xazol-4-vl)thiourea 


444 (M + H) 


3 


2086 


N-(cis-4^[4-(djmethylamino)-5,6,7,8-tGtrahydroquinazolin-2-yl] 
flminnin/cioheyvh-N'-fA-M 3-oxazol-5-vl)Dhenvl1thiouraa 


492 (M + H) 


3 


2087 


N.(cis-4^[4-(dimethyIamlno)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
aminnirvrinhpyvh-N'-^fi-rnorohoiin>4-vlDvridin-3-vi)thiourea 


511 (M + H) 


3 


2088 


N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroqulna20lln-2-yl] 
aminn\r\/rinhpyvlVNl'-fR-nhenoxvDvridin-3-vl) thiouFBa 


518 (M + H) 


3 


2089 


N-(2-chlorophenyl)-N'-(cis-4^[4-(dimethylamino)qulnolin-2-yl] 

aminojcyuiuneAyiyui ca 


438 (M + H) 


2 


2090 


N-(cls-44[4-(dimethylamino)qumolin-2-yl]amino}cyclohexyl) 

.M'./9 A.HimAthulnhAnvhumfl 
"01 •^fc,o*uirneiMyifJiienyi/uioa 


432 (M + H) 


3 


2091 


N-(2,4-difluorophenyl)-N*-(cls-4-{[4-(dlmethylamino)quinolln-2-yl] 

aiTiino/cyirfiuiicAyi^ui xsa 


440 (M + H) 


3 


2092 


N-(cls-4-{[4-(dimethylamino)qulnolin-2-yI]amlno}cyclohexyl) 


446 (M + H) 


2 


2093 


ethyl N-{[(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino) 

Awnlnh ovif INami nnlca rhnnvlll euci n ate 
vyuiuiicvAyi^aii III lujoai wui ly ijicuwn idlc 


470 (M + H) 


3 


2094 


N'-(cis-4-{[4-(dlmethylamlno)qulnoIin-'2-yllamino}cyclohexyl) 

IN -^HHuwiupiicyiiyiyuicei 


422 (M + H) 


3 


2095 


N-(cis-4-{[4-(djmethylamino)quinoIin-2-yl)amlno}cyclohexyl) 

"IN ~|*f"^iTioinyiiniu/|jiiciiyijuii?ca 


450 (M + H) 


3 


2096 


N-(cls-4"{[4-(dimethyIamino)quinolln-2-yllamino}cyclohe)cyl) 

"IN -[^"^iriliuuiuf iiciiiyi/pi ici lyijui va 


472 (M + H) 


3 


2097 


N-(cls-4^[4-(dimethylami^o)quinolin-2"yl]amino}cyclohexyl)-N'- 
rneoiiyiui c;ct 


446 (M + H) 


1 


2098 


N-(cis-4-{[4-(dlmethylamjno)quinolin-2-yl]amino}cyclohexyl) 

_K.M./O.mothulnhon\/IN| irpa 
"IN -^fc"iiicii lyipi ici lyiyui cci 


418 (M + H) 


3 


2099 


N-(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amino}cyclohexyl) 

IN ^£|*r,D U lul liwi U|JI Id lyi^UI CCI 


506 (M + H) 


2 


2100 


N"(cls-4"{[4"{dlmethylamlno)quinolin-2-yl]amlno}cyclohexyl) 

-IN -^^,**,o~ii iDiUino|ji idiyi^uica 


637 (M + H) 


1 


2101 


N-(2,4-dibromo-6-fluorophenyl)-N'-(cis-4-{[4-(dimethylamlno) 

nitinnlin-9-\ii1aminolcvclohewnurea 
v|Uiiiiiiiii ^ yijcu 1 iiiiwjwywiwi ic^yi^Mi «a 


578 (M + H) 


2 


2102 


N-(2.6-diethylphenyl)-N'-(cis-4"{[4-(dimethylamino)quinolin-2-yl] 

aiTii 11 o/cyclun oxy 1 /u I oisi 


460 (M + H) 


1 


2103 


N-[2-chloro-6-(trlfluoromethyl)phenyl]-N'-(cis-4-{ 

fA./Himothulamin^^rlllinrll^n-9-\/l1arn^nolcvclohexvhu^ea 
['f^Ull I Iclliyiell Mil lw^^ull iwiii 1 £ y ijcu I ill iwjwywiwi iw^ji/fcii 


506 (M + H) 


3 


2104 


N-{2-chloro-6-methylphenyl)-N'-(cis-4-{[4-(dlmethylamlno) 
quinolin"2-yt]amino}cyclohexyl)urea 


452 (M + H) 


3 


2105 


N-(2-chlorobenzyl)-N'-(cis-4-{[4-(dimethylannlno)qulnolln-2"yl] 
amlno}cyclohexyl)urea 


452 (M + H) 


2 


2106 


N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl) 

-N'-(2-ethyl-6-(sopropylphenyl)urea 


474 (M + H) 


2 
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Ex. No. 


compound name 


lie 

MS 


class 


2107 


N-(cis-4^[4-(dimethylanriino)quinolin-2-yl]amlno}cyclohexyl) 
-N'-(2-ethylphenyl)urea 


432 (M + H) 


3 


2108 


N-{cis-4^[4-(dimethylanriino)quinolin-2-yl]amlno}cyclohexyl) 
-N'-(2-iodophenyl)urea 


530 (M + H) 


3 


2109 


N-{cls-4-{[4-(djmethylamlno)qulnolin-2-yGamlno}cyclohexyl) 
-N'-(2-isopropyl-6-methylphenyl)urea 


460 (M + H) 


2 


2110 


N-(cis-4^[4-(dlmethylam^no)qulnolin-2-yl]amlno}cyclohexyl) 
-N'-(2-isopropylphenyl)urea 


446 (M + H) 


3 


2111 


N'(ciS'4-{[4-(dimethylamino)quinolin-2-yi]amino}cyclohexyl) 
-N'-(2-methyl-3-nitrophenyl)urea 


463 (M + H) 


3 


2112 


N-(cis-4-{[4-{dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
*N'-(2-propylphenyl)urea 


446 (M + H) 


3 


2113 


N-(2-tert-butyl-6-methylphenyl)-N'-(cis-4-{[4-(dlmethylamino) 
qulnolin-2-yl]amlno}cyclohexyl)urea 


474 (M + H) 


1 


2114 


N-(2-tert-butylphenyl)-N'-(cis-4-{[4-(dlmethylamino)quinolin-2-yl] 
amino}cyclohexyi)urea 


460 (M 4- M) 


3 


2115 


N-(3-chloro-2-methy!phenyl)-N'-(cls-4-{[4-(dlmethylamino) 
quinolin-2-yl]amino)}cyclohexyl)urea 


452 (M + H) 


3 


2116 


N-(4-bromo-2,6-dlfluorophenyl)-N'-(cis-4-{[4-(dimethylamino) 
qulnolln-2-yl]amino}cyclohexyl)urea 


618 (M + H) 


3 


2117 


N-[4-chIoro-2-(trlfluoromethyl)phenyl]-N'-(cls-4-{ 

[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)urea 


506 (M + H) 


3 


2118 


N-(4-cyanophenyl)-N'-(cis-4-{[4-(dimethylamino)quinolin-2-yl] 
amino}cyclohexyl)urea 


429 (M + H) 


3 


2119 


N-(cis-4-{[4-{dimethylamino)qujnolin-2-yl]amlno}cyclohexyl) 
-N'-(diphenylmethyl)urea 


494 (M + H) 


2 


2120 


N-(4-bromo-2,6-dlmethylphenyl)-N'-(cls-4-{[4-(dimethylamino) 
quinolin-2'yl]amino}cyclohexyl)urea 


510 (M + H) 


1 


2121 


N-(cis-4^[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl) 
-N'-(3-methyl-6-phenyllsoxazol-4-yl)urea 


485 (M + H) 


2 


2122 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
-N*-[5-methyl-2-(ti1fluoromethyl)-3-furyl]urea 


476 (M + H) 


3 


2123 


N-(2-bromophenyl)-N'-(cis-4-{[4-(dlmethylamlno)quinolin'2-yG 
ami no}cyclo hexy 1) u rea 


482 (M + H) 


3 


2124 


N-biphenyl-2-yl-N'-(cis-4-{[4-(dlmethylamlno)quinoIin-2-yl]amino) 
cyctohexyl)urea 


480 (M + H) 


3 


2125 


N-butyl-N'-(cls-4-{[4-(dimethylamino)qumolin-2-yl]amino} 
cyclohexyl)urea 


384 (M + H) 


3 


2126 


N-(cjs-4^[4-(dimethylamlno)quinonn-2-yl]amino}cyclohexyl) 

-N -(2,3-aimetnylpnenyi)urea 


432 (M + H) 


3 


2127 


ethyl 3-({[(cis-4-{[4-(djmethylamino)qujnolin-2-yl]amino} 
cyclohexyl)amino]carbonyl}amlno)benzoate 


476 (M + H) 


3 


2128 


N-(cls-4-{[4-(dlnnethylamino)qulnolln-2-yl]amino}cyclohexyl) 
-N'-[1 -(3-isopropenylphenyl)-1 -methylethyljurea 


486 (M + H) 


3 
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compound name 


MS 


class 


2129 


methyl N-{[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyl)amino]carbonyl}niethioninate 


474 (M + H) 


3 


2130 


N-(cis-4-{[4-{dimethylamlno)qujnolln-2-yl]amlnolcyclohexyl)-N- 
1-naphthylurea 


454 (M + H) 


1 


2131 


N■(cls-4^[4-(dimethylam^no)qulnolin-2-yl]amlnolcyclohexyl) 
-N'-[(2S)-2-phenylcyclopropyl]urea 


444 (M + H) 


3 


2132 


N-(cls-4^[4-{dimethylamino)quinolin-2-yl]amlno) cyclohexyl) 
-N-(4-phenoxyphenyl)urea 


496 (M + H) 


3 


2133 


N-(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amlno}cyclohexyl)-N*- 
pentylurea 


398 (M + H) 


3 


2134 


N-(cls-4-{[4-(dimethylamino)quinonn-2-yl]amlno}cyclohexyl) 
-N -[v(vnaphthyl)ethyl]urea 


482 (M + H) 


1 


2135 


methyl N-{[(cls-4-{[4-(dimethylamlno)qulnolln-2-yl]amlno} 
cyclohexyl)amlno]carbonyl}phenylalanlnate 


490 (M + H) 


2 


2136 


N-{cis-4-{[4-(djmethylamlno)qulnolln-2-yl]amino}cyclohexyl) 
-N "(1 -pnenylethyl)urea 


432 (M + H) 


3 


2137 


1-t4-(4-Dlmethylamlno-qulnolin-2-ylamlno)-cyclohexyl]- 
3-(1 -phenyl-ethyl)-urea 


432 (M + H) 


3 


2138 


N-(c^s-4^[4-(dlmethylamlno)quinolln-2-yl]amino}cyclohexyl) 
-N -(2,3,5,6-tetrachlorophenyl)urea 


540 (M + H) 


3 


2139 


N-(2,4-djbromophenyl)'N'-(cis-4-{[4-(dimethylamlno)qulnolin-2-yl] 
ami no}cyclohexyl) urea 


560 (M + H) 


3 


2140 


N-(2,4-dichlorobenzyl)-N'-(cis-4^[4-(dlmethylamino)qulnolin-2-yl] 
amlno)cyclohexyl)urea 


486 (M + H) 


3 


2141 


N-(2,4-dimethoxyphenyl)-N'-(ds-4-{[4-{dlmethylamlno)quinolln- 
2-yl]amino}cyclohexyl)urea 


464 (M + H) 


3 


2142 


N-(cjs-4-{[4-(dimethylamino)qulnolln-2-yl]amlno}cyclohexyl) 
-N'-(2-ethoxyphenyl)urea 


448 (M + H) 


3 


2143 


N-(cls-4-{[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl) 
-N'-(2-fluorobenzyl)uiiea 


436 (M + H) 


3 


2144 


N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amlno}cyclohexyl) 
-N-(2-methyl-4-nitrophenyl)urea 


463 (M + H) 


3 


2145 


N-(cls-4-{[4-(dlmethylamino)qulnolin-2-yl]amlno}cyclohexyl) 
-N'-(2-methyl-5-nitrophenyl)urea 


463 (M + H) 


3 


2146 


N-(cis-4-{[4-(dlmethylamlno)qujnoljn-2-yl]amino}cyclohexyl) 
-N -(2-methylbenzyl)urea 


432 (M + H) 


3 


2147 


N-(cjs-4-{[4-(djmethylamlno)qulnolin-2-ylJamlno}cyclohexyl) 
-N'-(2-nltrophenyl)urea 


449 (M + H) 


3 


2148 


N-1,3-benzodioxol-5-yl-N'-(cls^-{[4-(dlmethylamino)quinolin-2-yl] 

ami nn^pvptohfivx/l^i iraa 
ai 1 II 1 iujL>yoiL/i icAy lyui xscL 


448 (M + H) 


3 


2149 


N-{cls-4-{[4-(dimethylamlno)qulnolin-2-yl]amlno}cyclohexyl) 
-N'-(3,4,5-trlmethoxyphenyl)urea 


494 (M + H) 


1 


2150 


N-(3,4-dlmethoxyphenyl)-N'-(cls-4-{[4-(dimethylamlno)quinolin- 
2-yl]amlno)cyclohexyl)urea 


464 (M + H) 


3 
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compound name 


MS 


class 


2151 


N-(3-chloro-4-methoxyphenyl)-N'-(cis-4-{[4-(dimethylamino) 
qulnolin-2-yl]amino}cycloh0xyl)urea 


468 (M -I- H) 


3 


2152 


N-[4-bromo-2-{ti1fluoromethyl)phenyll-N-(cis-4-{ 
[4-(dimethylamino}quinolln-2-yi]amino}cyclohexyl)urea 


550 (M + H) 


3 


2153 


N-(4-bromobenzyl)-N'-(cls-4-{[4-(dlmethylamlno)quinolin-2-yl] 
amino}cyclohexyl)urea 


496 (M + H) 


3 


2164 


N-(4-chloro-2-methylphenyl)-N*-(cis-4-{[4-(dimethylamjno) 
quinoiin-2-yi]amino}cyclohexyl)urea 


452 (M + H) 


3 


2155 


N-(cis-4-{[4-(dimethytamino)qulnolln-2-yQamino}cyclohexyl) 
-N'-(4-fluorobenzyl)urea 


436 (M + H) 


3 


2156 


N-(cis-4^[4-{dimethylamlno)qulnolln-2-yl]amino}cyclohexyl) 
-N'-(4-methoxy-2-methylphenyl)urea 


448 (M + H) 


3 


2157 


N-(5-chloro-2,4-dimethoxyphenyl)-N'-{cis-4-{[4-(dimethylamino) 
quinolin-2-yl]amino}cyclohexyl)urea 


498 (M + H) 


1 


2158 


N-[1-(4-bromophenyl)ethyl]-N-(cis-4-{[4-(dimethy!amino)qulnolin- 
2-yl]amlno}cyclohexyl)urea 


510 (M + H) 


3 


2159 


N-(4-bromo-2-methylphenyl)-N'-(cls-4-{[4-(dimethylamino) 
quinolin-2-yl]amino}cyciohexyl)urea 


496 (M + H) 


2 


2160 


ethyl N-{[(cis-4-{[4-(dimethylamlno)quinorin-2-yl]amino} 
cyclohexyl)amlno]carbonyl }phenylataninate 


504 (M + H) 


3 


2161 


N-(2,3-dihydro-1,4-benzodioxin-6-yl)-N'-(cis-4-{ 
[4-(dimethylamino)quinolin-2-yl]amlno}cyc!ohexyl)urea 


462 (M + H) 


3 


2162 


N-(2,6-dibromo-4-isopropylphenyl)-N'-(cis-4-{[4-(dimethylamino) 
qulnolin-2-yl]amino)cyclohexyl)urea 


602 (M + H) 


3 


2163 


N-[3-(cyclopentyloxy)-4-methoxyphenyl]-N'-(cis-4-{ 
[4-(dimethylamino)quinolin-2-yl]amlno}cycloliexyf)urea 


518 (M + H) 


3 


2164 


N-(3,4-dihydro-2H-1,5-benzodloxepin-7-yl)-N'-(cis-4-{ 
[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)urea 


476 (M + H) 


3 


2165 


N-(4-butyl-2-methylphenyl)-N'-(cis-44[4-(dimethylamino)qulnolin- 
2-yl]amino}cyclohexyl)urea 


474 (M + H) 


3 


2166 


N-(cis-4-{[4-(dlmethy!amino)quinolin-2-yOamino}cyclohexyl) 
-N'-(5-methyl-3-phenyllsoxazol-4-yl)urea 


485 (M + H) 


3 


2167 


N-(4-bromophenyl)-N'-(cis-4-{[4-(dimethylamlno)quinolin-2-yl] 
amino}cyclohexyl)thiourea 


498 (M + H) 


3 


2168 


N-(4-cyanophenyl)-N'-(cls-4-{[4-(dimethylamlno)quinolin-2-yl] 
amino}cyclohexyl)thiourea 


445 (M + H) 


3 


2169 


N-(2,4-dichlorophenyl)-N'-(cjs-4-{[4-{dimethylamino)quinolin-2-yl] 
amino}cyclohexyl)thiourea 


488 (M + H) 


3 


2170 


N-(2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)quinolin- 
2-yl]amjno}cyclohexyl)thiourea 


480 (M + H) 


2 


2171 


N-(cls-4-{[4-(dimethylamino)quinolin-2-ylJamino}cyclohexyl) 
-N*-(2,6-dimethylphenyl)thiourea 


448 (M + H) 


3 


2172 


N-(cjs-4-{[4-(dimethylamino)quinoljn-2-yl]amino}cyclohexyi) 
-N*-(2-ethyl-6-isopropytphenyl)thiourea 


490 (M + H) 


3 
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MS 


class 


2173 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yllamlno}cyclohexyl) 
>N -(2-mdtho)(VDhe nvnthiou roa 


450 (M + H) 


3 


2174 


N-(cis-4^[4-(dimethylami^o)quinoli^-2•yr|amino}cyclohexyl)-N'- 
1 -nADhtiivlthiourda 


470 (M + H) 


3 


2175 


N-(cls-4-{[4-(dimethylamjno)quinolln-2-yllamlno}cyclohexyl) 
-N'-f3 4 5-trimethoxvDhenvhthiourea 


610 (M + H) 


1 


2176 


N-(3,4-dimethoxyphenyl)-N-(cis-4^[4-(dimethylamlno)qulnolin- 
9 -v 11 fl m i n olrvpl o h ewht h iou rfia 


480 (M + H) 


3 


2177 


N-[4-(dimethylamino)-1-naphthyl]-N'-(cjs-4-{[4-(dimethylamino) 

n 1 1 i n o li n -P -v lln m i n olrvc 1 o h exvh t h i 0 U rea 

UUIIIwllll £ y IJCll 1 III IVJWJfWiWi IVfAjiy 11 llwMI WM 


513 (M + H) 


2 


2178 


N-{cls-4^[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl) 


448 (M + H) 


3 


2179 


N-(2-chlorophenyl)-N•-(cis-4^[4-(dimethylamino)pyrimldin-2-yl] 

di 1 III iwji^y^iui lOAyiyui wci 


389 (M + H) 


3 


2180 


N-(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amlnolcyclohexyl) 

.N'-f9 R-dimPthvlnhenx/Dursa 

IN t£ |U uii 1 iwLi ly lui Id ly i^ui cct 


383 (M + H) 


3 


2181 


N-(2.4-difluorophe^yl)-N'-(c^s-4^[4-(d^methylaml^o)pyrimldln- 

£ yijQi 1 III iwjwywiui 1 vAy i^ui wa 


391 (M + H) 


3 


2182 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yI]amino}cyclohexyl) 
-M'-/9-Ath\il>R-mpth\/lDhen\/hLirea 

IN dl lyi u 1 iidi ly i|./i iwi ly lyui 


397 (M + H) 


3 


2183 


ethyl N-{[(cis-4-{[4-(dimethyIamino)pyrimidln-2-y!]amino} 

ox/r^lnh Awha mi nnV^fl rhnnvlllfiijci n ate 
wywlvi iwAy 1 /CU 1 III lujwcii uwi ly i|icuwii 


421 (M + H) 


3 


2184 


N-(cis-4-{[4-(dimethylamino)pyiimldin-2-yl]amino}cyclohexyI) 

IN It 1 IU wi uwi Id ly u 1 wc* 


373 (M + H) 


3 


2185 


N-(cis-44[4-(dlmethylamlno)pyrimidin-2-yl]amino}cyclohexyl) 

-M'-^4-^m^»th\/H'hi^^nh Anvil urea 

IN \' lldiiyJiinwypiid lyijui 


401 (M + H) 


3 


2186 


N-(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl) 

-W-rP-^trlfliinrnmpthvl^Dhenvllurea 

IN ^fc^li IIIUUI Uli ICll iytfY^i id ly ijui 


445 (M + Na) 


3 


2187 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-N'- 

modtx/li iron 
1 iit^oiiy lui CO 


397 (M + H) 


2 


2188 


N-(cls-4^[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 

-Ni ' - ^9 -m pthw i n h p nv i ^lJ rea 
IN 1 1 icu ly 1^1 Id ly i/ui 


369 (M + H) 


3 


2189 


N-(cjs-4^[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)- 

M'-/9 A R-trirliloroDhen\/i^urea 

IN ^fcf"T|0 iiibi liWi u|i/i iwi ly ui 


457 (M + H) 


1 


2190 


N-(cls-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amlno}cyclohexyl) 


588 (M + H) 


1 


2191 


N-(2,4-dibromo-6-fluorophenyl)-N'-{cls-4-{[4-(dlmethylamlno) 
nvrimidin-2-vilamino)cvclohexvnurea 


529 (M + H) 


1 


2192 


N-(2,6-diethylphenyl)-N'-(cls-4-{[4-(dlmethylamlno)pyiimjdin-2- yl] 
amino}cyciohe)(yl)urea 


411 (M + H) 


3 


2193 


N-[2-chloro-6-(tnfIuoromethyl)phenyl]-N'-(cls-4-{ 
[4-(dimethylamlno)pyrimidln-2-yl]amlno)cyclohexyl)urea 


457 (M + H) 


3 


2194 


N-(2-chloro-6-methylphenyl)-N'-(cis-4-{[4-{dimethylaiTtino) 

pyrlmidin-2-yl]annino}cyclohexyl)urea 


403 (M + H) 


3 
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wvin|iwuna nainc 


tie 

MS 


class 


2195 


N-(2-chlorobenzyl)-N'-(cis-4^[4-(climethylamino)pyrimidln-2-yl] 

CM 1 III iWjwjfWIWI ll7AyiJUi OCI 


403 (M + H) 


3 


2196 


N-(cls-4^[4-(dimethylamjno)pyrimidjn-2-yl]amlno}cyclohexyl)- 

N'- f 2-6th vl'-6-ifiOQ no nvlnh Ani/H 1 1 nasi 

'» wuiyi^* iowpi w^yi|^i Idly IIM ICQ 


447 (M + Na) 


3 


2197 


N-(cis-44[4-(dimethylamino)pyrimldin-2-yl]amlno}cyclohexyl) 

"NI'^/P-Pthvlnhf^nvhiirAa 
1^ y& <7ii ly i|ji Id lyiyui Ca 


383 (M + H) 


3 


2198 


N-(cjs-4^[4-(dime%lamlno)pyrimidln-2-yl]amlno}cyclohexyl) 

-N'-^?-iorionhpnvhiirAfl 


481 (M + H) 


3 


2199 


N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 

IN \tL. ioLr|jiu|jyi D'l iicLiiyipn6nyi^ur6a 


411 (M + H) 


3 


2200 


N-(cis-4^[4-(dime%lamino)pyrimld^n-2-yl]amino}cyclohexyl) 

-N'*^9-ifinnrnn%/lnhAnul\i track 


397 (M + H) 


3 


2201 


N-(cis-4-{[4-(dlme%lamino)pyrimldin-2-yl]amlno}cyclohexyl)- 

N'>^9-mAth\#l-.^.nitronhAnwl\i iraa 
IN inoLiiyi'O'iiiii opricnyi^urBa 


414 (M + H) 


3 


2202 


N-(cjs-4^[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl) 

In ^^'piupyipiit^nyi^urea 


397 (M + H) 


3 


2203 


N-(2-tert-butyl-6-methylphenyl)-N'-(c(s-4-{[4-(dlmethylamlno) 
|jy 1 11 1 1 lu 1 1 1 ~£*y 1 jof 1 III 1 u/uy wiQ n exy 1^ u rea 


425 (M + H) 


3 


2204 


N-(2-tert-butylphenyl)-N*-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl] 

at t III iwjwywiui icAyi^ui crCl 


411 (M + H) 


3 


2205 


N-(3-chloro-2-methylphenyl)-N'-(cls-4-{[4-(djmethylamino) 

n\/rim i Hi n -9»%/llQiin i n r\ K a v\ / 1\ ■ i ra a 
py 1 11 1 iiui 1 1 £*y 1 jai 1 1 1 n u/cyci o n e xy i y u r 6 a 


403 (M + H) 


3 


2206 


N-(4-bromo-2,6-difluorophenyl)-N'-(cis-4-{[4-(dimethylamino) 
jjyi IN iiuiii-4£-yijcuiiino/wyuionexyi^urea 


469 (M + H) 


3 


2207 


N-[4-chloro-2-(trifluoromethyl)phenyl]-N'-(cis-4-{ 
IH (uuiitsinyiaiTiinu/pyniTiiain~4e-yijam 


457 (M + H) 


3 


2208 


N-(4K:yanophenyl)-N'-(cis-4-{[4-(dimethylamlno)pyrlmldin-2-yl] 

eii 1 III iwjwywiuiioAyi^ui ca 


380 (M + H) 


3 


2209 


N-(cjs-4^[4-(dimethylamino)pyrim^din-2-yl]amino}cyclohexyl) 
In ^ui|jiidiyiiTicinyi^ur6Q 


445 (M + H) 


1 


2210 


N-(4-bromo-2,6-dimethylphenyl)-N»-(cis-4-{[4-(d[methylamino) 
py 1 11 1 iiuii i*£*yijwi linu/cyuionexyi^urca 


461 (M + H) 


1 


2211 


N-(cls-4^[4-(dlmethylamlno)pyrimidin-2-yl]amlno)cyclohexyl) 
IN *\o-meinyio-pnenyiJSOxazoi-4-yiyurea 


436 (M + H) 


3 


2212 


N-(cis-4^[4-(djmethylamino)pyrimidin-2-yl]amjno)cyclohexyl) 
IN |_w incuiyi-^-^iriiiuuroiTieinyi^-O'iufyijursa 


427 (M + H) 


3 


2213 


N-(2-bromophenyl)-N'-(cls-4-^[4-(dimethylamino)pyrimidin-2-yO 

flminnlcx/f^lnhowhi iroa 
ciii iiiii^jwywiuiicAyiyui\?ci 


433 (M + H) 


3 


2214 


N-blphenyl-2-yl-N'-(cis-4-{[4-(dlmethylamjno)pyrirnldin-2-yl] 
amino}cyclohexyl)urea 


431 (M + H) 


3 


2215 


N-buty!-N'-(cls-4-{[4-{dlmethylamlno)pyrimldln-2-yl]amino) 
cyclohexyl)urea 


335 (M + H) 


3 


2216 


N-(cis-4^[4-(d^memylamino)pyrirnidin-2-yl]amino}cyclohexyl) 
-N'-{2.3-dimethylphenyl)urea 


383 (M + H) 


3 
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MS 


class 


2217 


ethyl 3-({[(cis-4-{[4-(dlmethyIamjno)pyrimidin-2-yllamino} 
cyclohexyl)amjno]carbonyl}amino)benzoate 


427 (M + H) 


3 


2218 


N-(cis-4^[4-(dimethylamlno)pyrimiclln-2-yl]amino}cyclohexyl) 
-N*-[1 -(3-lsopropenylphenyl)-1 HTiethyIethyl]urea 


437 (M + H) 


3 


2219 


methyl N-{[(cls-4-{[4-(dlmethylamlno)pyrimldln-2-yl]amlno} 
cyciohexyl)amino]carbonyl}methlonlnate 


425 (M + H) 


3 


2220 


N-(cls-44[4-(dimethylamino)pyrimidln-2-yl]amlno}cyclohexyl)-N'- 
1 -naphthylurea 


405 (M + H) 


3 


2221 


N-(cls-4-{[4-{dimethylamlno)pyrimidln-2-yl]amlno}cyclohexyl) 
-N'-[(2S)-2-phenylcyclopropyl]urea 


395 (M + H) 


3 


2222 


N-(cis-4^[4-(djmethylamlno)pyrimidln-2-yl]arnino}cyclohexyl) 
-N'-(4-phenoxyphenyl)urea 


447 (M + H) 


3 


2223 


N-(cls-4^[4-(dlmethylamino)pyrimidln-2-yl]amlno}cyclohexyl)-N'- 
pentylurea 


349 (M + H) 


3 


2224 


N-(cls-4^[4-(dimethylamlno)pyrimidln-2-yl]amino}cyclohGxyl) 
-N -[1-(1-naphthyl)ethyl]urea 


433 (M + H) 


1 


2225 


methyl N-{[(cls-4-{[4-(dlmethylamlno)pyrimldln-2-yl]amlnol 
cyclohexyl)amino]carbonyl}phenylalanlnate 


441 (M + H) 


3 


2226 


N-(cls-4-{[4-(dimethylamino)pyi1mldln-2-yQamlno}cyclohexyl) 
-N -(l-phenylethyi)urea 


383 (M + H) 


3 


2227 


1-[4-(4-Dimethy!amlno-pyrimldin-2-yl]amino)-cyclohexyl]- 

3-(1 -phenyl -ethyl)-urea 


383 (M + H) 


3 


2228 


N-(cls-4-{[4-(dimethylamino)pyrimldm-2-yl]amlno}cyclohexyl) 
-N -(2,3,5,6-tetrachlorophenyl)urea 


491 (M + H) 


3 


2229 


N-(2.4-dlbromophenyl)-N'-(cls-4-{[4-(dimethylamino)pyrimldln- 
2-yl]amlno}cyclohexyl)urea 


511 (M + H) 


3 


2230 


N-(2,4-dichlorobenzyl)-N'-(cis-4^[4-(dlmethylamlno)pyrimldln- 
2-yl]amlno}cyclohexyl)urea 


437 (M + H) 


3 


2231 


N-(2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimldrn- 
2-yl]amlno}cyclohexyl)urea 


415 (M + H) 


3 


2232 


N-(cls-4^[4-(dimethylamino)pyrimldin-2-yl]amino}cycIohexyl) 
-N'-(2-ethoxyphenyl)urea 


399 (M + H) 


3 


2233 


N-(cis-4-{[4-(dlmethylamlno)pyrimldln-2-yOamlno}cyclohexyl) 
-N'-(2-fluorobenzyl)urea 


387 (M + H) 


3 


2234 


N-(cis-4-{[4-(dlmethylamino)pyrimidin-2-yI]amlno}cyclohexyl) 
-N -(2-methyl-4-nitrophenyl)urea 


414 (M + H) 


3 


2235 


N-(cis-4-{[4-(dimethylamtno)pyrimidin-2-yl]amlno}cyclohexyl) 
-N -(2-methyl-5-nitrophenyl)urea 


414 (M + H) 


3 


2236 


N-(cis-4^[4-{dlmethylamino)pyrimldin-2-yl]am^no}cyclohexyl) 


383 (M + H) 


3 


2237 


N-(cis-4^[4-(dimethylam^no)pyl1mldin-2-yOamino)cyclohexyl) 
-N'-(2-nitrophenyl)urea 


400 (M+H) 


3 


2238 


N-1,3-benzodioxoI-5-yl-N'-{cjs-4-{[4-(dimethylamino)pyrimldin- 
2-yqamino}cyclohexyl)urea 


399 (M + H) 


3 
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2239 


N-(cls-4^[4-(dimethylamino)pyrimidln-2-yl]amlno}cyclohexyl) 
- N *- (3 , 4 . S'trimet h oxvd h en vh u rea 


445 (M + H) 


1 


2240 


N-(3.4-dlmethoxyphenyl)-N•-(cis-4^[4-(d^methylamino)pyrimidln- 
2-yl1amino)cvclohexvhLirea 


415 (M + H) 


3 


2241 


N-(3-chloro-4-methoxyphenyl)-N'-(cls-4-{[4-(dlmethylamlno) 
PVrlnnjdln-2-vllamino)c\/clohe)fvhurpa 


419 (M + H) 


3 


2242 


N-[4-bromo-2-(trifluoromethyl)phenyl]-N'-(cls-4-{ 

r4-fdjrnGthvlarTiino^DvriiTiiriin-9-i/l1aminnVH«^lnhAv%«i\tirAa 
"^iny lan III luypyi li inuiii £ yijQiiiinDjwj^ioriexyiiurca 


501 (M + H) 


3 


2243 


N-(4-bromobenzyl)-N'-(cjs-4-{[4-(dlmethylamino)pyi1mldin-2-yl] 
aminolcvclohexvhurea 


447 (M + H) 


3 


2244 


N-(4-chloro-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamino) 
Dvrimidin*2-vnaminolc\/dohAy%/hiirao 


403 (M + H) 


2 


2246 


N-(cis-4^[4-(dlme%lamino)pyrimldin-2-yl]amino}cyclohexyl) 
-N''(4-fliJoroben7vhLirpfl 

1* \ • • IViwI V/h/wl lK.y 1 lUI C7CI 


387 (M + H) 


3 


2246 


N-(cis-4^[4-(dimethylamino)pyrimjdin-2-yl]amino}cyclohexyl) 

'■N'*f4'»m6thoW-9>mPth\/inhon\/l\i iraa 
• ' iii^uiwAy £ ■iiCLi lyipiiciiyiiurea 


399 (M + H) 


3 


2247 


N-(5-chloro-2.4-dimethoxyphenyl)-N'-(cis-4-{[4-(dlmethylarnlno) 

DVrimidin-2>\/l1Pimlnnlr^olnhovwniirAa 
^jiHiiiuiii £ yijcu iiiiiu|wyu>iuiic9AyillJiBa 


449 (M + H) 


1 


2248 


N-[1-(4-bromophenyl)ethyl]-N'-(cjs-4-{[4-(dlmethylamino) 

DVrimidin-2-\/l1aminr)lr\/rlnh<^y\/hiiroa 
^jiiiiMwiii ^ J ljul 1 ill iwjc»y^iv/i ic7Ay iiUi 


461 (M + H) 


3 


2249 


N-(4-bromo-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamlno) 
Dvrimidi n-2-vl1am i n olrvr I n h p wh n rpo 


447 (M + H) 


2 


2250 


ethyl N-{[(cjs~4-{[4-(dimethylamino)pyrlmidin-2-yl]amino} 

CVCioheXVhaminolr:arhnn\/l\nhon\/lalaninata 
wjwiwi iWAjf i^cai 1 iiiiwjoai lyi/pi loliyiaioi III Icllo 


455 (M + H) 


3 


2251 


N-(2,3-dihydro-1,4-benzodioxin-6-yl)-N'-(cis-4-{ 

" \M" 1 lyioi 1 f II luyji/yi iiiiiuiii~ii"yijanlinu/CyC7IOn6Xyi]Ur6a 


413 (M + H) 


3 


2252 


N-(2,6-dibromo-4-isopropylphenyl)-N'-(cis-4-{[4-(dlmethylamino) 
D V rim 1 d i n -2- V Ham i n olpvr 1 n h Awh 1 i roa 

^jiiiiiiwiii c_ y ijcu 1 III iujv#y wiuMwAy i lUi wcl 


553 (M + H) 


2 


2253 


N-[3-(cyclopentyloxy)-4-methoxyphenyl]-N'-(cjs-4-{ 

r4>fdilTtfithvlaiTlino^nvrimirfin.9-\fnaminnl/^j'/«lnhAv%/l\i ■r'AA 

™ \«H 1 icii ly lof 1 III lu^pyi II 1 iiuii f'^-yijaiTiinojcycionexyiiuraa 


469 (M + H) 


2 


2254 


N-(3,4-dlhydro-2H-1,6-benzodioxepin-7-yl)-N'-(cls-4-{ 

r4-^dliTkethviarnino^Dvrimiriin.9.wllflminn'Unj/^i/\hav\«i\iirAa 
l.-r y wii 1 ici.1 lyioi Mil lu/^y 1 II 1 nun i & yiJoiT1lil(/jcyCi0n6Xyi/Ur6a 


427 (M + H) 


3 


2255 


N-(4-butyl-2-methylphenyl)-N'-(cls-4-{[4-(dimethylamino) 
DVrimidin-2-vl1aminolcvdnhpy\/l\iirAa 


425 (M + H) 


3 


2256 


N-(cis-44[4-(dlmethylamlno)pyrimldin-2-yl]amino}cyclohexyl)- 

N '* f 5-lTl6th vl-3-Dhfini/li 9 7/> l.^.ul\ 1 1 tha 
• \w iiiviiiyi \j pi ioiiyiiouAGi^ui~H*yiJur6a 


436 (M + H) 


3 


2257 


N-{4-bromophenyl)-N'-(cls-4^[4-(dimethylaiTimo)pyiimidin-2-yl] 
am i n olcvc lo h exv ht h i n u r^a 

Ml 11(1 1 WJWJf WIV/I 1 WAV llll liUUI \^tX 


449 (M + H) 


3 


2258 


N-(4-cyanophenyl)-N'-(cls-4-{[4-(dimethylamino)pyrimjdln-2-yl] 

amino}cyclohexyl)thiourea 


396 (M + H) 


2 


2259 


N-(2,4-dlchlorophenyl).N'-(cis-4-{[4-(dimethylamino)pyiimidln- 
2-yl]amino}cyc(ohexyl)thlourea 


439 (M + H) 


3 


2260 


N-(2.4-dimethoxyphenyl)-N'-(cls-4^I4-(dimethylamino)pyrimidln- 
2-yl]amino}cyclohexyl)thiourea 


431 (M + H) 


2 
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2261 


N-{cis-4-{[4-(dimethylamino)pyrimiclln-2-yl]amino}cyclohexyl) 
-N'-(2,6-dimethylphenyl)thlourea 


399 (M + H) 


3 


2262 


N-(cis-4-{[4-(dimethylamino)pyrimiclln-2-yl]amino}cyclohexyl) 
-N'-(2-ethyl-6-isopropylphenyl)thiourea 


441 (M + H) 


3 


2263 


N-(cls-4-{[4-(djmethylamino)pyrimidln-2-yl]amino}cyclohexyl) 
-N'-(2-methoxyphenyl)thlourea 


401 (M + H) 


3 


2264 


N-(cis-4-{[4-(dimethylamlno)pyrimidln-2-yl]amino)cyclohexyl)-N*- 
1-naphthylthiourea 


421 (M + H) 


3 


2265 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyc!ohexyl) 
-N'-(3,4,5-trimethoxyphenyl)thlourea 


461 (M + H) 


1 


2266 


N-(3,4-dimethoxyphenyl)-N'-(cls-4-{[4-(dimethylamlno)pyrimldln- 
2*yl]amino}cyciohexyl)thiourea 


431 (M + H) 


2 


2267 


N-[4-(dlmethylamlno)-1-naphthyl]-N'-(cis-4-{[4-{dimethylamino) 
pyrimidin-2-yl]amino}cyclohexy))thiourea 


464 (M + H) 


2 


2268 


N-(cfs-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
-N'-(2-ethylphenyl)thiourea 


399 (M + H) 


3 


2269 


N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl) 
-N*-(2-methoxy-4-nrtrophenyl)thiourBa 


495 (M + H) 


3 


2270 


N-(cis-4-{[4-(dimethy!amino)quinolin-2-yl]amino}cyclohexyl) 
-N'-{2-methoxy-5-methylphenyl)thiourea 


464 (M + H) 


3 


2271 


N-(4-bromo-2-chIorophenyl)-N'-(cis-4-{[4-(dimethylamlno} 
qulnolin-2-yl]amino)cyclohexyl)thiourea 


532 (M + H) 


3 


2272 


N-(cis-4-{[4-(dlmethylam}no)quinolin-2-yl]amino}cyclohe)cyl) 
-N'-(4-lodophenyl)thlourea 


546 (M + H) 


3 


2273 


N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino)cycIohexyl) 
-N'-(2,4,6-tiibromophenyl)thlourea 


653 (M + H) 


1 


2274 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
-N'-(2,4,6-trichlorophenyl)thiourea 


522 (M + H) 


2 


2275 


N-(cis*4*{[4-(dimethylamino)quinolln-2-yi]amino}cyciohexyl)-N'' 
mesitytthiourea 


462 (M + H) 


1 


2276 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
-N'-(2 ,4-dimethylphenyl)thiourea 


448 (M + H) 


3 


2277 


N-(2.6-diethylpheny!)-N'-(cis-4-{[4-(dimethylamino)quinolln-2-yl] 
amino}cyclohexyl)thiourea 


476 (M + H) 


1 


2278 


N-(2-bromo-4-methylphenyl)-N'-(cis-4-{[4-(dlmethylamlno) 
quinolin-2-yl]amino}cyclohexyl)thiourea 


512 (M + H) 


3 


2279 


N-(2-chlorobenzyl)-N*-(cls-4-{[4-{dimethylamino)quinolin-2-yl] 
amlno}cyclohexyl)thlourea 


468 (M + H) 


3 


2280 


N-(cls-4-{[4-(dimethyIamino)qulnolln-2-yl]amino}cyclohexyl) 
-N -(2-etnyi-o-metnyipnenyi)tniourea 


462 (M + H) 


3 


2281 


N-(cis-4-{[4-(dimethyiamino)qulnoljn-2-yl]amino}cyclohexyi) 
-N'-(2-isopropylphenyl)thlourea 


462 (M + H) 


3 


2282 


methyl 3-({[(cis-4-{[4-(dimethyIamino)quinolln-2-yl]amino} 
cyclohexyl)amino]carbonothioyl}amino)benzoate 


478 (M + H) 


3 
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2283 


N-(4-bromo-2,6-dimethylphenyl)-N'-(cls-4-{[4-(cllmethylamlno) 
qLiinolin-2-yl]amino}cyctohexyl)thiourea 


526 (M + H) 


1 


2284 


N-(4-bromo-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamjno) 
quinotin-2-yl]amino}cyclohexyi)thiourea 


512 (M + H) 


2 


2285 


N-[4-bronno-2-(trifluoromethyl)phenyl]-N'-(cls-4-{ 
[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)thiourea 


566 (M + H) 


2 


2286 


N-{4-chloro-2-methylphenyl)-N*-(cis-4-{[4-(dlmethylamino) 
quinolin-2-yl]amino}cyclohexyl)thiourea 


468 (M + H) 


3 


2287 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
-N'-(1 -naphthylmethyl)thiourea 


484 (M + H) 


3 


2288 


N-(2,3-dlmethoxybenzyl)-N'-(cls-4-{[4-(dimethylamino)quinolin- 
2-yl]amino}cyclohexyl)thiourea 


494 (M + H) 


3 


2289 


N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohe)cyl) 
-N*-(2,4,5-trimethylphenyl)thiourea 


462 (M + H) 


3 


2290 


N-biphenyl-2-yl-N'-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino} 
cyclohexyl)thiourea 


496 (M + H) 


3 


2291 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
-N'-(2-methyl-4-nitrophenyl)thiourea 


479 (M + H) 


3 


2292 


N-(3-chlorobenzyl)-N'-(cis-4-{[4-(dimethylamino)quinolln-2-yl] 
amino}cyclohexyl)thjourea 


468 (M + H) 


3 


2293 


ethyl 3-({[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino} 
cyclohexyl)amino]carbonothioyl}amino)benzoate 


492 (M + H) 


3 


2294 


N [4-chloro-2-(trlfluoromethyl)phenyl]-N'-(cis-4-{ 
[4-(dimethylamjno)quinolin-2-yl]amino}cycIohexyl)thlourea 


522 (M + H) 


3 


2295 


N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl) 
-N'-(4-fluoro-2-methylphenyl)thlourea 


452 (M + H) 


3 


2296 


N-(cis-4-{[4-(dimethyiamino)quinolln-2-yl]amino}cyclohexyl) 
-N'-(4-methoxy-2-methylphenyl)thiourea 


464 (M + H) 


3 


2297 


N-(5-chloro-2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dlmethylamino) 
quinolin-2-yl]amino}cyclohexyl)thiourea 


514 (M + H) 


1 


2298 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
-N'-[(1 R)-1-phenyIethyl]thiourea 


448 (M + H) 


3 


2299 


N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
-N'-{2,3-dimethylphenyl)thlourea 


448 (M + H) 


3 


2300 


N-(2,4-dibromo-6-fluorophenyl)-N'-(cis-4-{[4-(dimethylamino) 
quinoiin-2-yl]amlno}cyclohexyl)thlourea 


594 (M + H) 


2 


2301 


N-(2,4-dichloro-6-methylphenyl)-N'-(cis-4-{[4-(dlmethylamino) 
qulnolin-2-yl]amino}cyciohexyt)thiourea 


502 (M + H) 


1 


2302 


N-{cis-4-{[4-(dlmethylamino)qulnolln-2-yl]amino)cyclohexyl) 
-N -(2-etnoxypnenyi}iniourea 


464 (M + H) 


3 


2303 


N-(cls-4^[4-(dimethylamlno)qulnolin-2-yr|amino}cyclohexyl) 
-N'-(2-lsopropyl-6-methylphenyl)thiourea 


476 (M + H) 


3 


2304 


N-(2,3-dihydro-1,4-benzodloxin-6-yl)-N'-(cis-4-{ 
[4-(dimethylamino)quinoiin-2-yl]amino}cyclohexyl)thiourea 


478 (M + H) 


3 
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ex. No. 


compound name 


MS 


class 


2305 


N-1,3-benzodloxol-6-yl-N'-(cis-4-{[4-(dimethylamino)quinoliii-2-yIl 
amino}cyclohexyf)thiourea 


464 (M -f H) 


3 


2306 


N-(3-chloro-2-methylphenyl)-N-(cls-4-{[4-(dimethylamino) 
quinonn-2-yl]amino}cyclohexyi)thiourea 


468 (M + H) 


3 


2307 


N-[4-bromo-2-(trifluoromethoxy)phenyl]-N'-(cls-4-{ 
[4-{dlmethylamino)qulnolin-2-yl]amino}cyclohexyI)thiourea 


582 (M + H) 


3 


2308 


N-(4-chloro-2,5-dimethoxyphenyl)-N'-(cls-4-{[4-(dlmethylamlno) 
quinolin-2-yl]amino}cyclohexyl)thiourea 


514 (M + H) 


3 


2309 


N-(cls-4-{[4-{dimethylamino)quinolin-2-yl]amlno}cyclohexyl) 
-N'-(6-methyl-3-phenyljsoxazol-4-yl)thiourea 


501 (M + H) 


3 


2310 


N-blcyclo[2.2.1]hept-2-yl-N'-(cis-4-{[4-(dimethylamino)qulnolin- 
2-yl]amino}cyclohexyl)thiourea 


438 (M + H) 


3 


2311 


methyl 3-({[(cis-4^[4-(dimethylamlno)quinolln-2-yl]amino} 

cyclohexyl)amlno]carbonothioyt}amino)-4-methylthiophene- 

2-carboxylate 


498 (M + H) 


2 


2312 


methyl 3-({[(cls-4-{[4-(dlmethyIamjno)qumolin-2-yl]amlno} 
cyclohexyl)amlno]carbonothioyl)amino)thlophene-2-cart)oxylate 


484 (M + H) 


3 


2313 


N-(4-butyl-2-methylphenyl)-N'-(cjs-4^[4-(dimethylamlno)quinolin- 
2-y)]amino}cyclohexyl)thiourea 


490 (M + H) 


3 


2314 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
-N*-(2-methoxy-4-nitrophenyl)thiourea 


446 (M + H) 


3 


2315 


N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amlno}cyclohexyl) 
-N'-(2-methoxy-5-methylphenyl)thjourea 


413 (M-H) 


3 


2316 


N-(4-bromo-2-chlorophenyl)-N'-(cis-4-{[4-{dlmethylamimo) 
pyrimidin-2-yl]amino}cyc)ohexyl)thlourea 


483 (M + H) 


3 


2317 


N-(cis-4-{([4-(dimethylamino)pyrimidin-2-yt]amino}cyclohexyl) 
-N*-(4-iodophenyl)thiourea 


497 (M + H) 


3 


2318 


N-(cjs-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amino)cyclohexyl) 
-N'-(2,4,6-tnbromophenyl)thiourea 


604 (M + H) 


1 


2319 


N-(cjs-4-{[4-(dlmethylamino)pyrimidln-2-yl]amino}cyclohexyl) 
-N*-(2,4,6-trichlorophenyl)thiourea 


473 (M + H) 


3 


2320 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cycIohexyl)-N'- 
mesitylthiourea 


413 (M + H) 


1 


2321 


N-(cis-4^[4-(dimethylarnino)pyrimldin-2-yl]amino}cyclohexyl) 

-N'-(2,4-dimethylphenyl)thiourea 


399 (M + H) 


3 


2322 


N-(2,6-dlethylphenyl)-N'-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl] 
amino}cyclohexyl)thiourea 


427 (M + H) 


3 


2323 


N-(2-bromo-4-methylphenyl)-N'-(cls-4-{[4-(dlmethylamlno) 
pyrimidin-2-yl]amino}cyclohexyl)thiourea 


463 (M + H) 


3 


2324 


N-(2-chlorobenzyl)-N'-{cis-4-{[4-(dimethylamino)pyrimidin-2-ylJ 
amino}cyclohexyl)thiourea 


419 (M + H) 


3 


2325 


N-(cis-4-{[4-(dimethylannino)pyrimidln-2-yl]amino}cyclohexyl) 
-N'-(2-ethyl-6-methyIphenyl)thiourea 


413 (M + H) 


3 


2326 


N-(cls-4-{[4'(dimethylamino)pyrimidin-2-yqamino}cyclohexyl)- 
N'-(2-lsopropyIphenyl)thiourea 


413 (M + H) 


3 
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ex. No. 


compound name 


MS 


class 


2327 


methyl 3-{{[(cis-4^[4-(dimethylam^no)pyrlmlcljn-2-yl]amino} 
cyclohexyl)amino]carbonothioyl}amino)benzoate 


429 (M + H) 


3 


2328 


N-{4-bromo-2,6-cllmethylphenyl)-N'-(cls-4'{[4-(climethylamino) 
pyrimldin-2-yl]amino}cyclohexyl)thiourea 


477 (M + H) 


1 


2329 


N-(4-bromo-2-methy!phenyl)-N'-(cls-4-{[4-dimethylamino) 
pyrimidln-2-yl]amino}cyclohexyl)thlourea 


463 (M + H) 


3 


2330 


N-{[4-bromo-2-{trifluoromethyl)phenyl]-N'-(cis- 
4-([4-(dimethylamino}pynmidm-2-yl]amino]cyclohexyl)thiourea 


517 (M + H) 


3 


2331 


N-(4-chlo^o-2-methylphenyl)-N'-(cis-4^[4-(dimethylamino) 
pyrimidin-2-y!]amino)cyclohexyl)thiourea 


419 (M + H) 


3 


2332 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
-N'-(1 -naphthylmethyl)thiourea 


435 (M + H) 


3 


2333 


N-(2.3-dimethoxybenzyl)-N'-(cis-4^[4-(dimethylamino)pyrimldin- 
2-yl]amino}cyclohexyl)thiourea 


443 (M - H) 


3 


2334 


N-(cis-44t4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl) 
-N'-(2,4,5-trjmethylphenyl)thiourea 


413 (M + H) 


3 


2335 


N-biphenyl-2-yl-N'-(cis-4-{[4-(dlmethylarTilno)pyrimldin-2-yl] 
amino}cyctohexyl)thiourea 


447 (M + H) 


3 


2336 


N-(cls-4-{[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohexyl) 
-N'-(2-methyl-4-nitrophenyl)thjourea 


428 (M - H) 


3 


2337 


N-(3-chlorobenzyl)-N*-(cis-4-{[4-(dimethylamlno)pyrimidjn-2-yl] 
amino}cyclohexyl)thiourea 


419 (M + H) 


3 


2338 


ethyl 3-({[(cis-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amino} 
cyclohexyl)amino]carbonothioyl)amlno)benzoate 


441 (M - H) 


3 


2339 


N-[4-chloro-2-(trlfluoromethyl)phenyl]-N'-(cis-4-{[4- 
(dlmethylamino)pyrlmldln-2-yl]amlno}cyclohexyl)thiourea 


473 (M + H) 


3 


2340 


N-(ci8-4-{[4-(dlmethylamlno)pyiimidln-2-yl]amlno}cyclohexyl)- 
N'-(4-fluoro-2-methylphenyl)thiourea 


403 (M + H) 


3 


2341 


N-(cls-4-{[4-(dlmethylamino)pyrimldln-2-yl]amlno}cyclohexyl) 
-N'-{4-methoxy-2-methylphenyl)thiourea 


415 (M + H) 


3 


2342 


N-(5-chloro-2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dlmethylamlno) 
pyrlmldln-2-yl]amino}cyclohe)(yl)thiourea 


465 (M + H) 


1 


2343 


N-(cls-4-{[4-(dimethylamlno)pyrimldln-2-yl]amino}cyclohexyl)- 
N'-[(1 R)-1 -phenylethyljthiourea 


397 (M - H) 


3 


2344 


N-(cis-4^[4-(dimethylarnlno)pyrimldin-2-yl]amino}cyclohexyl) 
-N'-(2,3-dimethylphenyl)thlourea 


399 (M + H) 


3 


2345 


N-(2,4-dibromo-6-fluorophenyl)-N'-(cls-4-{t4-(dlmethylamino) 
pyrlmldln-2-yl]amlno)cyclohexyl)thlourea 


545 (M + H) 


2 


2346 


N-(2,4-dichloro-6-methylphenyl)-N'-(cls-4-{[4-(dlmethylamino) 
pyrlmidin-2-yl]amino}cyclohexyl)th iourea 


453 (M + H) 


2 


2347 


N-(cis-4-{[4-(dimethylanriino)pyrimldln-2-yl]anriino)cyclohexyl) 
-N'-(2-ethoxyphenyl)thiourea 


415 (M + H) 


3 


2348 


N-(cls-4-{[4-(dimethylamino)pyrimldln-2-yl]amino}cyclohexyl) 
-N'-(2-isopropyl-6-methylphenyl)thiourea 


427 (M + H) 


3 
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MS 


class 


2349 


N-(2,3-dihydro-1,4-benzodioxin-6-yl)-N'-(cis-4^ 
[4-(djmethylamino)pyhmtdin-2'yl]amino}cyclohexyl)thiourea 


429 (M + H) 


3 


2350 


N-1,3-benzodloxol-6-yl-N'-(cis-4-{[4-(dlmethylamlno)pyrimldln- 
2-yl]amino}cyclohexyt)thiourea 


415 (M + H) 


3 


2351 


N-(3-chlorD-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamlno) 
pyrlmjdin-2-yl]annino}cyclohexyl)thiourea 


419 (M + H) 


3 


2352 


N-[4-bromo-2-(trifluoromethoxy)phenyl]-N*-(cis-4-{ 
[4*(dimethylamrno)pyrimidin-2-yl]amino}cyclohexyi)thiourea 


533 (M + H) 


3 


2353 


N-(4-chloro-2,5-dimethoxyphenyl)-N'-(cls-4-{[4-(dlmethylamino) 
pyrinnidin-2-yl]amino}cyclohexyl)thiourea 


465 (M + H) 


3 


2354 


N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
-N'-(5-methyl-3-phenylisoxazol-4-yl)thiourea 


452 (M + H) 


3 


2355 


N-bicyclo[2.2.1]hept-2"yl-N'-(cis-4-{[4-(dimethylamino)pyrimidin- 
2-yi]amino}cyclohexyl)thlourea 


387 (M-H) 


3 


2356 


methyl 3-({[(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino} 

cyclohexyl)amino]carbonothloyl}amlno)-4-methylthlophene- 

2-carboxylate 


449 (M + H) 


3 


2357 


methyl 3-({[(cis-4-{[4-(djmethylamino)pyrimidin-2-yl]amlno} 
cyclohexyl)amlno]carbonothioyl}amlno)thiophene-2-carboxylate 


435 (M + H) 


3 


2358 


N-(4-butyl-2-methylphenyl)-N*-(cls-4-([4-(dimethylamino) 
pyrlmldin-2-yl]amino)cyclohexyl)thlourea 


441 (M + H) 


3 


2359 


N-{2-chlorophenyl)-N'-[(cls-4-{[4-(dlmethy!amlno)qulnolln-2-yl] 
amino}cyclohexyl)methyl]urea 


452 (M + H) 


3 


2360 


N-[(cls-4-{[4-(dlmethylamlno)qulnolln-2-yl]amino}cyclohexyl) 
methyl]-N'-(2,6-dimethylphenyl)urea 


446 (M + H) 


3 


2361 


N-(2,4-dtfluorQpheny[)-N'-[(cls-4-{[4-(dlmethylamlno)qulnolln-2-yl] 
ami no}cyclohexyl)methyl] urea 


454 (M + H) 


3 


2362 


N-[(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amlno}cyclohexyl) 
methyl]-N'-(2-ethyl-6-methylphenyl)urea 


460 (M + H) 


2 


2363 


ethyl N-{{[(cis-4-{[4-(dlmethylamlno)qulnolln-2-yl]amino) 
cyclohexyl)methyqamino}carbonyl)leucmate 


484 (M + H) 


3 


2364 


N-[(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyl]-N'-(4-fluorophenyl)urea 


436 (M + H) 


3 


2365 


N-[(cis-4-{[4-(dimethylamlho)qulnorm-2-yl]amino}cyclohexyl) 
methyl]-N'-[4-(methylthio)phenyl]urea 


464 (M + H) 


3 


2366 


N-[(cis-4-{[4-(dimethylamlno)qulnolln-2-yl]amino}cyclohexyl) 
methyl]-N'-[2-(trifluoromethyl)phenyGurea 


486 (M + H) 


3 


2367 


N-[(cls-4-{[4-(dlmethylamlno)qulnolln-2-yl]amlno}cyclohexyl) 
methylj-N'-mesitylurea 


460 (M + H) 


2 


2368 


N-[(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amlno}cyclohexyl) 
methyl]-N'-(2-methylphenyl)urea 


432 (M + H) 


3 


2369 


N [(cls-4-{[4-(dimethylamlno)quinolln-2-yl]amino)cyciohexyl) 
methyl]-N'-(2,4,6-trichlorophenyl)urea 


520 (M + H) 


1 


2370 


N-[(cis-4-{[4-(dlmethylamlno)qulnolin-2-yl]amlno}cyclohexyl) 
methyl]-N'-(2,4.6-ti1bromophenyl)urea 


651 (M + H) 


1 
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MS 
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2371 


N-(2,4-dibromo-6-fluorophenyl)-N'-[(cis-4-{[4-(dimethylamino) 
quinolin-2-y(]amino)cycIohexyl)methyl]urea 


592 (M + H) 


1 


2372 


N-(2,6-dlethylphenyl)-N'-[(cis-4-([4-(dimethylamjno)qulnolin-2-yl] 
amlno}cyclohexyl)methyl]urea 


474 (M + H) 


2 


2373 


N-[2-ch!oro-6-(trifluoromethyl)phenyl]-N'-[(cis-4-{ 
[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)methyl]urea 


520 (M -1- H) 


2 


2374 


N-(2-chloro-6-methylphenyl)-N4(cis-4-{[4-(dinnethylamlno) 
quinotin-2-yl]amino}cyclohexyl)methyl]urea 


466 (M + H) 


3 


2375 


N-(2-chloroben2ylVN'-[(cis-4-{[4-(dimethylamino)quinolin-2-yl] 
amino}cyclohexyI)methyl]urea 


466 (M + H) 


3 


2376 


N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methyl]-N'-(2-ethyl-6-isopropylphenyl)urea 


488 (M + H) 


1 


2377 


N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohe)(yl) 
methyl]-N'-(2-ethylphenyl)urea 


446 (M + H) 


3 


2378 


N-[(cis-4-{[4-(dimethylamino)quinonn-2-yl]amino}cyclohe)cyl) 
methyl]-N'-(2-iodophenyl)urea 


544 (M + H) 


3 


2379 


N-[(cls-4-{[4-(dlmethylamlno)quinolln-2-yl]amino}cyclohexyl)- 
methyl]-N'-(2-lsopropyl-6-methylphenyl)urea 


474 (M + H) 


2 


2380 


N-[(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amino}cyclohexyl) 
methyl]-N'-(2-lsopropylphenyl)urea 


460 (M + H) 


3 


2381 


N-[(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amino}cyclohexyl) 
methyl]-N*-(2-methyl-3-nitrophenyl)urea 


477 (M + H) 


2 


2382 


N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl) 
methy!]-N'-(2-propylphenyl)urea 


460 (M + H) 


3 


2383 


N-(2-tert-butyl-6-methylphenyl)-N'-[(cis-4-{[4-(dimethylamino) 
quinolin-2-yl]amino}cyclohexyl)methyl]urea 


488 (M + H) 


1 


2384 


N-(2-tert-butylphenyl)-N4(cis-4-{[4-(dimethyiamino)quinorm-2-yl] 
amino}cyctohexyl)methyl]urea 


474 (M + H) 


1 


2385 


N-{3-chloro-2-methylphenyl)-N'-[(cls-4-{[4-(dimethylamino) 
qujnolin-2'yi]amino}cyclohexyi)methyi]urea 


466 (M + H) 


3 


2386 


N-{4-bromo-2,6-difluorophenyl}-N4(cis-4-[4-(dimethylamino) 
quinolin-2-yi]amlno}cyclohexyl)methyi]urea 


532 (M + H) 


3 


2387 


N-[4-chloro-2-(trifluoromethyl)phenyl^N•-[{cis-4^ 
[4-{dlmethylamlno)quinolin-2-yl]amino}cyclohexyl)nnethyl]urea 


520 (M + H) 


3 


2388 


N-(4-cyanopheny!)-N'-[(cls-4-{[4-(dimethylamlno)quinolin-2-yl] 
amlno}cyclohexyl)methyl]urea 


443 (M + H) 


3 


2389 


N[(cis-4^[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl) 
methyl]-N'-(diphenylmethyl)urea 


508 (M + H) 


2 


2390 


N•(4-bromo-2,6-dlmethylphenyl)-N4(cis•4^[4-(dlmethylamlno) 
quinolin-2-yl]amino}cyclohexyl)methyl]urea 


524 (M + H) 


1 


2391 


N-[(cls-4-{[4-(dlmethy(amlno}quinoljn-2-yQamlno)cyclohexyl)- 
methyI]-N*-(3-methyl-5-phenylisoxazol-4-yl)urea 


499 (M + H) 


3 


2392 


N-[(cis-4-{[4-(dimethylamino)quinoIin-2-ylJamino)cyclohexyl)- 
methyl]-N'-[5-methyl-2-(trifluoromethyl)-3-furyl]urea 


490 (M + H) 


3 
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5 


2393 


N-(3,5-dichlorophenyl)-N'-[(cjs-4-{[4-(dlmethylamino)qulnolin- 
2-yl]amino}cyclohexyl)methyl]urea 


486 


(M + H) 


3 




2394 


N-(2,3-cIich!orophenyl)-N'-[(cis-4-{[4-(dimethylamjno)quinolin- 

2-y!]amino}cyc!ohexyl)methyl]urea 


486 


(M + H) 


2 


ifi 

lU 


2395 


N-[(cls-4-{[4-(dlmethylamlno)qulnoIln-2-yl]amlno}cyclohexyl) 
methyl]-N'-(4-methylphenyl)urea 


432 


(M + H) 


3 




2396 


N-(2,6-diisopropylphenyl)-N'-[{cls-4-{[4-(dimethylamino)quinolin- 
2-yqamino}cyclohexyl)methyl]urea 


502 


(M + H) 


1 


15 


2397 


N [(cis-4-{[4-{dimethylamino)quinolln-2-yl]amlno}cyclohexyl)- 
methyl]-N'-(2.3-dimethyl-6-nitrophenyl)urea 


491 


(M + H) 


3 




2398 


N-(2,6-dlbromo-4-fluorophenyl)-N'-[(cls-4-{[4-(dimethylamino) 
quinolin-2-yl]amino}cyclohexyl)methyl]urea 


592 


(M + H) 


3 


20 


2399 


N-(2,6-dichlorophenyt)-N'-[(cis-4-{[4-(dimethylamino)quinolin- 
2-yl]amino}cyclohexyl)methyl]urea 


486 


(M + H) 


3 




2400 


N-[(cls-4-{[4-(dlmethylamlno)qulnoljn-2-yl]amino}cyclohexyl)- 
methyl]-N'-(2-methoxy-5-methylphenyl)urea 


462 


(M + H) 


3 


25 


2401 


N-[(cls-4-{[4-{dlmethylamino)qulnolln-2-yl]amlno)cyclohexyl) 
methyl]-N'-(2-methyl-6-nitrophenyl)urea 


477 


(M + H) 


3 




2402 


N-(3,4-difluorophenyl)-N'-[(cis-4-{[4-(dimethylamino)quinolln-2-y!] 
amino}cyclohexyl)methyl]urea 


454 


(M + H) 


3 


30 


2403 


N-(3,5-difluorophenyl)-N'-[(cls-4-{[4-(dimethylamlno)qulnolin-2-yl] 
amino}cyclohexyl)methyqurea 


454 


(M + H) 


3 




2404 


N-(3-chloro-4-fluorophenyl)-N'-[(cls-4-{[4-(dimethylamino) 
qulnolln-2-yl]amjno}cyclohexyl)methyl]urea 


470 


(M + H) 


3 


35 


2405 


N-(2-chlorDphenyl)-N'-[(cls-4-{[4-(dlmethylamino)pyrimidjn-2-yl] 
amino}cyclohexyl)methyl]urea 


403 


(M + H) 


3 




2406 


N-[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl) 
methyll-N'-(2,6-djmethylphenyl)urea 


397 


(M + H) 


1 


40 


2407 


N-(2,4-difluorophenyl)-N'-[(cls-4-{[4-(dimethylamlno)pyrimidln- 
2-yl]amino}cyclohexyl)methyl]urea 


405 


(M + H) 


2 




2408 


N'[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl) 
methyl]-N'-(2-ethyl-6-methylphenyl)urea 


411 


(M + H) 


1 


45 


2409 


ethyl N-({[(cis-4-{[4-(dimethylamjno)pyrimidln-2-yl]amino} 
cyclohexyl)methyl]amino}carbonyl)leucinate 


435 


(M + H) 


3 


2410 


N-[(cjs-4-{[4-(dimethylamino)pyrirnidin-2-yi]amino}cyclohexyl) 

methyl]-N'-(4-fluorophenyl)urea 


387 


(M + H) 


2 


SO 


2411 


N-[(cis-4-{[(4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
methyl]-N*-[4-{methylthlo)phenyl]urea 


415 


(M + H) 


3 


2412 


N- [{cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amino cyclohexyl) 
methyl]-N'-[2-(trifluoromethyl)phenyl]urea 


435 


(M-H) 


3 


55 


2413 


N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
methyl]-N'-mesitylurea 


411 


(M + H) 


1 


2414 


N-[{cis-4-{[4-(dlmethylamino)pyrlmidin-2-yl]aiTiino}cyclohexyl) 
methyl]-N'-(2-methylphenyl)urea 


383 


(M + H) 


3 
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(continued) 



Ex. No. 


compound name 


MS 


class 


2415 


N-[(cis-4-[4^{dimethylamino)pyrimldln-2-yl]amlno}cyclohexyl) 
methyl]-N'-(2,4,6-trichlorophenyl)urea 


471 (M + H) 




2416 


N-[(cjs-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl) 
methyl]-N'-(2,4,6-ti1bromophenyl)urea 


602 (M + H) 


1 


2417 


N-(2,4-dlbromo-6-fIuorophenyl)-N'-[(cis-4-[{4-(dtmethylamino) 
pyrimidin-2-yl]amino}cyclohexyl)methyl]urea 


543 (M + H) 


1 


2418 


N-(2,6-diethylphenyl)-N'-[(cis-4-{[4-(dimethylamlno)pyrimidln- 
2-yl]amino}cyclohexyi)methyl]urea 


425 (M + H) 


1 


2419 


N-[2-chloro-6-(trifluoromethyl)phenyl]-N'-[(cis-4-{ 
[4-(dimethylamino)pyrimidjn-2-yl]annino}cyclohexyl)nnethyl]urea 


471 (M + H) 


1 


2420 


N-(2-chloro-6-methylphenyl)-N4{cis-4-{[4-{dlmethylamino) 
pyrjmidin-2-yl]amino}cyclohexyl)methyl]urea 


417 (M + H) 


1 


2421 


N-(2-chlorDbenzyl)-N4(cls-4-{[4-{dimethylamino)pyrimidin-2-yl] 
amino}cyclohexyl)methyl]urea 


417 (M + H) 


3 


2422 


N-[(cis-4-{[4-(dlmethylamjno)pyrlmidin-2-yl)amino}cyclohexyl) 
methyl]-N'-(2-ethyl-6-isopropylphenyl)urea 


437 (M-H) 


1 


2423 


N-[(cls-4-{[4-(dimethylamino)pyrlmidin-2-yI)amlno}cyclohexyl) 
methyl]-N'-{2-ethylphenyl)urea 


397 (M + H) 


3 


2424 


N-[(cls-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino)cyclohexyl) 
methyl]-N'-(2-lodophenyl)urea 


495 (M+H) 


3 


2425 


N-[(cls-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)- 
methyl]-N'-(2-isopropyl-6-methylphenyl)urea 


425 (M + H) 


1 


2426 


N-[(cis-4-{[4-(dimethylamino)pyrjmjdln-2-yl]amino}cyclohexyl) 
methyl]-N'-(2-isopropylphenyl)urea 


411 (M + H) 


3 


2427 


N-[(cis-4-{[4-(dlmethylamino)pyrimidjn-2-yl]amino}cyclohexyl) 
methyl]-N'-(2-methyl-3-nitrophenyl)urea 


428 (M+H) 


1 


2428 


N-[(cis-4^[4-(dimethylamino)pyrimidin-2-yl]amino}cyc!ohexyl) 
methyl]-N'-(2-propylphenyl)urea 


411 (M + H) 


2 


2429 


N-(2-tert-butyl-6-methyIphenyl)-N'-[(cls-4-{[4-(dimethylamino) 
pyrimidin-2-yl]amlno}cyclohexyl)methyl]urea 


439 (M + H) 


1 


2430 


N-(2-tert-butylphenyl)-N4(cls-4^[4-(dimethylamino)pyrimldin- 
2-yi]amtno}cyclohexyl)methyl]urea 


425 (M + H) 


1 


2431 


N-(3-chloro-2-methylphenyl)-N*-[(cis-4-{[4-(dimethylamino) 
pyrimidin-2-yl]amino}cyclohexyl)methylJurea 


417 (M + H) 


1 


2432 


N-{4-bromo-2,6-difluorophenyl)-N'-[(cis-4-{[4-(dimethylanilno) 
pyrimidin-2-yl]amino}cyclohexyl)methyl]urea 


483 (M+ H) 


1 


2433 


N-[4-chloro-2-(trifluoromethyl)phenyl]-N*-[(cis-4-{ 
[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)methyl]urea 


471 (M + H) 


2 


2434 


N-(4-cyanophenyl)-N4(cls-4-{[4-(dimethylamino)pyrimidin-2-yl) 
ami no}cyclohexyl)methyl] urea 


394 (M + H) 


3 


2435 


N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl) 
methyl]-N'-(diphenylmethyl)urea 


459 (M+H) 


1 


2436 


N-(4-bromo-2,6-dimethylphenyl)-N'-[(cls-4^[4-dimethylamino) 
pyrimidin>2-yl]amino cyc)ohexyl}methyt]urea 


475 (M + H) 


1 
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(continued) 



Ex. No. 


compound name 


MS 


class 


2437 


N-[(cis-4-{[4-(dimethylamlno)pyrimidln-2-yl]amino]cyclohexyl)- 
methyl]-N*-(3-methyl-5-phenylisoxazol-4-yl)urea 


450 (M+H) 


1 


2438 


N-[(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amlno}cyclohexyl)- 
methyl]-N'-[6-methyl-2-(trifluoromethyl)-3-furyl]urea 


441 (M + H) 


3 


2439 


N-(3,5-dlchlorophenyl)-N'-[(cis-4-{[4-(dimethylamlno)pyrimidln- 
2-yl]amlno}cyclohexyl)methyl]urea 


437 (M+H) 


2 


2440 


N-(2.3-dichlorophenyl)-N'-[(cis-4-{[4-(dlmethylamlno)pyrlmidin- 
2-yl]amino}cyclohexyl)methyl]urea 


437 (M + H) 


1 


2441 


N-[(cis-4-{[4-(dlmethylamino)pyrimidin-2-yl]amlno}cyclohexyl) 
methyl]-N'-(4-methylphenyl)urea 


383 (M + H) 


3 


2442 


N-(2,6-diisopropylphenyl)-N'-[(cis-4-{[4-(dlmethylamino) 
pyrimldin-2-yl]amino}cyclohexyl)methyl]urea 


453 (M+ H) 


1 


2443 


N-[(cis-4-{[4-(dimethylamino)pyrimldln-2-yl]amino}cyclohexyl)- 
methyl]-N'-(2.3-dimethyl-6-nltrophenyl)urea 


442 (M + H) 


1 


2444 


N-(2,6-dibromo-4-fluorophenyl)-N'-[(cls-4-{[4-(dlmGthylamino) 
pyrjmldin-2-yl]amino}cyclohexyl)methyl]urea 


543 (M + H) 


1 


2445 


N-(2,6-dlchlorophenyl)-N'-[(cls-4-{[4-(dimethylamlno)pyrimidin- 
2-yl]amino}cyclohexyl)methyl]urea 


437 (M + H) 


1 


2446 


N-[(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno)cyclohexyl)- 
methyl]-N'-(2-methoxy-5-nnethy!phenyl)urea 


413 (M + H) 


2 


2447 


N-[(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino)cyclohexyl) 
methyl]-N'-(2-methyl-6-nltrophenyl)urea 


428 (M + H) 


2 


2448 


N-(3,4-difluorophenyl)-N-[(cls-4-{[4-(dimethylamino)pyrimidin- 
2-yl]amino}cyclohexyl)methyl]urea 


405 (M + H) 


1 


2449 


N-(3,5-difluorophenyl)-N4(cis-4-{[4-(dlmethylamjno)pyrimjdin- 
2-yl]amino}cyclohexyl)methyl]urea 


405 (M + H) 


1 


2450 


N-(3-chloro-4-fluorophenyl)-N'-[(cls-4-{[4-(dlmethylamino) 
pyrjmldin-2-yl]amino}cyclohexyl)methyl]urea 


421 (M + H) 


1 


2451 


N-(2-chlorophenyl)-N4(cls-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyctohexyl)methyqurea 


457 (M + H) 


3 


2452 


N-[(cis-4-{[4-(dimethylamino)-5,6,7>8-tetrahydroquinazolin-2-yl] 
amino}cyciohexyl)methyl]-N'-(2,6-dimethylphenyl)urea 


451 (M + H) 


1 


2453 


N-(2,4-d}fluorophenyl)-N'-[(cis-4-{[4-(dinnethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yllamlno}cyclohexyl)methyl]urea 


459 (M + H) 


2 


2454 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl] 
amjno}cyclohexyl)methyl]-N'-(2-ethyl-6-methylphenyOurea 


465 (M + H) 


1 


2455 


ethyl N-({[(cjs-4-{[4-(dimethylamino)-5,6,7,8-tetrahydro 

quinazolln-2-yl]amino}cyclohexyl)methyl]amino)carbonyl)- 

leucinate 


489 (M + H) 


2 


2456 


N-[{cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl] 
arTiinojcycion©xyi;rneinyij-i>i -(*f-TiuoropriGnyi;urea 


441 (M + H) 


2 


2457 


N-[(cis-4-{[4-{dimethylamino)-5.6,7,8-tetrahydroquinazolin-2-yl] 
amino}cyclohexyl)methyll-N44-(methylthio)phenyqurea 


469 (M + H) 


3 


2458 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazol[n-2-yq 
amino}cyclohexyt)methyl]-N'-[2-(trifluoromethyl)phenyl]urea 


491 (M + H) 


3 
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(continued) 



Ex. No. 


compound name 


MS 


class 


2459 


N-[(cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)methyl]-N'-mesltylurea 


465 (M + H) 


1 


2460 


N-[(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 

amino}cyciohexyl)methyl]-N'-(2-methyIphenyl)urea 


437 (M + H) 


3 


2461 


N-[(cls-4-{[4-(dimethylamlno)-5,6,7.8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)methyl]-N'-(2,4,6-trlchlorophenyl)urea 


525 (M + H) 


1 


2462 


N-[(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amino}cyclohexyl)methyl]-N'-(2,4.6-tiibromophenyl)urea 


657 (M + H) 


1 


2463 


N-(2,4-dibromo-6-fluorophenyl)-N'-[(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl]urea 


597 (M + H) 


3 


2464 


N-(2,6-diethylphenyl)-N'-[(cis^-{[4-(dimethylamlno)- 
5,6,7.8-tetrahydroqulna20lln-2-yl]amino}cyclohexyl)methyl]urea 


479 (M + H) 


1 


2465 


N-[2-chloro-6-(trifluoromethyl)phenyll-N4(cls-4-{ 

[4-{dimethylamino)-5,6,7,8-tetrahydroquinazoIin-2-yl]amlno} 

cyclohexyl)-methyl]urea 


525 (M + H) 


1 


2466 


N-(2-chloro-6-methylphenyl)-N'-[(cls-4-{[4-(dlmethylamino)- 
5,67,8-tetrahydroqulnazolin-2-yl]annino}cyclohexyl)methyl]urea 


471 (M + H) 


1 


2467 


N-(2-chlorobenzyl)-N'-[(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl]urea 


471 (M + H) 


3 


2468 


N-[(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methyl]-N'-(2-ethyt-6-isopropylphenyl)urea 


493 (M + H) 


1 


2469 


N [(cis-4-{[4-(dinnethylamlno)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amlno}cyclohexyl)methyl]-N'-(2-ethylphenyl)urea 


451 (M + H) 


3 


2470 


N-[(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyt)methyl]-N'-(2-iodophenyl)urea 


549 (M + H) 


3 


2471 


N-[(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulnazolln-2-yl] 
amino}cyclohexyl)methyl]-N'-(2-isopropyl-6-methylphenyl)-urea 


479 (M + H) 


2 


2472 


N-[(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqujna2olln-2-yl] 
annino)cyclohexyl)methyl]-N'-(2-lsopropylphenyl)urea 


465 (M + H) 


3 


2473 


N-[(cis-4-{[4-{dimethylamlno)-5,67.8-tetrahydroquina2olln-2-yl] 
amino}cyclohexyl)methyl]-N'-(2-methyl-3-nitrophenyl)urea 


482 (M + H) 


3 


2474 


N-[(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquina2olln-2-yl] 
amjno)cyclohexyl)methyl]-N'-(2-propylphenyl)urea 


465 (M + H) 


3 


2475 


N-(2-tert-butyl-6-methylphenyl)-N'-[(cis-4-{[4-(dlmethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl]urea 


493 (M + H) 


1 


2476 


N-(2-tert-butylphenyl)-N'-[(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqulnazo!ln-2-yl]amino}cyclohexyl)methyl]urea 


479 (M + H) 


2 


2477 


N-(3-chloro-2-methylphenyl)-N'-[(cis-4-{[4-(dimethylamlno)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyqurea 


471 M + H) 


2 


2478 


N-(4-bromo-2,6-djfluorophenyl)-N'-[(cls-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl]urea 


537 {M + H) 


3 


2479 


N-[4-chloro-2-(trifluoromethyl)phenyl]-N'•[(cls-4^ 

[4-(dimethylamino)-5,6p7,8'tetrahydroquinazolin-2*yl]amino} 

cyclohexyl)-methyl]urea 


525 (M+H) 


3 
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cx. no. 




MS 


class 


2480 


N-(4-cyanophenyl)-N'-[(cls-4-{[4-(cllmethylamino)- 

C C 7 Q tAtroh%/Hr/\ni iina7nlin-9«\/naminnlc\/cloh6XVhm6thvnLir6d 

o,D,/ ,o*i6tranyuroquinazuiiii fc*yijaiiin 


448 (M + H) 


3 


2481 


N [(cis-4-{[4-{dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl] 
amino}cyclohexyl)methyl]-N'-(dlphenylmethyOurea 


513 (M + H) 


3 


2482 


N-(4-bromo-2,6-dlmethylphenyl)-N'••[(cis-4^[4-(dlmethylam^no)- 
5,67.8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)methyl]urea 


529 (M + H) 


1 


2483 


N-[(cis-4-[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl] 
amino}cyclohexyl)methyl]-N*-(3-methyl-5-phenylisoxa2ol-4-yl) 
urea 


504 (M + H) 


3 


2484 


N-[(cis-4-{[4-(dimethy!amino)-5,6,7.8-tetrahydroquina201in-2-yl] 

amino}cyclohexyl)methyll-N'-[5-methyl-2-(trifluoromethyl)-3-furyl] 

urea 


495 (M + H) 


3 


2485 


N-(3,5-dlchlorophenyl)-N'-[{cjs-4-{[4-(djmethyIamino)- 

o,D, / jO-ieiranyuroquinazonn-^-y ijaiiiii ixsAyip i icn lyijui «?a 


491 (M + H) 


3 


2486 


N-(2.3-dich!orophenyl)-N'-[(cls-4-{[4-(dimethylamino)- 
o,B,/ ,o-teiranyaroqu!nazoiin-ii-yijdmirioju^ 


491 (M + H) 


3 


2487 


N [(cls-4-{[4-(dirnethylamlno)-5,6,7.8-tetrahydroquinazolin-2-yl] 
arnino)cycionexyi;meinyij-i>i -^**-rTieinyipnenyi^urea 


437 (M + H) 


3 


2488 


N-{2,6-d}lsopropy!phenyO-N*-[(cis-4-{[4-{dimethylamino)- 
o,o,/,o-ieiranyQroquinazoiin-t"yijamino/^ 


607 (M + H) 


2 


2489 


N-[{cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yll 
arninO/cycionexyi/iTieiriyij'iN -^^,o"Uiiiiciiiyi-o-iiiiiu|ji lei lyi; uica 


496 (M + H) 


2 


2490 


N-(2,6-dibromo-4-fluorophenyl)-N'-[(cis-4-{[4-(dimethylamino)- 
o ,o , / , o-ieirany u ro q u inazoi 1 n-^-y ij oiM ino jcycio 


597 (M + H) 


1 


2491 


N-(2,6-dichlorophenyl)-N'-{(cis-44[4-(dimethylamlno)- 
o,o,r ,o-ieiranyaroquinazoiin-^-yijamino)cycioneAyi;^ 


491 (M + H) 


1 


2492 


N-[(cls-4-{[4-(dlmethylarTiirio)-5,6,7.8-tetrahydroquinazoliri-2-yl] 

arTlinO)cyclonexyi;meinyiJ-lN -^^-meinOAy-o-meinyiprieiiyi; uica 


467 (M + H) 


3 


2493 


N-[(cis-4-{[4-(dimethylamlno)-5,6,7.8-tetrahydroqulnazolin-2-yl] 
arninojcycionexyi^nieinyij*iN -^^-rneuiyi o^iiiiiupnci lyi/uica 


482 (M + H) 


3 


2494 


N-(3,4-difluorophenyl)-N'-[(cis-4-{[4-(dimethylamino)- 
5,6,7,8-tetrahydroqujnazolin-2-yl]amino}cyclohe)(yl)methyI]urea 


459 (M + H) 


3 


2495 


N-(3,5-difluorophenyl)-N'-[(clS'4-{[4-(dlmethylamino)- 
5,6,7.8-tetrahydroquina2olln-2-y!]amjno}cyclohexyl)methyl]urea 


459 (M + H) 


3 


2496 


N-(3-chloro-4-fluorophenyl)-N4(cls-4-{[4-(dimethylamino)- 
5,67.8-tetrahydroqulnazolln-2-yl]anrilrio}cyclohexyl)methyl]urea 


475 (M + H) 


3 



Example 2497 

2,3,4-Trlfluoro-/^{cls-4-[(4-methylqulnolln-2-yl)amlnolcyclohexyl)-benzamlde trifluoroacetate 

Step A: Synthesis of cls-(4-tert-biitoxycarbonylamlno-cyclohexyl)-carbamlc acid benzyl ester. 

[0329] To a solution of cis-(4-amlno-cyclohexyl)-carbamic add tert-butyl ester (4 g, 0.01 9 mo!) in 50 mL CHgClg was 
added DIEA (4,9 mL, 0.028 mol). The solution was cooled on an ice bath and CbzCI (2.9 mL, 0.020 mo!) was added 
slowly. The solution was removed from the Ice bath and stlning continued for an additional hour The solvent was 
evaporated and the material was subjected to chromatography (0-40% ethyl acetate in hexanes) to yield ds-(4-ten- 
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butoxycaitonylamino-cyclohexyl)-carbamic acid benzyl ester (6.2 g, 0.018 mol, 95%) as a white solid. 

ESI MS m/e 349.0 M + H+; NMR (400 MHz, DMSO-de) 8 7.34-7.28 (m. 5 H), 7.12 (d, J = 5.6 Hz, 1 H). 6.62 (brs, 1 

H), 4.98 (s, 2 H), 3.39-3.37 (m. 2 H), 1 .60-1 .45 (m, 8 H), 1 .37 (s, 9 H). 

s Step B: Synthesis of efe-(4-amino-cyelohexyl)-carbamie acid benzyl ester. 

[0330] To a solution of cls-(4-tert-butoxycarbonylamino-cyclohexyl)-carbamic acid benzyl ester (6.2 g, 0.018 mol) in 
40 mL CH2CI2 was added TFA (2.7 mL, 0.36 mol). The solution was stin-ed at room temperature for 4 hours. The excess 
solvent was evaporated off and the resulting oil was dissolved in 30 mL CH2CI2. The organic layer was extracted with 
10 30 mL of a dilute NaOH (aq) / NaHC03 (aq) solution. The aqueous layer was back extracted twice with CH2CI2 and 
the organic layers combined, dried over MgS04, and concentrated to yield cls-(4-amino-cyclohexyl)-carbamlc acid 
benzyl ester (4.3 g, 97%) as a colorless oil. The oil was canied fonward without further purification. 
ESI MS m/e 249.2 M + H+. 

IS step C: Synthesis of cis-[4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl)-carbamic acid benzyl ester. 

[0331] To a solution of cls-(4-amino-cyclohexyl)-carbamic acid benzyl ester (0.5 g, 0.0020 mol) In 1 mL 2-propanol 
was added 2-chloro-4-methyl-qulnoline (0.43 g, 0.0024 moi) and lEA (526 uL, 0.0030 mol). The mixture was heated 
In a microwave synthesizer at 170 **C for 5 hours. The reaction was repeated 7 more times (4 g total material) and the 
20 reaction mixtures were pooled. The solvent was evaporated and the material subjected to chromatography (2-4 % 2M 
NHs in MeOH / CH2CI2) to yield c^-[4-(4-methyl'quinoiin-2'ylamino)-cyclohexyi]-carbamic acid benzyl ester (3.3 g, 
53%) as a coloriess oil. 

ESI MS m/e 390.2 M + H+ ; NMR (400 MHz, DMSO-dg) 6 7.71 (d. J = 8 Hz, 1 H). 7.46-7.39 (m, 2 H), 7.37-7.19 (m, 
7 H), 6.68 (m, 2 H). 5.01 (s, 2 H). 4.07 (m, 1 H), 3.46 (m, 1 H), 2.44 (s, 3 H), 1 .79-1 .71 (m, 2 H), 1 .70-1 .59 (m, 6 H), 

25 

Step D: Synthesis of c/s-A^<4-methyl-quinolin-2-yl)-cyclohexane-1,4-diamine. 

[0332] To a solution of cis-[4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-carbamic acid benzyl ester (3.3 g, 0.0085 
mol) in 200 mL EtOH was added 1 0% Pd/C (330 mg). The reaction mixture was stinted at room temperature under H2 
30 (g) atmosphere for 3 hours. The H2(g) atmosphere was removed and the mixture was through a pad of celite and 
washed with ethyl acetate. The solvent was concentrated and the material was subjected to chromatography (2-4 % 
2M NH3 in MeOH / CH2CI2) to yield ciS'N'(4'methyhquinoiin-2-yl)'Cyclohexane-1,4'diamh^ (2.0 g, 92%) as a light 
brown solid. 

ESI MS m/e 256.4 M + H+ ; ^H NMR (400 MHz, DMSO-dg) 8 7.71 (d, J = 8 Hz, 1 H), 7.46-7.39 (m, 2H), 7.14-7.10 (m, 
35 1H). 6.69-6.68 (m, 2 H), 4.07-4.05 (m, 1 H), 2.81-2.77 (m, 1 H), 2.44 (s, 3 H), 1.78-1.71 (m, 2 H), 1.62-1.40 (m. 6 H). 

Step E: Synthesis of 2,3,4-trifluoro-i^{cl^4-[(4-methylqulnolln-2-yl)amlno]cyc1ohexyl)-benzamide 
trifiuoroacetate. 

40 [0333] To a solution of c/s-A/-(4-methyl -quinolin-2-yi)-cyclohexane- 1 ,4-diamine (23 mg, 0.090 nnmoi) in 0.5 mL DMF » 
was added pyridine (1 2 uL, 0.15 mmol) and 2,3,4-trifiuorobenzoyl chloride (12.8 uL, 0. 10 mmol). The reaction mixture 
was stirred ovemlght and then 0.5 mL ofDMSO was added to the mixture. The compound was then subjected to 
purification by prep LCMS to yield 2,3,4-trif luoro-yV-{c/s-4-[(4-methyiquinolin-2-yl)amino]cyclohexyl}-benzamide trifiuor- 
oacetate (10.1 mg, 21 %) as a white solid. 

45 ESI MS m/e 414.2 M + H+ ; ^H NMR (400 MHz, DMSO-dg) 6 12.44 (brs, 1 H). 9.27 (brs, 1 H). 8.45 (d, J = 6.4 Hz. 1 
H), 7,98-7.93 (m, 2 H), 7.80 (t, J = 7.6 Hz , 1 H). 7.53 (t, J = 8.0 Hz , 1 H), 7.43-7.37 (m, 2 H), 7.01 (s, 1 H), 4.05 (m. 
1 H), 3.97 (m, 1 H), 2.69 (s, 3 H). 1 .86-1 .74 (m. 8 H). 

Example 2498 

so 

3,4-Dlfiuoro-Af-{c/s-4-[(4-niethylquinolln-2-yl)amlno]cyclohexyl}benzamlde trifiuoroacetate 

StepA: Synthesis of 3,4-dlfluorD-A^{cls-4-[(4-methylqulnolln-2-yl)amlno]cyclohexyl}-benzamlde 
trifiuoroacetate 

55 

[0334] Using the procedure of step E of example 2497, the title compound was obtained. 

ESI MS m/e 396.18 M + H+: ^H NMR (400 MHz, DMSO-dg) 8 12,40 (brs, 1 H). 9.25 (brs, 1 H), 8.33 (d. J = 6.0 Hz , 
1H). 7.98-7.90 (m, 3 H). 7.80-7.76 (m. 2 H). 7.58-7.50 (m. 2 H), 7.02 (brs. 1 H). 4.09 (m, 1 H), 3.94 (m. 1 H). 2.61 (s. 
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3H), 1.84-1 74 (m, 8 H). 
Example 2499 

4-Cyano-N-{cl8-4-[(4-methylquino)in-2-yl)amino]cyclohexyl}benzamide trifluoroacetate 

Step A: Synthesis of 4-cyano-^{c/s-4-[(4-methylquinolln-2-yl)amino]cyclohexyl}benzamide trtliuoroacetate. 

[0335] Using the procedure of step E of example 2497, the title compound was obtained. 

ESI MS m/e 385.2 M + H+ ; NMR (400 MHz, DMSO-de) 8 12.38 (brs. 1 H), 9.27 (brs. 1 H), 8.51 (d, J = 6,0 Hz , 1 
H), 8.01 -7.95 (m, 6H), 7.80 (t, J = 7.2 Hz , 1 H). 7.54 (t, J = 8.0 Hz . 1 H), 7.02 (brs, 1 H), 4.09 (m. 1 H), 3.96 (m, 1 H), 
2.66 (S. 3 H). 1 .85-1.75 (m. 8 H). 

Example 2500 

3-Fluoro-A^{cl8-4-[(4-methylquinolln-2-yl)amino]cyclohexyl)benzamide trifluoroacetate 

Step A: Synthesis of 3-fluoro-N-{c/s-4-[(4-methyiquinolin-2-yi)amino]cyclohexyl}benzamide trifluoroacetate. 

[0336] Using the procedure of step E of example 2497, the title compound was obtained. 

ESI m/e 378 M + H+ ; ^H NMR (400 MHz, DMSO-dg) 5 12.38 (brs, 1 H), 9.25 (brs, 1 H), 8.33 (d, J = 6.0 Hz , 1 H), 
7.98-7.91 (m, 2 H), 7.80 (t, J = 7.6 Hz ,1 H). 7.71-7.64 (m, 2 H), 7.55-7.49 (m, 2 H). 7.41-7.36 (m. 1 H), 4.12 (m, 1 H), 
4.08 (m. 1 H), 2.77 (s. 3 H). 1 .85-1 .74 (m, 8 H). 

Example 2501 

3,5-Dlfluoro-A^{c/s-4-[(4-methylquinolin-2-yi)amino]cyclohexyl}benzamide trifiuoroacetate 

Step A: Synthesis of 3,5-difiuoro-iV[cis-4-[(4-methylquinoiin-2-yi)amino]cyclohexyi]-benzamide 
trifluoroacetate. 

[0337] Using the procedure of step E of example 2497, the title compound was obtained. 

ESI MS m/e 396 M + H+j^H NMR (400 MHz. DMSO-dg) 6 12.40 (brs. 1 H). 9.25 (brs. 1 H), 8.40 (d, J = 6.0 Hz . 1 H). 
7.98-7.96 (m, 2 H), 7.80 (t, J = 7.2 Hz, 1 H), 7.59-7.44 (m, 4 H), 7.02 (brs, 1 H), 4.09 (m, 1 H), 3.94 (m, 1 H), 2.68 (s. 
3H), 1.85-1.74 (m, 8 H). 

Example 2502 

N-(c/s-4-[(4-Methyiquinolin-2-yOamlno]cyclohexylH2-[4-(trifiuoromethoxy)phenoxy]-acetamide 
trifluoroacetate 

Step A: Synthesis of N-[cis-4-[(4-methylqulnolin-2-yl)amlno]cyciohexyi)-2-[4-(trifluoromethoxy)phenoxy]- 
acetamide trifluoroacetate. 

[0338] To a solution of c/s-W(4-methyl-quinolin-2-yl)-cyclohexane-1,4-diamlne (25.5 mg, 0.1 mmol) in 0.5 mL DMF 
was added 4-(trjfluoromethoxy)phenoxyacetic acid (23.6 mg, 0.1 mmol), DIEA (0.026 mL, 0.15 mmol), and HATU (45.6 
mg, 0.12 mmol). The reaction mixture was stirred overnight and then 0.5 mL of DMSO was added to the mixture. The 
compound was then subjected to purification by prep LCMS to yield /V-{cis-4-[(4-methylqu lnolin-2-yl)amino]cyclohexyl}- 
2'[4-(trifluoromethoxy)phenoxy]-acetamide trifluoroacetate (22.3 mg, 38%) as a white solid. 

ESI MS m/e 474.4 M + H+; ^H NMR (400 MHz, DMSO-dg) 5 12.47 (s, 1 H), 9.25 (s, 1 H), 8.00-7.92 (m, 3 H), 7.80 (t, 
J = 7.2 Hz, 1 H), 7.53 (t, J = 8.0 Hz, 1 H), 7.31 (d. J = 8.8 Hz, 2 H), 7.04-7.01 (m, 3 H). 4.55 (s, 2 H). 4.06 (m, 1 H), 
3.84 (m, 1 H), 2.69 (s, 3 H), 1.78-1.68 (m. 8 H). 
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Example 2503 

2-(3,4-Dtfluorophenyl)-A^ci8-4-[(4-methylquinolin-2-yl)amlno]cyclohexyl}acetamlde 

Step A: Synthesis of 2-(3,4-dmuorophenyt)-Af-{cis-4-[(4-methylquinolin-2-yi)amino]cyclohexyl}acetami^ 
trtfluoroacetate. 

[0339] Using the procedure of step A of example 2502, the title compound was obtained. 

ESI MS m/e 410 M + ; NIVIR (400 MHz, DMSO-dg) 8 12.42 (brs, 1 H), 9.26 (brs. 1 H), 8.09 (d, J = 6.4 Hz, 1 H), 
7.98-7.92 (m, 2 H). 7.80 (t, J = 7.6 Hz. 1 H). 7.54 (t. J = 8.8 Hz, 1 H), 7.38-7.27 (m, 2 H). 7.10-7.07 (m. 1 H), 7.01 (brs, 
1 H), 4.02 (m, 1 H). 3.94 (m, 1 H), 2.61 (s, 3 H), 1.79-1.69 (m, 8 H). 

Example 2504 

2-(2-Bix>mo-4,5-dlmethoxyphenyl)-N-{cls-4-[(4-methylqulnolln-2-yl)amlno]cyciohexyl)- 
trffluoroacetate 

Step A: Synthesis of 2-(2-bromo-4,5-dimethoxyphenyl)-N-[cis-4-[(4-methylqulnolln-2-yl)amino]cyclohexyl) 
acetamide trifluoroacetate. 

[0340] Using the procedure of step A of example 2502, the title compound was obtained. 

ESI MS m/e 512.2 M + H+ ; ^H NMR (400 MHz, DMSO-dg) 8 12.45 (brs, 1 H), 9.25 (brs, 1H), 8.00-7.92 (m, 3 H), 7.80 
(t, J = 7.6 Hz , 1 H), 7.53 (t, J= 7.6 Hz , 1H). 7.09 (s. 1 H). 7.01 (brs, I H), 6.95 (s. 1H), 4.10 (m. 1H), 3.78 (m, 1H), 
3.74 (s. 3 H). 3.72 (s, 3 H), 3.53 (s, 2 H), 2.69 (s, 3 H), 1 .78-1 .67 (m, 8 H), 

Example 2505 

4-(Benzyloxy>AKcis4-[(4-methyiqulnolin-2-yl)amino]cyclohexyl)benzamldetrlfluoroaceW^ 

Step A: Synthesis of 4-(benzyloxy)-/^{ci6-4-[(4-methyiqulnolln-2-yl)amlno]cyclohexyl)-ben2amlde 
trifluoroacetate. 

[0341] Using the procedure of step A of example 2502. the title compound was obtained. 

ESI MS m/e 466.2 M + H+; ^H NMR (400 MHz, DMSO-dg) 8 12.39 (brs. 1 H). 9.25 (brs, 1 H). 8.06 (d, J= 6.0 Hz , 1 H), 
7.98-7.96 (m, 2 H), 7.84-7.76 (m, 3 H). 7.54 (t, J= 8.0 Hz , 1 H). 7.46 (d. J = 7.2 Hz, 2 H), 7.41 (t. J = 7.2 Hz. 2 H), 
7.35-7.31 (m. 1 H), 7.08 (d, J= 8.8 Hz, 2 H). 7.02 (brs, 1 H), 5.17 (s, 2 H), 4.09 (m. I H), 3.93 (m, 1 H). 2.66 (s, 3 H), 
1.84-1.72 (m,8H), 

Example 2506 

2-(2-Methoxyphenoxy)-Af{cl8.4-[{4-methylquinolln.2-yi)amlno]cyciohexyl}acetamide trifluoroacetate 

Step A: Synthesis of 2-(2-methoxyphenoxy)-M{cis-4-[(4-methylqulnolin-2-yl)amino]cyclohexyl}acetamlde 
trifluoroacetate. 

[0342] Using the procedure of step A of example 2502, the title compound was obtained. 

ESI MS m/e 420.2 M + H+ ; ^H NMR (400 MHz, DMSO-dg) 8 12.50 (brs. 1 H). 9.25 (brs. 1 H), 7.98-7.93 (m. 2 H), 
7.80-7.76 (m, 2 H). 7.53 (t, J = 5.6 Hz . 1 H). 7.02-6,85 (m. 5 H), 4.50 (s, 2 H), 4.07 (m, 1 H), 3.85 (m. 1 H). 3.79 (s, 3 
H), 2.61 (s, 3 H), 1.84-1.69 (m, 8 H). 

Example 2507 

2-(4-Fiuorophenoxy)-N-{cls-4-[(4-methylqulnolin-2-yl)amlno]cyciohexyl}nlcotinamlde trifluoroacetate 

Step A: Synthesis of 2-(4-fluorophenoxy).N.|cls-4-[(4-methyiqulnolin-2-yl)amlno]cyciohexyl}nicotinamide 
trifluoroacetate. 

[0343] Using the procedure of step A of example 2502, the title compound was obtained. 
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ESI MS m/e 471.4 M -i- ; NMR (400 MHz, CD3OD) 5 8.29 (dd. J = 7.6, 2.0 Hz, 1 H), 8.19 (dd, J = 4.8, 2.0 Hz, 1 
H), 8.01 ( d. J = 8.0 HZ, 1 H), 7.88 (brs. 1 H). 7.80 (t, J = 8.4 Hz, 1 H). 7.57 (t. J = 8.0 Hz. 1 H), 7.25-7.15 (m, 5 H), 
6.90 (brs, 1 H), 4.20 (brs. 1 H), 4.07 (brs, 1H), 2.67 (s, 3H), 2.02-1.81 (m, 8H). 

5 Example 2508 

2- (4-Chiorophenoxy)- N -/c/s-^n^™thylqulnoJln- 2- y l)amino ]cy clohexy I) nicotinamide trifluoroacetate 

Step A: Synthesis of 2"<4-Chlorophenoxy)-N4cl8-4-I(4-methylqulnolin-2-yl)amlnolcyclohexyl}nlTO^^ 
10 trifluoroacetate. 

[0344] Using the procedure of step A of example 2502, the title compound was obtained. 

ESI MS m/e 487.2 M + H-^ ; ^H NMR (400 MHz, DMSO-de) 8 13.0 (brs, 1 H). 9.50 (d, J= 6.8 Hz. 1 H). 8.35 (m. 1 H), 
8.19 (m, 1 H), 8.07 (d, J = 6.8 Hz, 1 H), 7.93 (d, J = 7.6 Hz, 1 H), 7.75 (t, J = 7.2 Hz, 1 H). 7.50 (m, 3 H), 7.30 (m, 3 
15 H), 7.10 (brs. 1 H). 4.38 (brs, 1 H), 4.01 (brs, 1 H), 2.57 (s, 3 H), 1.83 (m. 8H). 

Example 2509 

2,6-Dlmethoxy-A^{c/s^[(4-methyiquinolln-2-yl)amino]cyclohexyl}nlcotlnami* trifluoroacetate 

20 

Step A: Synthesis of 2,6-dimethoxy-A^{cis-4-[(4-methylqulnolln-2-yl)amlnolcyclohexyl}nlcotlnamide 
trifluoroacetate. 

[0345] Using the procedure of step A of exampie 2502, the title compound was obtained. 

25 ESi MS m/e 421 .2 M -h H+ ; ^H NMR (400 MHz, DMSO-dg) 5 13.1 (brs, 1 H), 9,74 (d. J = 8.0 Hz, 1 H), 8.30 (d, J = 8.4 
Hz, 1 H), 8.17 (d. J = 8.4 Hz, 1 H). 7.98 (m, 2 H), 7.60 (m, 1 H), 7.50 (t, J= 7.6 Hz, 1 H), 7.19 9 (brs, 1 H), 4.43 (brs, 
1H), 3.94 (brs, 7H), 2.58 (s, 3H), 1 .90 (m, 8 H). 

Example 2510 

30 

cls-N-[4-Bromo-2-(trlfluoromethoxy)benzyO-N^(4-methylqulnolln-2-yl)cyclohexane-^ bls- 
trifluoroacetate 

Step A: Synthesis of cls-N-[4-bromo-2-(trlfluoromethoxy)benryl]-N'-(4-methyiqulnolln-2-yi)cyclohexane- 
35 1,4-dlamlne bis-trlfluoroacetate. 

[0346] To a solution of c/s-N-(4-methyl-quinolin-2-yl)-cyclohexane-1 ,4-diamlne (25.5 mg, 0,1 mmoi) in 0.5 mL MeOH 
was added 4-bromo-2-trifluoromethoxybenzaldehyde (26.9 mg, 0.1 mmol). The reaction mixture was stirred for a half 
hour and then sodium triacetoxyborohydride (84.8 mg, 0.4 mmol) was added to the reaction. The mixture was stired 
40 ovemight and then 0.5 mL of DMSO was added. The compound was then subjected to purification by prep LCMS to 
yield c/s-A^[4-bromo-2-(trifluoromethoxy)benzyl]-A^(4-methylquinolin-2-yl)cyclohexane-1,4-diOT bis-trlfluoroace- 
tate (9.6 mg, 13%) as a white solid. 

ESI MS m/e 508.0 M + H"^; ^H NMR (400 MHz, CD3OD) 8 8.04 (d. J = 8.0 Hz, 1 H), 7.84 (brs. i H), 7.81 (t, J = 7.2 Hz, 
1 H). 7.69-7.63 (m, 3 H), 7.58 (t, J = 8.0 Hz, 1 H). 7.16 (brs, 1 H). 4.36 (s, 2 H), 4.26 (m, 1 H). 3.32-3.30 (m. 1 H), 2.71 
45 (s, 2 H), 2.66 (s. 3 H). 2.1 6-1 .93 (m, 8 H). 

Example 2511 

c/s-/^[(5-Bromo-1H-lndol-3-yi)methyl]-Ar-(4-methylqulnolln-2-yl)cyclohexane-1.4-dlaml^ bis-trlfluoroacetate 

Step A: Synthesis of c/s-A#-[(5-bromo.1 H-indol-3-yl)methyl]-Ar-{4-methylqulnolln.2-yl)cyclohexane-1 ,4-dlamlne 
bis-trlfluoroacetate. 

[0347] Using the procedure of step A of example 251 0, the title compound was obtained. 
55 ESI MS m/e 463.2 M + H+ ; ^H NMR (400 MHz, CD3OD) 6 8.03 (d, J = 8.0 Hz. 1 H), 7.92 (s. 1 H). 7.87 (brs. 1 H), 
7.80-7.76 (t, J = 7.2 Hz, 1 H), 7.57-7.53 (m. 2 H). 7.38 (d, J = 8.8 Hz. 1 H). 7.31 (d, J= 8.4 Hz. 1 H). 7.14 (brs, 1 H), 
4.47 (s, 2 H), 4.23 (m, 1 H). 3.37 (m, 1 H). 2.71 (brs. 2 H). 2.65 (s. 3 H). 2.16-1 .91 (m. 8 H). 
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Example 2512 

cl8-A^(3,5-Dimethoxybenzyl)-//-(4-methylquinolln-2-yl)cydohexane-1,4-diamine bis-trifiuoroacetate 

Step A: Synthesis of cfe-A^(3,5-dlmethoxyfoenzyi)-Ar-(4-methylquinoiin-2-yl)cyclohexane-1,4-diaml^ bis- 
trifluoroacetate. 

[0348] Using the procedure of step A of example 2510. the title compound was obtained. 

ESI MS m/e 406.2 M + H+ ; NMR (400 MHz. CD3OD) 8 8.03 (d, J= 8.0 Hz, 1 H), 7.88 (brs. 1 H), 7.80 (t. J = 7.2 Hz, 
1 H), 7.57 (t, J = 8.4 Hz, 1 H), 7.17 (brs, 1 H), 6.71 (s, 2 H), 6.55 (s, 1 H), 4.24 (m, 1 H), 4.21 (s, 2 H), 3.81 (s, 6 H). 
3.35 (m. 1 H), 2.70 (brs. 2 H). 2.66 (s, 3 H). 2.14-1 .90 (m, 8 H). 

Example 2513 

cls-N-(3^-DichlorDbenzyl)-^-(4-methylqulnolln-2-yl)cyclohexane-1,4-€liamlnebls-trifluoroacetate 

Step A: Synthesis of cis-Af-(3,5-dichiorobenzyl)-Ar-(4-methylqulnolin-2-yl)cyclohexane-1,4-diamlne bls- 
trifluoroacetate. 

[0349] Using the procedure of step A of example 251 0, the title compound was obtained. 

ESi MS m/e 414.2 M + H+; ^H NMR (400 MHz, CD3OD) 5 8.04 (d. J= 8.4 Hz, 1 H), 7.86 (brs, I H). 7.81 (t, J = 7.2 Hz, 
1 H). 7.58-7.54 (m, 4 H), 7.16 (brs. 1 H). 4.30 (s. 2 H). 4.25 (m. 1 H). 3.41 (m, 1 H). 2.76 (brs. 2 H), 2.66 (s, 3 H), 
2.12-1.92 (m, 8H). 

Example 2514 

cis-^(3,4-Difluorobenzyl)-Ar-(4-methylquinolin-2-yl)cyclohexane-1.4-dlamine bis-trifluoroacetate 

Step A: Synthesis of cis-N-(3,4-difiuorobenzyl)-N -(4-methylqulnolin-2-yl)cyciohexane-1,4<liamlne bls- 
trtfluoroacetate. 

[0350] Using the procedure of step A of example 2510, the title compound was obtained. 

ESI MS m/e 382.2 M + H+; ^H NMR (400 MHz, CD3OD) S 8.03 (d. J = 8.0 Hz. 1 H). 7.86 (brs, 1 H). 7.80 (t. J = 7.2 Hz, 
1 H), 7.57-7.51 (m, 2H), 7.39-7.37 (m, 2 H), 7.16 (brs, 1H), 4.29 (s, 2 H). 4.25 (m. 1 H), 3.37 (m, 1H), 2.71 (brs, 2 H), 
2.66 (s, 3 H), 2.11-1.95 (m, 8 H). 

Example 2515 

AK3,5-Difluorophenyl)-N'-}c/s-4-[(4-methytquinolin-2-yl)amlno]cyclohexyl} urea trifluoroacetate 

Step A: Synthesis of AH3>^<l^luorophenyl)-N'-{cls-4-[(4-methylqulnoiin-2-yi)amino]cyclohexyl}urea 
trifluoroacetate. 

[0351] To a solution of cis-Af-(4-methyl-quinolin-2-yl)-cyclohexane-1,4-diamine (20 mg, 0.078 mrnol) in 0.5 mL of 
DMSO was added 3,5-difluorophenyl isocyanate (9.3 uL, 0.078 mrnol). The reaction mixture was stin-ed overnight and 
then 0.5 mL of DMSO was added to the mixture. The compound was then subjected to purification by prep LCMS to 
yield N-(3,5-dlfluorophenyi)-N-{cis-4-[(4-methylquinolin-2-yl)amino]cyclohexyl}urea trifluoroacetate (12 mg, 29%) as a 
white solid. ESI MS m/e 411 .2 M + H-^ ; ^H NMR (400 MHz. CD3OD) 5 8.02 (d, J = 8.0 Hz, 1 H). 7.87 (brs, 1 H), 7.80 
(t, J = 7.6 Hz, 1 H), 7.56 (t, J = 7.6 Hz, 1 H), 7.07 (s, 1 H). 7.03 (s, 1 H), 6.97 (brs. 1 H), 6.50 (t, J = 9.2 Hz, 1 H), 4.02 
(m, 1 H), 3.89 (m, 1 H), 2.68 (brs, 3 H). 2.66 (s. 3 H), 1 .99-1 .78 (m. 8 H). 
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Example 2516 

AK3,5-Bl8(trifluoromethyl)phenyl]-iV-[cis-4-[(4-methylquinolin-2-yl)amino]cyclo^ urea trifluoroacetate 

Step A: Synthesis of N^3>bis(trltluoromethyl)phenyl]-N'-k5ls-4-[(4-methylquinolln-2-yl)aminolcyclohexy 
urea trifluoroacetate. 

[0352] Using the procedure of step A of example 251 5, the title compound was obtained. 

ESI MS m/e 511 .2 M + H+ ; NMR (400 MHz, CD3OD) 5 8.02 (s, 2 H), 8.00 (s, 1 H), 7.87 (brs, 1 H), 7.80 (t, J = 7.2 
Hz, 1 H). 7.57 (t, J = 8.0 Hz, 1 H), 7.49 (s, 1 H), 6.98 (brs, 1 H), 4.04 (m. 1 H). 3,91 (m, 1 H), 2.69 (brs, 3 H), 2.66 (s, 
3H). 2.01-1.80 (m, 8H). 

Example 2517 

AK3-Chlorophenyl)-iV4cl8-4-[(4-methylquinolin-2-yi)amino]cyciohexyi}ureatrifluoroacet^^^ 

Step A: Synthesis of AK3-chlorophenyl)-iV4cis-4-[(4-methylquinolin-2-yl)amino]cyclohexyl}urea 
trifluoroacetate. 

[0353] Using the procedure of step A of example 251 5, the title compound was obtained. 

ESI MS m/e 409.2 M + H+; ^H NMR (400 MHz, CD3OD) 8 8.00 (d, J = 8.4 Hz, 1 H), 7.87 (brs, 1 H), 7.79 (t, J = 7.6 Hz, 
1 H), 7.59 (s, 1 H). 7.56 (t, J = 7.6 Hz, 1 H), 7.21-7.15 (m. 2 H), 6.96 (brs, I H), 6.93-6.91 (m, 1 H), 4.01 (m, 1 H), 3.89 
(t, 1 H), 2.66 (brs, 6 H). 1 .99-1 .78 (m, 8 H). 

Example 2518 

A^(3,4-Dichiorophenyl)-Ar-{c/s-4-[(4-methylquinoiin-2-yi) amino]cyciohexyi}urea trifluoroacetate 

Step A: Synthesis of A/(3,4-dichiorophenyl)-Ar-{ci8-4-[(4-methylquinolin-2-yl)amino]cyciohexyl)urea 
trifluoroacetate. 

[0354] Using the procedure of step A of example 2515, the title compound was obtained. 

ESI MS m/e 443.2 M4-H+ ; ^H NMR (400 MHz, CD3OD) 8 8.00 (d. J= 7.6 Hz, 1 H), 7.87 (brs. I H), UB-IJA (m, 2 H), 
7.56 (t, J = 7.6 Hz, 1 H), 7.34 (d, J = 8.4 Hz, 1 H), 7.20 (d, J = 8.4 Hz, 1 H), 6.97 (brs, 1 H), 4.02 (m, 1 H), 3.88 (m, 1 
H), 2.66 (bre, 6 H), 1.98-1.78 (m, 8 H). 

Example 2519 

N- (3-Methoxyphenyl)-Ar-(cls-4-[(4-methylquinolln-2-yl)amino] cyclohexyl}urea trifluoraacetate 

Step A: Synthesis of /V(3-methoxyphenyi)-//-{cis-4-[(4-methylquinoiin-2-yl)amino] cyciohexyi}urea 
trifiuoroacetate. 

[0355] Using the procedure of step A of example 251 5, the title compound was obtained. 

ESI MS m/e 405,4 M + H+ ; ^H NMR (400 MHz, CD3OD) 5 8.00 (d, J = 8.0 Hz, 1 H), 7.87 (brs, 1 H), 7.79 (t, J = 7.6 
Hz, 1 H), 7.66 (t, J = 8.0 Hz, 1 H), 7.14-7.10 (m, 2 H), 6.96 (brs. 1H), 6,84 (d. J = 8,0 Hz, 1 H), 6.53 (d, J = 8.4 Hz. 1H). 
4.01 (m, 1 H). 3.89 (m, 1H). 3.75 (s. 3H), 2.71 (brs, 6 H), 1.99-1.78 (m. 8 H). 

Example 2520 

3-Methoxy-N-[cis-4-(quinolin-2-ylamlno)cyclohexyl]benzamide trifluoroacetate 

Step A: Synthesis of cls-[4-(3-methoxy-benzoylamlno>cyclohexyl]-carbamic acid terf-butyi ester. 

[0356] To a solution of cls-(4-amino-cyclohexyl)-carbamic acid tert-butyl ester (2.8 g, 0.013 mol) In 40 mL CHgClg 
stirring on ice was added DIEA (3.41 mL, 0.020 mol). The solution was cooled on an ice bath and m-anisoyl chloride 
(1,84 mL, 0.013 mol) was added slowly. The solution was removed from the ice bath and stimng continued for an 
additional hour. The solvent was evaporated and the material was subjected to chromatography (0-40% ethyl acetate 
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in hexanes) to yield cis-I4-(3-methoxy-ben2oylamino)-cyclohexyl]-carbamic acid tert-butyl ester (4.3 g. 94 %) as a white 
solid. 

ESI MS m/e 349.0 + H+ ; 1H NMR (400 MHz, DMSO-dg) 6 8.03 (d, J= 6.8 Hz. 1 H). 7.42-7.32 (m, 3 H), 7.07 (dd. J 
= 8.4. 2.4 Hz, 1 H), 6.62 (brs. 1 H). 3.79 (s. 3 H). 3.77 (m. 1 H), 3.41 (m, 1 H). 1 .71-1 .70 (m. 4 H). 1 .52-1 .46 (m, 4 H), 
5 1.38 (S.9H). 

Step B: Synthesis of ci8-N-(4-amlno-cyclohexyl)-3-methoxy-benzamlde. 

[0357] To a solution of cis-[4-(3-methoxy-benzoy!amino)-cyclohexyl]-carbamic acid fe/t-butyl ester (4.3 g, 0.012 mol) 
10 In 50 mL CHgClg was added TFA (1 .84 nnL, 0.024 mol). The solution was stirred for 4 hours and the solvent evaporated. 

The resulting oil was re-dissolved In 50 mL CHgClg. The organic layer was extracted with 50 mL of a dilute NaOH (aq) 

/ NaHCOg (aq) solution. The aqueous layer was extracted twice more with CH2CI2 and the organic layers combined. 

dried over MgS04, and concentrated. The resulting precipitate was crystallized in ether and hexanes to yield 

cis-A/-(4-amino-cyclohexyl)-3-methoxy-benzamlde (2.4g, 78%) as a white solid. 
15 ESI MS m/e 249.0 M + H+ ; 1H NMR (400 MHz, DMSO-dg) 8 8.10 (d, J = 7.2 Hz. 1 H), 7.42-7.32 (m. 3 H). 7.07 (dd. J 

= 8.0, 2.4 Hz, 1 H). 3.79 (brs, 4 H), 2.91 (m, 1 H), 1 .80-1 .74 (m. 2 H), 1 .52-1 .46 (m, 6 H), 1 .31 (brs. 2 H). 

Step C: Synthesis of 3-methoxy-Af-[c/s^(quinolin-2-ylamlno)cyclohexyl]benzamide trifluoroacetate. 

20 [0358] To a solution of c/s- A/-(4-amino-cyclohexyl)-3-methoxy-benzamide (28.4 mg, 0.1 mmol) in 0.5 mL 2-propanol 
was added 2-chloroquinoline (32.7 mg, 0.2 mmol) and DIEA (34.8 uL, 0.2 mmol). The reaction mixture was heated in 
a microwave synthesizer at 170 'C for 10 hours. The solvent was removed and the resulting oil dissolved in 1 mL of 
DMSO. The compound was then subject to purification by prep LCMS to yield 3-methoxy-N-[cis-4-(quinolin-2-ylamino) 
cyclohexyl]benzamide trifluoroacetate (26 mg, 53%) as a colorless oil. 

25 ESI MS m/e 376.2 M + H+ ; ^H NMR (400 MHz, CD3OD) 5 7.85 (d. J = 9.2 Hz, 1 H), 7.62 (t, J= 8.8 Hz, 2 H), 7.50 (t, J 
= 7.2 Hz, 1 H), 7.39-7.36 (m, 3 H), 7.19 (t. J = 7.2 Hz, 1 H). 7.10-7.07 (m, 1 H), 6.82 (d, J = 9.2 Hz, 1 H). 4.18 (m, 1 
H), 4.02 (m, 1 H), 3.84 (s, 3 H), 1 .95-1 .22 (m, 1 H). 

Example 2521 

30 

3- methoxy-l^(c/^{[4-(trlfluoromethyl)qulnolln-2-yl]amlno}cyclobexyl)benzamide trifluoroacetate 
Step A: Synthesis of 2-chloro-4-trifluoromethyl-quinoline. 

35 [0359] To a solution of 4-trifluoromethyl-quinolin-2-ol (1 ,01 g, 0.0047 mol) in 10 mL POCI3 was added N, /V-dimeth- 
yianillne (661 uL, 0.0052 mol). The mixture was heated to reflux (125 «C) and stirred for 4 hours until the starting 
material completely dissolved and the solution turned dark purple in color. The solution was then cooled and poured 
slowly on ice (30 g; caution highly exothemnic) to quench the reaction. The aqueous layer was then extracted three 
times with CH2CI2 (25 mL). The organic layer was dried with MgS04, concentrated, and subjected to purification by 

40 chromatography (1 00% CH2CI2) to yield 2-chloro-4-trifluoromethyl-quinoline (823 mg, 75%) as a slightly yellow solid. 
ESI MS m/e 232.0 M + H+ ; ^H NMR (400 MHz, DMSO-dg) 8 8,15-8.09 (m. 2 H). 8.06 (s. 1 H). 8.01-7.97 (m. 1 H). 
7.88-7.85 (m, 1 H). 

Step B: Synthesis of 3-methoxy-M(cis-4-{[4-(trifiuoromethyOquinolln-2-yl]amino}cyciohexyl)benzamide 
45 trifluoroacetate. 

[0380] To a solution of cis-N-(4-amino-cyclohexyl)-3-methoxy-benzamide (50 mg, 0.20 mmol) in 0.5 mL 2-propanol 
was added 2<:hloro-4-trifluoromethyl-quinoline (56 mg, 0.24 mmol), and DIEA (52.6 uL, 0.30 mmol). The reaction 
mixture was heated in a microwave synthesizer at 170** C for 5 hours. The solvent was removed and the resulting oil 
so dissolved in 1 mL of DMSO. The compound was then subjected to purification by prep LCMS to yield 3-methoxy-N-(cis- 

4- {[4-(trifluoromethyl)qulnolin-2-yl]amino)cyclohexyl)benzamide trifluoroacetate (71.8 mg, 64%) as a white solid. 
ESI MS m/e 444.4 M + H+ ; ^H NMR (400 MHz, DMS0-d6) 8 8.22 (d, J= 6.4 Hz. 1 H), 7.79-7.77 (m, 2 H), 7.69 (m. 1 
H). 7.50 (s. 1 H), 7.44-7.34 (m, 4 H), 7.09 (dd. J= 8.0, 2.4 Hz 1 H). 4.14 (m, 1 H), 3.87 (m. 1 H). 3.80 (s. 3 H), 1 .94-1 .92 
(m,2H). 1.82-1 .72 (m. 6 H). 

55 
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Example 2522 

3- Methoxy-N-{c/s-4-[(qulnolln-2-ylmethyl)amino]cyclohexyl}benzamicle trifluoroacetate 

Step A: Synthesis of 3-methoxy-M-{cls-4-[(qulnolin-2-ylmethyl)amino]cyclohexyl}benzamlde trifluoroacetate. 
[0361] Using the procedure of step A of example 251 0, tiie title compound was obtained. 

ESI MS m/e 390.2 1^^ + H+: NMR (400 MHz, CD3OD) 8 8.41 (d, J = 8:8 Hz, 1 H), 8.14 (d. Jb 8.4 Hz, 1 H), 7.99 (d, 
J= 8.0 Hz. 1 H). 7.84 (t. J =7.2 Hz, 1 H). 7.67 (t, J=7.2 Hz, 1 H), 7.55 (d. J= 8.4 Hz, 1 H), 7.43-7.36 (m, 3 H), 7.12-7.10 
(m,1 H). 4.66 (S.2H), 4.13 (m, 1 H), 3.85 (s, 3 H), 3.46 (m, 1 H), 2.16-2.05 (m, 4 H), 2.05-1.96 (m, 2 H), 1 .85-1 .78 
(m. 2 H). 

Example 2523 

N-(ci8-4-{[4-(Dimethylamino)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)-4-methylbenzamlde trifluoroacetate 
Step A: Synthesis of 2-chloro-4-dimethylamlno-5-methylpyrimldlne. 

[0362] in 8 mL tetrahydrofuran was dissolved 2,4-dlchIoro-5-methylpyrimidine (0.5 g, 3.07 mmoi) at 0 *»C. To the 
reaction mixture was added dimethylamlne (2M In methanol, 3.4 mL, 6.8 mmoI) dropwise. The reaction mixture was 
stirred at 1 0'^C for 1 .5 hour: do not increase the reaction temperature. The solution was concentrated and purified by 
flash chromatography (silica gel. 20% ethyl acetate and 5% methanol in hexanes) to give 2-chioro-4-dimethylamino- 
5-methylpyrimidlne (307 mg, 58%) as a white solid. 

ESI MS m/e 172 M+H+; ^H NMR (400 MHz, CDCI3) 5 7.8 (s, 1 H), 3.18 (s, 6 H), 2.23 (s, 3 H). 

Step B: Synthesis of cl8-[4-(4-climethylamlno-5-methyl-pyrlmldln-2-ylamIno)-cyclohexyl]-carbamlc acid tert- 
butyl ester 

[0363] To a suspension of 2-chloro-4-dlmethylamino-5-methylpyrlmldlne (250mg, 1 .46 mmol) In 2-propanol (2.5 mL) 
was added cls-(4-amino-cyclohexyl)-carfoamic acid tert-butyl ester (340 mg, 1 .60mmol) and DIEA (507 ^L, 2.91 mmol). 
The reaction was perfomned in the Smith synthesizer for 4.5 hours at 175° C. The solution was concentrated and 
purified by flash chromatography (silica gel, 1% MeOH in CH2CI2) to give cls-[4-(4-dlmethylamino-5-methyl-pyrimldln- 
2-ylamlno) cyclohexyi]-carbamic acid fe/t-butyl ester (219 mg, 43 %) as a pale yellow solid. 

ESI MS m/e 350.4 M + H+; ^H NMR (400 MHz, CDCI3) 5 7.80 (s, 1 H). 4.6 (brs. 1 H). 3.94 (brs. I H), 3.60 (brs. 1 H), 
3.02 (s, 6 H). 2.1 8 (s, 3 H), 1 .85-1 .70 (m, 8 H), 1 .41 (s, 9 H). 

Step C: Synthesis of c/s-4-(4-cilmethylamlno-5-methyl-pyrlmldln-2-ylamino)-0-amlno-cyclohexane. 

[0364] To a suspension of cis-[4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino) cyclohexylj-carbamic acid tert- 
butyi ester (219 mg, 0.627 mmol) In DCM (3 mL) was added trifluoroacetic acid (2mL). The reaction stirred at room 
temperature for 2 hours and concentrated. A few drops NaHCOs was added, followed by 1 M NaOH until the solution 
was basic. The product was extracted with H2O and CH2CI2 three times. The organic layers were combined, dried 
over MgS04, filtered and concentrated to give cls-4-(4-dimethyiamino-5-methyl-pyrimidin-2-ylamino)-4-aminocy- 
clohexane (115.9 mg, 74 %) as yellow oil. 

ESI MS m/e 250.2 M + H+; ^H NMR (400 MHz, CDCI3) 5 7.60 (s, 1H). 4.95 (brs, 1 H), 3.90 (brs. 1H), 2.98 (s, 6 H), 2.80 
(brs, 1 H), 2.48 (brs, 2 H). 2.04 (s, 3 H), 1 .78 (m. 2 H). 1 .62 (m, 4 H), 1 .4 (m, 2 H). 

Step D: Synthesis of /V-(c/s-4-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yl]amlno)-eyclohexyi)- 

4- methylbenzamlde trifluoroacetate. 

[0365] To a suspension of c/s-4-(4-dimethylamino-5-methyl-pyrlmidin-2-ylamino)-4-amlnocyclohexane (30 mg, 0.12 
mmol) was added 4-methyl-benzoyl chloride (15.8 jjiL, 0.12 mmol) and DIEA (5 drops). The reaction was stirred over- 
night at room temperature under argon gas. The solution was concentrated and the product purified using prep HPLC 
to give W-^c/s-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-4-methylbenzamlde trifluoroacetate 
(29.1 mg, 50.4 %) as a white solid. 

ESI MS m/e 368 M + H+; ^H NMR (400 MHz. DMSO-dg) 5 8.70 (s, 1 H), 7.68 (d. J = 8.0 Hz, 2 H). 7.24 (d, J = 8.0 Hz. 
2 H), 6.72 (s, 1 H), 4.25 (s, 1H). 3.23 (s, 6 H). 2.71 (s. 1 H). 2.34 (s. 3 H). 2.27 (s, 3 H), 1 .7-1 .88 (m, 8 H). 
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Example 2524 

AHc/s-4-{[4-(Dfmethylamino)-5Hnethylpyrimidin-2-yl]amino}cyclohexyl)-3Acli^^ 

Step A: Synthesis of AKc/s-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino)-cyclohexyl)- 
3,4-dlfluorobenzamide hydrochloride. 

[0366] To a suspension of cis-4-(4<limethylanriino-5-methyl-pyrinrildin-2-ylamino)-4-amlnocyclohaexane (70 mg, 
0.28 mmol) in DCM (5 mL) was added 3,4-difluorobenzoyl chloride (50 mg, 0.28 mmol) and DIEA (45 }xL, 0.28 mmoi). 
The reaction was stinted overnight and the product was purified by column chromatography (silica gel, DCM/MeOH = 
100:0 to 90:10). The purified product was dissolved In DCM (3 mL), and 2M-HCi in ethyl ether (0.3 mL) was added. 
After stirring 20 min, removal of the volatile solvent gave N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-y)]amlno} 
cyclohexyt)-3.4-difluorobenzamide hydrochloride (26 mg, 23 %) as a white solid. 

ESI MS m/e 390 M + H+; NMR (400 MHz, DMSO-dg) 5 11.8 (brs, 1 H), 8.23 (brs, 1 H), 7.80 (m, 2 H). 7.63 (m. 1 H). 
7.51 (8, 1 H), 7.40 (d. J = 8.8 Hz, 1 H), 3.74 (brs, 2 H). 3.14 (s, 6 H), 2.11 (s, 3 H), 1.73-1 .58 (m, 8 H). 

Example 2525 

3-Chloro-Af-(ci8-4-{[4-(dlmethylamlno)-5-methylpyrlmldin-2-yl]amino}cyclohexyl)benzamlde hydrochloride 

Step A: Synthesis of 3-chloio-Af-(cis-4-{[4-(dimethylamlno)-5-methylpyrimldln-2-yl]amlno}cyclohexyl) 
benzamide hydrochloride. 

[0367] Using procedure of step A of example 2524, the title compound was obtained. 

ESI MS m/e 388 M + H**-; NMR (400 MHz, DMSO-dg) 5 11 .7 (brs, 1H), 8.22 (brs. 1 H), 7.72 (m, 2 H), 7.62 (d, J = 
8.0 Hz, 1 H), 7.45 (s, 1 H), 7.42 (d, J = 8.0 Hz, 1 H), 7.32 (t, J = 7.6 Hz, 1 H), 3.70 (brs, 2 H), 3.10 (s, 6 H), 2.08 (s. 3 
H), 1.68-1.54 (m.8H). 

Example 2526 

N'fc/s<^[4-(Dlmethylamlno)-6-methylpyrimldln-2-yl]aniino}cyclohexyl)-3-me^ trifluoroacetete 
Step A: Synthesis of 2-chloro-4-dlmethylamlno-6-methyipyrimldlne. 

[0368] In 100 mL tetrahydrofuran was dissolved 2,4-dichloro-6-methyipyrimidine (10 g, 61.3 mmol) at 0° C. To the 
reaction mixture was added dimethylamine (2M in methanol, 67.4 mL, 134.8 mmoi) dropwise. The reaction mixture 
was stirred at 1 0 ''C for 2.5 hours. The solution was concentrated and purified by flash chromatography (silica gel, 20% 
ethyl acetate and 5% methanol in hexanes) to give 2-chloro-4-dimethylamino-6-methylpyrimldine (4.18g, 40 %) as a 
pale yellow solid. 

ESi MS m/e 172 M + H+; ^H NMR (400 MHz, CDCI3) 8 6.25 (s. 1 H), 3.2 (s, 6 H). 2.64 (s, 3 H). 

Step B: Syrtthesis of ci8-[4-(4-dimethylamlno-6-methyi-pyrlmldln-2-ylamino) cyclohexyl]-carbamic acid te/f- 
butyl ester. 

[0369] To a suspension of 2-chloro-4-dimethylamlno-6-methylpyrimidine (15 mg, 0.0874 mmol) in 2-propanol (1.7 
mL) was added c/s-(4-amino-cyclohexyi)-carbamic acid tert- butyl ester (20.6 mg, 0.096 mmol) and DIEA (30.3 ^L, 
0.1 75 mmol). The reaction was performed in the Smith synthesizer for 4.5 hours at 1 75 ^'C. The solution was concen- 
trated and purified by flash chromatography (silica gel, 1% MeOH in CHgCy to give c/s-[4-(4-dimethylamino-6-methyl- 
pyrimidin'2-ylamino) cyciohexyl]-carbamic acid tert-butyl ester (18.9 mg, 62 %) as a pale yellow solid. 
ESI MS m/e 350.4 M + H+; ^H NMR (400 MHz, CDCI3) 5 5.65 (s. 1 H), 4.75 (brs. 1 H), 4.0 (brs, I H), 3.60 (brs, 1 H), 
3.05 (s, 6 H). 2.22 (s, 3 H), 1 .78 (m, 6 H). 1 .59 (m, 2 H). 1 .44 (s, 9 H). 

Step C: Synthesis of c/9>4-(4-dlmethylamino-6-methyl-pyrimidln-2-yiamlno)4-amlnocyclohexane. 

[0370] To a suspension of cis-[4-(4-dimethylamino-6-methyl-pyrlmidin-2-yiamlno) cyclohexylj-carbamic acid tert- 
butyl ester (617 mg, 1 .77 mmol) in DCM (3 mL) was added trifluoroacetic acid (2mL). The reaction stirred at room 
temperature for 2 hours and concentrated. A few drops NaHCOa was added, followed by 1 M NaOH until the solution 
was basic. The product was extracted with H2O and CH2CI2 three times. The organic layers were combined, dried 
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over MgS04, filtered and concentrated to give cis-4-(4-dlmethylannlno-6-methyl-pyrimidln-2-ylamlno)-4-amlnocy- 
clohexane (31 8 nng, 72 %) as yellow oil. 

ESI MS m/e 250 M + H+; NMR (400 MHz, CDCI3) 5 5.52 (s, 1 H), 5.10 (brs, 1 H). 3.88 (brs, 1 H). 3.20 (brs, 2 H), 
2.88 (s. 6 H), 2.75 (s, 1 H). 2.04 (s, 3 H), 1 .70 (nn, 2 H), 1 .58 (m, 4 H). 1 .38 (m, 2 H). 

Step D: Synthesis of AKc/s-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)- 
3-methylbenramide trifluoroacetate. 

[0371] Using the procedure of step D of exannple 2623, the title compound was obtained. 

ESI MS ni/e 368.4 IVI + H-^; NMR (400 MHz, DMSO-dg) 9.0 (s, 1 H), 7.6 (m, 2 H). 7.22 (s, 1 H), 6.72 (s. 1 H), 5.68 
(s, 1 H), 4.2 (S, 1 H), 4.12 (s. 1 H), 3.18 (s. 3 H). 3.08 (s, 3 H). 2.35 (s. 3 H), 2.29 (s, 3 H), 1.85-1.62 (m, 8 H). 

Example 2527 

c/s-4-{[4-(Dimethylamino)-6-methylpyrimidin-2-yl]amino)-N-[3-(trifluorom benzyl]- 
cyclohexanecarboxamide 

Step A: Synthesis of cis-4-(4-dlmethylamino-6-methyt-pyrimidin-2-ylamlno) cyclohexanecarboxylic acid ethyi 
ester. 

[0372] To a suspension of 2-chloro-4-dimethylamlno-6-methylpyrimidine (250 mg, 1 .46 mmol) In 2-propanol (1 .5 mL) 
was added cls-4-amino-cyclohexanecarboxylic acid ethyl ester hydrochloride (330 mg, 1.59 mmol) and DIEA (0.60 
mL, 3.44 mmol). The reaction was performed in the Smith synthesizer for I hour at 155 "C. The solution was concen- 
trated and purified by flash chromatography (silica gel, 1% MeOH In CHgClg) to give cis-4-(4-dimethylamlno-6-methyl- 
pyrlmidin-2-ylamino) cyclohexanecarboxylic acid ethyl ester (378.9 mg, 84.7%) as a pale yellow solid. 
ESI MS m/e 307 M + H+; ^H NMR (400 MHz, DMSO-dg) 5 7.62 (brs, 1 H), 6.21 (s, 1 H). 4.04 (q, J = 6.4 Hz, 2 H), 3.98 
(brs. 1 H), 3.16 (s, 6 H), 2.20 (s, 3 H), 1 .58-1 .80 (m, 8 H), 1 .20 (t, J = 6.0 Hz, 3 H). 

Step B: Synthesis of cis-4-(4-dlmethyiamino-6-methyi-pyrimidln-2-yiamlno) cyciohexanecarboxyiic acid. 

[0373] To a suspension of cis-4-(4-dlmethylamino-6-methyl-pyrimldin-2-ylamlno) cyclohexanecarboxylic acid ethyl 
ester (597.6 mg, 1 .95 mmol) in HgO (1 0 mL) and ethanol (0.3 mL) was added KOH (547 mg, 9.75 mmol). The reaction 
was stin-ed at 70 **C for 2.5 hours until reaction was homogenous. The reaction was cooled In an ice bath and acidified 
with concentrated HCI. The product was purified using flash chromatography (silica gel, 0-10% MeOH in CHgCy to 
give cis-4-(4-dimethylamino-6-methyl-pyrimidin-2-ylamino) cyclohexanecarboxylic acid (302 mg, 55%) as a white solid. 
ESI MS m/e 279.2 M + H+; ^H NMR (400 MHz, CDCI3) 5 8.50 (brs, 1 H), 5.79 (s, 1 H), 4.02 (brs, 1 H). 3.19 (brs, 6 H), 
2.49 (brs. 1 H). 2.29 (s. 3 H), 2.05 (m. 2 H), 1 .81 (m. 2 H). 1 .64 (m, 4 H). 

Step C: Synthesis of c/s-4-a4-(dlmethylamino)-6-methylpyrlnriidin-2-yl]aniino}-A^[3-(trifluoromethyl)benzyl]- 
cyclohexanecarboxamide. 

[0374] To a suspension of 3-trifluoromethylbenzylamine (14^L, 0.0987 mmol) and c/s-4-f4-dimethylamino-6-methyl- 
pyrimidin-2-ylamino) cyclohexanecarboxylic acid (25mg, 0.0898 mmol) In DCM (5 mL) was added HATU (37.5mg, 
0.0987 mmol). The reaction stirred at room temperature under argon for 30 seconds and triethylamlne (5 drops) was 
added. The reaction stirred under argon at room temperature for 1 6 hours. The reaction was quenched by diluting with 
5 mL DCM, followed by washing twice with saturated NaHCOg (5mL), twice with 1M HCI (5mL) and once with HgO 
(5mL). The product was purified by filtering through silica gel with 0-1 0% MeOH In CH2CI2 to give c/s-4-{[4-(dimethyl- 
amino)-6-methylpyrlmldin-2-yllamlno}-N-[3-(trifluoromethyl)benzyl]-cyclohexanecarboxamide (17.6mg. 45 %) as a 
white solid. 

ESI MS m/e 436 M+H+; ^H NMR (400 MHz, CDCI3) 6 8.01 (brs. 1 H), 7.59 (brs, 1 H), 7.53 (m, 2 H), 7.40 (m, 2 H), 5.76 
(s, 1 H). 4.50 (d, J = 6.4 Hz, 2 H). 4.28 (brs, 1 H), 3.19 (s, 6 H), 2.39 (m, 1 H). 2.30 (s, 3 H), 2.0 (m, 2 H), 1.87 (m. 4 
H), 1.60 (m, 2H), 
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Example 2528 

c/s-4-{(4-(Dlmethylamino)-5-methylpyrimldln-2-yl]amino}-A^(3-(propfortylam 
cyclohexaneearboxamlde 

Step A: Synthesis of c/s-[4-(3-nitrobenzylcarbamoyl)-Gyclohexyl]-carbamic acid tert-butyi ester. 

[0375] cls-4-(tert-Butoxycarbonylamlno)-cyclohexanecarboxyllc acid (2.0 g, 8.2 mmol) and 3-nitrobenzyl amine hy- 
drochloride (1 .54 g, 8.2 mmol) in DCM (30 mL) was reacted In the presence of HATU (3.5 g, 9.02 mmol) and Et^U (4 
mL). The reaction was diluted with DCM, washed with 1 N-HCI and water, dried over MgS04, and concentrated. From 
column chromatognaphy (silica gel, DCM/MeOH = 100:0 to 95 to 5), 2.7 g (90 %) of cis-[4-(3-nltrobenzylcart)amoyl)- 
cyclohexylj-carbamlc acid fe/t-butyl ester was Isolated. 

ESI MS m/e 378 M + H+; NMR (400 MHz, CDCI3) 8 8.11 (brs, 1H), 8.09 (s. 1 H), 7.60 (d, J= 8.0 Hz, 1 H), 7.48 (t, 
J= 7.6 Hz. 1 H), 6.17 (brs, 1 H), 4.72 (brs, 1 H). 4,53 (d, J= 6.0 Hz, 2 H). 3.74 (brs, 1 H), 2.27 (m. 1 H), 1.80-1.71 (m, 
6 H). 1 .65-1 .59 (m, 2 H), 1 .45 (s, 9 H). 

Step B: Synthesis of cl9-4-amlno-cyciohexanecarboxylic acid 3-nitro-benzamide hydrochloride. 

[0376] cH4-(3-Nltrobenzylcarbamoyl)-cvclohexyll-carbamlc acid tert-butyi ester (2.5 g, 6.6 mmol) was reacted In 
TFA/DCM (1 :2 = 23 mL) for 2 hr at room temperature. After removal of the solvents, the residue was dissolved In DCM 
(15 mL), and added 2M-HCI in ethyl ether (2 eq.). After stirring for 20 min at room temperature, the volatile solvent 
was removed to give c/s-4-amino-cyclohexanecarboxyllc acid 3-nitro-benzamlde hydrochloride (2,0 g, 95 %) as a yel- 
lowish white solid. 

ESI MS m/e 278 M + H+; ^H NMR (400 MHz. DMSO-dg) 8 8.53 (t, J = 6.0 Hz, 1 H). 8.07 (d. J= 7.6 Hz, 1 H), 8.06 (s, 
1 H), 7.84 (brs, 2 H), 7.68 (d, J = 7.6 Hz, 1 H), 7.59 (t, J = 7.6 Hz. 1 H), 4.37 (d. J= 6.4 Hz. 2 H). 3.13 (m, 1 H). 2.40 
(m, 1 H), 1 .89 (m, 2 H), 1 .68 (m. 4 H), 1 .57 (m, 2 H). 

Step C: Synthesis of cis-4-(4-dimethylamlno-5-methyi-pyrimidin-2-yiamlno)-cyciohexanecarboxyilc acid 
3-n itro-benzy iam ide. 

[0377] 2-Chloro-4-dimethylamino-5-methylpyrimldine (0.31 g, 1 .8 mmol) and c/s-4-amlno-cyclohexanecarboxylic ac- 
id 3-nitro-benzylamide hydrochloride (0.52 g, I eq.) In IPA (2.5 mL) and DIEA (0.7 mL) was reacted in a Smith synthe- 
sizer. The reaction was diluted with DCM, washed withi N-HCI and water, dried over MgS04, and concentrated. The 
crude compound was purified from column chromatography (silica gel, DCM/MeOH = 100:0 to 90:10) to give 0.23 g 
(31 %) of c/s-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexanecarboxylic acid 3-nitro-benzylamide. 
ESI MS m/e 413 M + H+; ^H NMR (400 MHz, CDCy 5 8.11 (brs, 1H), 8.03 (d, J = 8.0 Hz. 1H). 7.95 (brs, 1H). 7.62 (d. 
J= 8.0 Hz, 1 H), 7.43 (t. J= 7.6 Hz, 1 H). 7.28 (s, 1 H), 4.51 (d, J= 5.6 Hz, 2 H). 4.33 (m. 1 H), 3.23 (s. 6 H). 2.39 (m. 1 
H), 2.22 (s, 3 H), 2.02 (m, 2 H), 1 .86 (m, 4 H), 1 .60 (m, 2 H). 

Step D: Synthesis of cis-4-(4-dimethyiamino-5-methyl-pyrimidin-2-yiamino)-cyciohexanecarboxyiic acid 
3-amino-benzylamlde. 

[0378] A solution of cis-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexane carisoxylic acid 3-amino- 
benzylamide (0.21 g, 0.5 mmol) and 10 % Pd/C (50 mg) in EtOH (10 mL) was stirred overnight under H2 atmosphere 
at room temperature. The reaction was filtered through a pad of celite. After removal of the volatile solvent, the residue 
was purified from a short pad of silica gel (DCM/MeOH = 1 00:0 to 80:20) to give 0. 1 8 g (95 %) of cis-4-(4-dimethylamlno- 
5-methyl-pyrimidln-2-ylamlno)-cyclohexanecarboxylic acid 3-amino-benzylamlde as the desired product. 
ESI MS m/e 383 M + H+; ^H NMR (400 MHz, CDCI3) 5 7.29 (s, 1 H). 7.03 (t. J = 7.6 Hz, 1 H), 6.64 (m, 2 H). 6.51 (d, 
J = 8.0 Hz, 1 H), 4.33 (d, J = 5.6 Hz, 2 H), 4.25 (brs, 1 H), 3.19 (s. 6 H), 2.32 (m, 1 H), 2.19 (s, 3 H), 1.97-1.78 (m, 6 
H). 1.62 (m,2H). 

Step E: Synthesis of cls-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}-/V-[3-(propionylamino)benzyl] 
cyciohexanecarboxamide. 

[0379] cis-4-(4-Dimethylamino-5-methyl-pyrlmidin-2-ylamino)-cyclohexanecarboxylic acid 3-amino-benzylamlde 
(30 mg, 0.075 mmol) and propionyl chloride (7 mg, 0.075 mmol) was reacted in the presence of catalytic Et^N (7 drops). 
The product was purified from column chromatography (silica gel, DCM/MeOH = 100:0 to 90:10) to give cis-4-{ 
[4-(dimethylamlno)-5-methylpyrimidin-2-yI]amlno}-N-[3-(propionylamino)benzyl^clohexanecart}oxamide (11 mg, 32 
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%). 

ESI MS m/e 439 M + H+; NMR (400 MHz, CDCI3) 5 8.63 (brs, 1 H), 7.92 (brs. 1 H), 7.35 (s, I H), 7.28 (s, 1 H), 7.21 
(t. J= 7.6 Hz, 1 H), 6.92 (d, J= 7.6 Hz. 1 H), 6.46 (brs, 1 H), 4.42 (d, J = 8.0 Hz, 2 H), 4.23 (m, 1 H), 3.22 (s, 6 H). 2.47 
(d, J = 7.6 Hz, 2 H). 2.33 (m, 1 H), 2.22 (s, 3 H), 1 ,95-1 .90 (m, 6 H), 1 .63 (m, 2 H). 1 .22 (t, J = 7.6 Hz. 3 H). 

Example 2529 

cis-4-1[4-(Dlmethylamlno)-5-methylpyrimldln-2-yl]aminol-N-[3-(l8obutyrylamin 
cyclohexanecarboxamide 

Step A: Synthesis of ci8-4-{(4-(dfmethylamino)-5-methylpyrimidin-2-yl]aminohN-[3-(isobutyrylam 
cyclohexanecarboxamide. 

[0380] Using the procedure of step E of example 2528, the title compound was obtained. 

ESI MS m/e 453 M + H+;1H NMR (400 MHz. CDCI3) 8 8.80 (brs, 1 H), 8.1 0 (brs. 1 H), 7.93 (brs, 1 H), 7.39 (s, 1 H), 7.23 
(s, 1 H). 7.18 (t, J= 7.6 Hz. 1 H), 6.91 (d, J= 7.6 Hz, 1H), 6.69 (brs, 1H), 4.40 (d, J = 5.6 Hz, 2 H), 4.22 (m, 1H), 3.23 
(s, 6 H), 2.74 (m, 1 H), 2.33 (m. 1 H), 2.20 (s. 3H), 1 .96-1 .87 (m, 6 H), 1 .60 (m. 2 H). 1 .22 (d, J = 6.4 Hz, 6 H). 

Example 2530 

c/s-4-{[4-(Dimethyiamino)-5-methyipyrimidin-2-yt]amino}-#l-{3-[(3-methylbutanoyl)amino]-benzyi} 
cyclohexanecarboxamide. 

Step A: Synthesis of c/s-4-{[4-(dimethylamino)-5-methyipyrimidin-2-yi]amino}-ff{3-[(3-methyibutanoyi)amino] 
i3enzyl}cyclohexanecarboxamide. 

[0381] Using the procedure of step E of example 2528, the title compound was obtained. 

ESI MS m/e 467 M + H+; ^H NMR (400 MHz. CDCI3) 6 8.62 (brs, 1 H), 8.04 (brs, 1 H), 7.91 (d, J = 7.2 Hz, 1 H), 7.35 
(S, 1 H), 7.26 (s. 1 H), 7.20 (t. J = 7.6 Hz, 1 H), 6.93 (d, J = 7.6 Hz, 1 H), 6.59 (brs. 1 H), 4.42 (d. J= 5.2 Hz, 2 H), 4.22 
(m, 1 H). 3.23 (s, 6 H), 2.33 (m, 1 H), 2.31 (d, J= 7.2 Hz, 2H), 2.23 (m. 1 H),2.21 (s, 3 H), 1 .98-1 .87 (m, 6 H), 1 .62 (m. 
2H), 1.00 (d. J = 6.0 Hz,6H). 

Example 2531 

c/s-4-/[4-(Dimethylamino)-5-methyipyrlmidin-2-yi]amlno}-N-{3-[(2,2-dimethyi-propanoyl)amino]benzyi} 
cyclohexanecarboxamide 

Step A: Synthesis of cl9-4-{[4-(dimethyiamino)-5-methylpyrimidin-2-yl]amino}-N-(3*[(2,2-dimethyipropanoyi) 
amlno]benzyi>cyclohexanecarboxamide. 

[0382] Using the procedure of step E of example 2528, the title compound was obtained. 

ESI MS m/e 467 M + H+; ^H NMR (400 MHz, CDCI3) 6 7,84 (brs, 1 H), 7.78 (d, J = 7.6 Hz. 1 H). 7.40 (s, 1 H), 7.25 (s. 
1 H), 7.22 (t. J= 7.6 Hz, 1 H). 7.00 (d, J= 7.6 Hz. I H), 6.85 (brs. 1 H), 4.41 (d. J=5.6 Hz, 2 H), 4.23 (m, 1 H), 3.23 (s, 
6 H), 2.34 (m, 1 H), 2.22 (s, 3 H), 1 .99-1 .84 (m, 6 H), 1 .60 (m, 2 H), 1 .33 (s, 9 H). 

Example 2532 

cis-N-)3-[(Cyclobutylcarbonyi)amino]benzylH-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino} 
cyciohexanecarboxamide 

Step A: Synthesis of cis-N-{3-[(cyciobutylc8rbonyl)amino]ben2yl]-4-{[4-(dlmethylamino)-5-methylpyrimidin- 
2-yl]amlno}cyclohexanecarboxamlde. 

[0383] Using the procedure of step E of example 2528, the title compound was obtained. 

ESI MS m/e 465 M + H+; ^H NMR (400 MHz, CDCI3) 6 8.50 (brs. 1 H), 8.23 (brs, 1 H), 7.93 (d, J = 6.4 Hz. 1 H), 7.33 
(s, 1 H). 7.24 (s, 1 H), 7.20 (t, J = 8.0 Hz, 1 H), 6.92 (d, J= 8.0 Hz, 1 H). 6.76 (brs, 1 H). 4.41 (d, J= 5.6 Hz, 2 H), 4.23 
(m, 1 H), 3.33 (m. 1 H). 3.24 (s, 6 H). 2.35 (m, 4 H). 2.21 (s. 3 H), 2.1 8 (m. 1 H), 2.00-1 .87 (m. 8 H). 1 .60 (m. 2 H). 
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Example 2533 

c/s- A^{3-[(Cyclopentylcarbonyl)amino]benzyl}-4-{[4-(dimethylamino)-5-met^^^ 
cyclohexanecarboxamlde 

Step A: Synthesis of c/s-N-{3-[(cyc1opentylcaii>onyl)amino]benzylH-{[4-(dimethylamino)-5-methyl^^ 
2-yl]amino}cyclohexanecarboxamlde. 

[0384] Using the procedure of step E of example 2528, the title compound was obtained. 

ESI MS m/e 479 M + H+; NMR (400 MHz, CDCta) 5 8.47 (brs, 1 H), 8.10 (brs, 1 H), 7.91 (d. J = 6.4 Hz, 1 H), 7.35 
(s, 1 H), 7.26 (s, 1 H), 7.20 (t. J = 8.0 Hz, 1 H), 6.93 (d, J = 7.6 Hz. 1 H). 6.61 (brs, 1 H), 4.42 (d. J = 5.6 Hz, 2 H), 4.22 
(m. 1 H). 3.22 (s, 6 H), 2.85 (m. 1 H), 2.33 (m. 1 H), 2.21 (s. 3 H). 2.00-1.88 (m, 10 H). 1.75 (m, 2 H), 1.60 (m, 4 H). 

Example 2534 

cl&-N-{3-[(Cyciohexylcarbonyl)amino }benzyl]-4-{[4-(dimethylamlno)-5-methylpyrlmidln-2-yl]amlno} 
cyclohexanecarboxamlde. 

StepA: Synthesis of c/s-AH3-[(cyclohexylcarbonyl)amlno]benzyl}-4-{[4-(dimethylamino)-5-methylpyrlmldln- 
2-yl]amlno]cyclohexanecarboxamlde. 

[0385] Using the procedure of step E of example 2528, the title compound was obtained. 

ESI MS m/e 493 M + H^; ""H NMR (400 MHz, CDCI3) 5 8.30 (brs, 1 H), 8.01 (brs. 1 H), 7.86 (d. J = 7.6 Hz, 1 H), 7.36 
(s, 1 H), 7.26 (s. 1 H), 7.20 (t, J = 8.0 Hz, 1 H), 6.94 (d, J = 7.6 Hz, 1 H), 6.65 (brs, 1 H), 4.41 (d, J = 5.2 Hz, 2 H), 4.22 
(m, 1 H). 3.22 (s, 6 H). 2.35 (m, 2 H). 2.21 (s, 3 H), 196-1 .28 (m, 1 8 H). 

Example 2535 

c/s-A^{3-[(Cyclopropylcarbonyl)amino]benzyl}-4-{[4-(dlmethylamino)-5-methylpyrlmidIn-2-^ 
cyclohexanecarboxamlde 

Step A: Synthesis of c/s-Af-{3-[(cyclopropylcarbonyl)amlno]benzyl}-4-{[4-(dimethylamino)-5-methylpyrlmidln- 
2-yl]amino}cyclohexanecarboxamide. 

[0386] Using the procedure of step E of example 2528, the title compound was obtained. 

ESI MS m/e 451 M + H+; ^H NMR (400 MHz, CDCI3) 5 9.10 (brs, 1 H), 7.93 (m, 1 H), 7.36 (s, I H), 7.26 (s. 1 H), 7.19 
(t, J= 8.0 Hz. 1 H), 6.90 (d. J= 7.2 Hz. 1H), 6.50 (brs. 1 H). 4.43 (d, J = 6.0 Hz, 2 H), 4.23 (m, 1 H), 3.23 (s, 6 H). 2.33 
(m. 1 H). 2.21 (s. 3 H), 1 .96-1 .88 (m, 7 H). 1 .63 (m. 2 H), 1 .03 (m. 2 H), 0.79 (m, 2 H). 

Example 2536 

AK(^/«^{[4-(Dlmethylamlno)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)methyl]-3-[(3-methyl^ 
benzamlde. 

Step A: Synthesis of {eto-4-[(3-nltro-benzoylamlno)-methyl]-cyciohexyl}-carbamlc acid ferf-teify/ ester. 

[0387] A mixture of cis-(4-amlnomethyl-cyclohexyl)-carbamic acid tert-butyl ester (1 .55 g, 6.8 mmol) and 3-nltroben- 
zoyl chloride (1.25 g, 6.8 mmol) was stin-ed overnight at room temperature, diluted with DCM, washed with 1N-HCI 
and water, and concentrated. The crude product was preliminary purified by a short pad of silica gel with DCM/MeOH 
( 1 00:0 to 90: 1 0) to give 1 .5 g (75 %) of {cis-4-[(3-nitro-benzoylamino)-methyl]-cyclohexyl}-carbamic acid tert-butyl ester. 
ESI MS m/e 378 M + H+; ^H NMR (400 MHz. CDCI3) 5 8.54 (t, J = 2.0 Hz, 1 H). 8.33 (d, J = 8.0 Hz, 1 H). 8.14 (d. J = 
8.0 Hz, 1 H), 7.63 (t. J = 7.6 Hz. 1 H). 6.31 (brs, 1 H), 4.62 (brs. 1 H), 3.73 (brs, 1 H). 3.41 (t, J = 6.4 Hz. 2 H), 1 .72-1 .57 
(m, 7 H), 1.44 (s, 9 H). 1 .32 (m. 2 H). 

Step B: Synthesis of cls-N-(4-amino-cyclohexylmethyl)-3-nltro-benzamide hydrochloride. 

[0368] {c/S'4'[(3-Nitro-benzoylamino)-methyl]-cyclohexyl)-carbamic acid tert-butyl ester (1 .4 g, 3.7 mmol) in DCM/ 
TFA (1:1 = 13 mL) was stinted for 2 h at room temperature. After removal of the volatile solvent, the residue was 
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dissolved in DCM (10 mL). and 2M-HCI in ether (4 mL) was added. After stirring for 20 min at room temperature, 
removal of the volatile solvent gave 1 .2 g (82 %) of c/s-/V-(4-amlno-cyclohexylmethyl)-3-nltro-ben2amide hydrochloride 
as the desired product. 

ESI MS m/e 278 M + H+; NMR (400 MHz, DMSO-dg) 5 8.91 (t, J = 5.6 Hz. 1 H). 8.65 (m. 1 H), 8.36 (d, J = 2.0 Hz, 

1 H), 8.29 (d, J = 8.0 Hz, 1 H). 7.97 (brs, 2 H), 7.74 (t. J = 8.0 Hz, 1 H), 3.25 (t, J = 6.8 Hz, 2 H), 3.13 (brs, 1 H), 1 .77 
(m, 1 H), 1.65-1,61 (m. 4 H), 1.51 (m, 4 H). 

Step C: Synthesis of cl8-A^[4-(4-dlmethylamino-5-methyl-pyrlmldin-2-ylamino)-cyclohexylmethyl]-3-nlto^ 
benzamide. 

[0389] A solution of 2-chloro-4-dimethylamlno-5-methylpyrlmldine (0.25 g, 1 .46 mmol) and c/s-N-(4-amino-cyclohex- 
ylmethyl)-3-nitro-benzamlde hydrochloride (0.46 g) in IPA (2 mL) and DIEA (0.46 mL) was reacted for I hr 10 min. at 
155 **C in a Smith synthesizer. The reaction was diluted with DCM, washed with 1 N-HCI and water, dried over MgS04, 
and concentrated. The crude compound was purified from column chromatography (silica gel, DCM/MeOH = 1 00:0 to 
90:10) to give 0.23 g (38 %) of CTS-N-[4-(4-dimethylamlno-5-methyl-pyrimidln-2-ylamino)-cyclohexylmethyl]-3-nitro- 
benzamide. 

ESI MS m/e 413.2 M + H+; ^H NMR (400 MHz, CDCI3) 5 8.7 (t, J= 2.0 Hz, 1 H), 8.34 (d, J= 7.6 Hz, 1 H), 8.28 (d, J = 
8.0 Hz. . 1 H), 8.20 (brs, 1 H), 7.60 (t, J = 7.6 Hz, 1 H). 7.35 (brs, 1 H), 7.25 (s, 1 H), 4.18 (m, 1 H), 3,48 (t, J = 4.8 Hz, 

2 H), 3.24 (s, 6 H). 2.21 (s, 3H), 1 .89-1 .67 (m, 9 H). 

Step D: Synthesis of AK(ci8'4-{[4-(dlmethylamino)-5-methyipyrimidin-2-yi]amino}-cyciohexyl)methyi]- 
3-[(3-methyibiitanoyl)aminolbenzamlde. 

[0390] A solution of cis-N-[4-(4-djmethylamlno-5-methyl-pyrimidin-2-ylamino)-cyclohexylmethyl)-3-nitro-benzamide 
(0.22 g, 0.53 mmol) and 10 % Pd/C (30 mg) in EtOH (15 mL) was stirred overnight under H2 atmosphere at room 
temperature. The reaction was filtered through a pad of cellte. After removal of the volatile solvent, the residue was 
purified from a short pad of silica gel (DCM/MeOH = 1 00:0 to 80:20) to give 0. 1 9 g (95 %) as yellowish oil. 1 7 mg (0.04 
mmol) of this oil was reacted with isovaleryl chlorides (5 mg, 0.04 mmol) using the procedure of step E of example 
2528 to give /V^(c/s-44[4-(dimethylamino)-6-methylpyrimidin-2-yl]amlno}cyclohexyl)methyl]-3-[(3-m 
amlno]benzamide (9 mg, 47 %). 

ESI MS m/e 467.6 M + H+; ^H NMR (400 MHz, CDCI3) 5 9.11 (brs. 1 H), 8.22 (d, J= 7.2 Hz, 1 H), 8.04 (s, 1 H), 7.55 
(d, J = 7.6 Hz, 1 H). 7.34 (t, J = 7.6 Hz. 1 H), 7.30 (s, 1 H), 6.42 (m, 1 H), 4.14 (m, 1 H). 3.43 (t. J = 4.8 Hz. 2 H), 3.19 
(s, 6 H), 2.33 (d, J = 6.8 Hz, 2 H), 2.25 (m, 1 H), 2.20 (s, 3 H), 1 .94 (m, 2 H), 1 .72-^1 .59 (m, 7 H). 1 .02 (d. J = 6.4 Hz, 6 H). 

Example 2537 

A4(c/9-4-{[4-(Dimethyiamino)-5-methylpyrimldin-2-yl]anriino}cydohexyl)methyi]-3-(propionylamino^ 
benzamide 

Step A: Synthesis of AK(cls-4-{[4-(dimethyiamino)-5-methyipyrimidin-2-yl]amino}-cyclohexyl)methyi]- 
3-(propionylamino)benzamlde. 

[0391] Using the procedure of step D of example 2536. the title compound was obtained. 

ESI MS m/e 439 M + H+; ^H NMR (400 MHz. CDCI3) 6 9,10 (brs. 1 H), 8.23 (d. J-7.2 Hz, 1 H). 8.02 (s. 1 H). 7.55 (d, 
J= 8.0 Hz, 1 H). 7.35 (t, J= 7.6 Hz. 1 H), 7.29 (s, 1 H), 6.36 (m. 1 H), 4.16 (brs, 1 H). 3.47 (m. 2 H), 3.21 (s. 6 H), 2.50 
(q. J= 7.6 Hz, 2 H). 2.21 (s. 3 H), 1 .95 (m. 2 H), 1 .72-1 .61 (m. 7 H), 1 .25 (t, J = 7.2 Hz, 3 H), 

Example 2538 

AK(c/s-4-{[4-(Dimethylamino)-5-methyipyrimldin-2-yi]amino}cydohexyi)methyl]-3-(isobutyi7lam 
benzamide 

Step A: Synthesis of AK(c/s-4-{[4-(dlmethylamlno)-5-methylpyrimldin-2-ylJamino}-cyclohexyi)methyi]- 
3-(isobutyryiamino)benzamide 

[0392] Using the procedure of step D of example 2536, the title compound was obtained. 

ESI MS m/e 453 M + H+; ^H NMR (400 MHz. CDCI3) 8 9.09 (brs. 1 H). 8.23 (d. J= 6.8 Hz. 1 H). 8.07 (s. 1 H). 7.55 (d. 
J= 7.6 Hz, 1 H). 7.34 (t. J= 7.6 Hz. 1 H), 7.29 (s. 1 H). 6.38 (m. 1 H). 4.16 (brs, 1 H), 3.45 (m. 2 H). 3.21 (s, 6 H). 2.73 
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(m, 1 H), 2.20 (s, 3 H), 1 .96 (m, 2 H), 1 .72-1 .61 (m, 7 H), 1 .26 (d, J= 6.8 Hz, 6 H). 
Example 2539 

3-[(Cyclopropylearbonyi)amlno]-N-[(ci84-{[4-(dimethylamino)-5-methylpyrimldl^ 
methyljbenzamide 

Step A: Synthesis of 3-[(cyciopropylcarbonyl)amlnol-N-[(cl8-4-1[4-(dlmethylamlno>5-methylp 
amlno)cyclohexyl)methyllbenzamlde 

[0393] Using the procedure of step D of example 2536, the title compound was obtained. 

ESI MS m/e 451 M + H+; NIVIR (400 MHz, CDCI3) 6 9.60 (brs, 1 H), 8.22 (d. J= 6.8 Hz, 1 H), 8,03 (s, 1 H). 7.56 (brs, 
1 H),7.55(d, J=7.6Hz.1 H),7.32(t, J = 7.6Hz,1 H),7.28(s,1 H), 6.41 (m, 1 H), 4.15 (brs, 1 H). 3.45 (m, 2 H), 3.21 
(s, 6 H), 2.20 (s, 3 H). 1 .95 (m. 2 H), 1 .89 (m, 1 H), 1 .72-^1 .61 (m. 7 H), 1 .05 (m, 2 H), 0.82 (m, 2 H). 

Example 2540 

3-[(Cyclobutylcarbonyl)amlno]-Af-{(ci5'4-a4-(dimethyiamlno)-5HTiethylpyrlmldln-^^^^ 
methyl}benzamlde 

3-[(c^clobutylcarbonyl)amino]-N-[(c/s-4-{[4-(dlmethylamlno)-5-methylpyrim[dln-2^^ 
methyl]benzamlcte. 

[0394] Using the procedure of step D of example 2536, the title compound was obtained. 

ESI MS m/e 465 M -1- H+; ^H NMR (400 MHz, CDCI3) 5 8.90 (brs, 1 H), 8.21 (d, J= 6.8 Hz, 1 H). 8.04 (s, 1 H), 7.54 (d, 
J= 8.0 Hz, 1 H), 7.34 (t, J= 7.6 Hz, 1 H), 7.31 (s, 1 H), 6.41 (m, 1 H), 4.14 (brs, 1 H). 3.43 (t, J= 5.2 Hz, 2 H), 3.34 (m, 
1 H), 3.19 (s, 6 H), 2,41 (m. 2 H). 2.23 (m, 1 H), 2.20 (s, 3 H). 2.02-1.88 (m, 4 H), 1.72-1.55 (m, 8 H). 

Example 2541 

3-[(Cyclopentylcarbonyl)amlno]-M[(cia-4-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yn 
methyl]benzamide. 

Step A: Synthesis of 3-[(cyclopentylcarbonyl)amlno)-N-[(c/s4-3 [4-(dlmethylamino)-5-methylpyrimidln-2-yl] 
amino}cyclohexyl)methyl]benzamlde. 

[0395] Using the procedure of step D of example 2536, the title compound was obtained. 

ESI MS m/e 479 M + H+;^H NMR (400 MHz, CDCI3) 6 9.14 (brs, 1 H), 8.22 (d, J= 7.2 Hz, 1 H), 8.07 (s, 1 H), 7.54 (d. 
J = 8.0 Hz, 1 H), 7.33 (t. J = 8.0 Hz, 1 H), 7.29 (s, 1 H), 6.43 (m, 1 H), 4.14 (brs, 1 H), 3.44 (t, J = 5.2 Hz, 2 H), 3.19 
(s, 6 H), 2.91 (m,1 H), 2.20 (s, 3 H), 1 .98-1 .59 (m, 17 H). 

Example 2542 

3-[(Cyclohexylearbonyl)amlno)-/V-[(el8-44[4-(dimethylamlno)-5-methylpyrimldln-2-yl)aml^ 
methyljbenzamide 

Step A: Synthesis of 3-[(cyciohexylcarbonyl)amlno]-/^[(cl&-4-{[4-(dlmethylamlno)-5Hiiethylpyrlmldln-2-yl] 
amlno}cyclohexyl)methyl]benzamide. 

[0396] Using the procedure of step D of example 2536, the title compound was obtained. 

ESI MS m/e 479 M + H+; ^H NMR (400 MHz. CDCI3) 6 8.94 (brs, 1 H). 8.17 (d, J= 7.2 Hz. 1 H), 8.05 (s, 1 H), 7.54 (d, 
J = 8.0 Hz. 1 H), 7.33 (t. J = 8.0 Hz, 1 H). 7.30 (s. 1 H). 6.44 (m, 1 H), 4.13 (brs, 1 H), 3,42 (t. J = 5.2 Hz, 2 H), 3,19 
(s, 6 H), 2.42 (m,1 H). 2.20 (s, 3 H). 1 .98-1 .52 (m, 15 H), 1 .29 (m, 4 H). 

Examples 2543-2553 

[0397] Compounds 2543 to 2553 were prepared in a similar manner as described in Example 2497 using the appro- 
priate acid chloride and amine Intermediate from Step D. 
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Examples 2554-2557 

[0398] Compounds 2554 to 2557 were prepared in a similar manner as described in Example 2502 using the appro- 
priate carboxylic acid and amine Intemiediate from Example 2497 Step D. 

Examples 2558-2561 

[0399] Compounds 2558 to 2561 were prepared in a similar manner as described in Example 251 5 using the appro- 
priate isocyanate and amine intennediate from Example 2497 Step D. 

Examples 2562 and 2563 

[0400] Compounds 2562 and 2563 were prepared In a similar manner as described in Example 2523 using the 
appropriate acid chloride and amine intennediate from Step C. 

Examples 2564-2570 

[0401] Compounds 2564 to 2570 were prepared In a simitar manner as described In Example 2526 using the appro- 
priate acid chloride and amine intennediate from Step C. 

Examples 2571-2587 



[0402] Compounds 2571 to 2587 were prepared In a similar manner as described in Example 2627 using the appro- 
priate benzyl amine and carboxylic acid intennediate from Step B. 



Ex. No. compound name 


MS 


class 


2543 


3-methy l-N-{cis-4-[(4-methylqu inolin-2-y l)amino]cyciohexyl } 
benzamide 


374.2 (M + H) 




2544 


4-methyl-N-{cis-4-[(4-methylquinolin-2-yl)amino]cyclohexyl) 
benzamide 


374.2 (M+H) 




2546 


4-fluoro-N-{cis-4-[(4-methylqulnoiln-2-yl)amino]cyclohexyl} 
benzamide 


378.2 (M + H) 




2546 


N-{cis-4-[{4-methyiquinolin-2-yl)amino]cyclohexyl} 
-3-(trifluoromethyl)benzamide 


428 (iVI+H) 




2547 


3-chloro-N-{cis-4-[(4-methylquinolin-2-yl)amino]cyclohexyl} 
benzamide 


394.2 (M + H) 




2548 


N-{cis-4-[(4-methylqulnolin-2-yl)amino]cyclohexyl]-3,5-bis 
(trifluoromethyi)benzamide 


496.2 (M+H) 




2549 


3-methoxy-N-{cis-4-[(4-methylquinolin-2-yl)amino]cyciohexyl) 
benzamide 


390.4 (M+H) 




2550 


3-cyano-N-{cis-4-[(4-methylquinolin-2-yi)amino)cyclohexyl) 
benzamide 


385.2 (M + H) 




2551 


2-(4-chlorophenoxy)-N-{cis-4-[(4-methylquinolln-2-yl)amino] 
cyclohexyl}acetamlde 


424.2 (M+H) 




2552 


3,4,5-trimethoxy-N-{cis-4-[(4-methyIquinolin-2-yl)amino] 
cyclohexyl }benzamide 


450.4 (M + H) 




2553 


3,5-dimethoxy-N-{cis-4-[(4-methylquinolin-2-yl)amino] 
cyclohexyl} benzamide 


420.2 (M + H) 




2554 


2-(3-methoxyphenoxy)-N-{cis-4-[(4-methylquinolln-2-yi)amino] 
cyclohexyl } acetamide 


420.2 (M + H) 
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(continued) 



Ex. No. compound name 


MS 


class 


2555 


(2R)-2-(3-chlorophenyl)-2-hydroxy-N-{cis-4-[(4-methylquinolin- 
2-yl)amino]cyclohexyl} acetamide 


424.2 (M + H) 




2556 


2-(3-methylphenoxy)-N-{cjs-4-[(4-methylquinolin-2-yl)amlno] 
cyclohexyl} acetamide 


404.2 (M + H) 


1 


2557 


5-bromo-N-{cis-4-[(4-methylquinoIin-2-yl)amino]cyclohexyl]-2- 
428 (M furamide 


428 (M +H) 


1 


2558 


N-[4-(benzyloxy)phenyl]-N'-{cis-4-[(4-methylquinolin-2-yl)amino] 
cyclohexyl} urea 


481.2 (M+H) 




2559 


N-{cis-4-[(4-methylquinoljn-2-yl)amino]cyclohexyl} 
-N'-(4-phenoxyphenyl)urea 


467.4 (M + H) 


1 


2560 


N-{cjs-4-[(4-methylquinolin-2-yl)amino]cyclohexyl} 
-N'-(3-phenoxyphenyi)urea 


467.4 (M + H) 




2561 


N-{cis-4-[(4-methylquinolln-2-yl)amino]cyclohexyl} 
-N*-(2-phenoxyphenyl)urea 


467.4 (M + H) 


1 


2562 


N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-yl]amlno} 
cyclohexyl)-3-methylbenzamide 


368.2 (M+H) 




2563 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino} 
cyclohexyl)-3-methoxybenzamlde 


384.2 (M -1- H) 




2564 


N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrimidln-2-yl]amino} 
cyclohexyl)-3-methoxybenzamide 


384.2 (M + H) 




2565 


N-(cis-4^[4-(dlmethylamino)-6-methylpy^imjdin-2-yl]amino) 
cyclohexyl)-4-methy!benzamide 


368.2 (M + H) 




2566 


4-chloro-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl] 
amino}cyclohexyl)benzamjde 


388.2(M+H) 




2567 


3-chloro-N-(cis-4-{[4-{dimethylamino)-6-methylpyrimidln-2-yl] 
amino}cyclohexyl)benzamide 


388.4 (M + H) 




2568 


N-(cis-4-{[4-(dimethylamino)-6-methylpyrlmidin-2-yl]amino} 
cyclohexyl)-3,4-dif(uorobenzamjde 


390.2 (M + H) 




2569 


N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrimidin-2-yl]amino} 
cydohexyl)-4-(trifluoromethoxy)benzamide 


438.2 (M + H) 




2570 


N-(cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino} 
cyclohexyl)-4-fIuorobenzamlde 


372.2 (M + H) 




2571 


cls-4-{[4-(dimethylamlno)-6-methylpyrjmidin-2-yl]amlno} 
•N'(3-iodobenzyl)cyclohexanecarboxamide 


494.2 (M + H) 




2572 


cis-N-(2,4-dlchlorobenzyl)-4-{[4-(dimethylamino)- 
6-methylpyrimldin-2-yl]ammo}cyclohexanecarboxamide 


436.2 (M + H) 




2573 


cjs-N-(2,5-dichlorobenzyl)-4-{[4-(dimethylamino)- 
6-methylpyrimidln-2-yl]amino}cyclohexanecart)oxamlde 


436.2 (M + H) 




2574 


cis-4-{[4-(djmethylamino)-6-methylpyrjmjdin-2-yl]amlno}-ISI-(4- 

methylbenzyl)cyclohexanecarboxamide 


382 .2 (M + H) 




2575 


cls-N-(3,5-dlchlorobenzyl)-4-{[4-{dimethylamino)- 
6-methylpyrimidjn-2-yl]amino}cyclohexanecarboxamlde 


436.2 (M + H) 




2576 


cis-N-(3,5-dimethoxybenzyl)-4-{[4-(dimethylamino)- 
6-methylpyrimidin-2-yl]amino}cyclohexanecart)oxamide 


428.2 (M + H) 
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(continued) 



Ex. No. compound name 


Mo 




2S71 


cis-N-(3-chlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimiclin- 
2-y{]amino}cyclohexanecarboxamide 


402.2 (M + H) 




2578 


cis-N-[3,5-bis(trifluoromethyl)benzylH-{[4-(dimethylamlno)- 
6-methylpyrimidin-2-yqamino}cyclohexanecairboxamide 


504.2 (M 4- H) 


1 


2579 


cls-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amlno} 
-N-(3-methoxybenzyl)cyc!ohexanecarboxamide 


398.2 (M -1- H) 


1 


2580 


cjs-N-(4-chlorobenzyl)-4-{[4-(dimethylamino)-6-2580 
methylpyrimidin-2-yOamino}cyclohexanecarboxamide 


402.2 (M + H) 


1 


2581 


cis-N-(3,4-dichlorobenzyl)-4-{[4-(dimethylamlno)- 
6-methylpyrimidln-2-yl]amino}cyclohexanecarboxamlde 


436.2 (M + H) 


1 


2582 


cis-N-(2,4-difluorobenzyl)-4^[4-(dlmethylamino)- 
6-methylpyrlmidin-2-yl]amino}cyclohexanecarboxamide 


404.2 (M + H) 


1 


2583 


cis-N-(2,5-difluorobenzyl)-4-{[4-(dlmethylamino)- 
6-methylpyhmidjn-2-yl]amino}cyclohexanecarboxamide 


404.2 (M + H) 


1 


2584 


cis-N-(2,3-difluorobenzyl)-4-{[4-(dimethylamino)- 
6-methylpyrimidin-2-yllaminocyclohexanecarboxamide 


404.2 (M + H) 


1 


2585 


cis-N-(4-bromo-2-fluorobenzyl)-4-{[4-(dimethylamino)- 
6-methylpyrimidin-2-yl]amino}cyctohexanecarboxamide 


464.2 (M H) 


1 


2586 


cis-4-{[4-(dimethylamfno)-6-methylpyrimidin-2-yl]amlno}-N-(3- 
methylbenzyl)cyclohexanecarboxamide 


382.4 (M -1- H) 




2587 


cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino} 
-N-[2-(trifluoromethoxy)benzyl]cyclohexanecarboxamide 


452.2 (M + H) 





Example 2588, 

/^ci8-4-[4-(Dimethylamino)-5-methylpyrimidin-2-yl]amlno)cyclohexyl)-3,5-bi8(trlfluorome^ 
hydrochloride 

Step A: Synthesis of N«(c/s-4-amino-cyclohexyl)>3,5-bi8trlf luoromethyl-benzamide trif luoroacetate. 

[0403] To a solution of c/s-(4-amlno-cyclohexyl)-carbamic acid tert-butyf ester (2.1 8 g, 1 0 mmol) in anhydrous ben- 
zene (25 mL) was slowly added 3,5-bistrifluoromethyl benzoyl chloride (2.8 g, 1 eq.) and followed by EtaN (-3mL) at 
room temperature under N2 atmosphere: fomnation of solid salts makes stlning difficult. The reaction was stirred vig- 
orously for an additional 2 h at room temperature, washed with sat.-NaHCOs (3x) and water (1x), dried with MgS04, 
and concentrated to give (c/s-4-[(3,5-bistrifluoromethyl-benzoylamino)-cyc!ohexyl]-cart)amic acid tert-butyl ester (4.5 
g. 99 %), which was used for the next reaction without further purification. ESI MS nrVe 455 (M + Hy.^H NMR (400 
MHz. CDCI3) 8 8.16 (s, 2 H). 7.98 (s. 1 H), 6.12 ( bs, 1 H), 4.58 (bs, 1 H). 4.11 (m. 1 H), 3.69 (bs, 1 H), 1 .95-^1.65 (m, 
8H), 1.44 (s, 9H). 

[0404] [c/s-4-[(3,5-Blstrif luoromethy l-benzoylamino)-cyc!ohexyl]-carbamic acid tert-butyl ester (4.5 g, 1 0 mmol) was 
dissolved in DCM (20 mL). and TFA (10 mL) was added to the reaction. After 1 .5 h stirring at room temperature, removal 
of the volatile soh/ent gave the crude N-(cis-4-amino-cyclohexyl)-3,5'bistrifluoromethyl-benzamide trifluoroacetate as 
a sticky oil. With addition of water (-50 mL) to the crude product, shaking for 5 to 10 min provided fomnation of pre- 
cipitates. The precipitates were filtered, washed with water, and dried. 3.98 (82 %) of N-(cis-4-amino-cyclohexyl)- 
3,5-bistrifluoromethyl-benzamide trifluoroacetate was isolated as a white powder. ESI MS m/e 355 (M + H)+; iH NMR 
(400 MHz, DMSO-dg) 5 8.62 (bd, IH, J = 4.8 Hz). 8.47 (s. 2 H), 8.29 (s. IH). 7.84 ( bs. 3 H), 3.91 (bs, 1H). 3.16 (bs, 
1 H), 1 .94 (m, 2 H), 1 .76-1 ,66 (m, 6 H). 



310 



EP1464 335 A2 



Step B: Synthesis of N-(cis4-1[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-cyclohexyl)-3,5-bis 
(trlfluoromethyi)benzamide hydrochloride. 

[0405] A sealed tube containing 2-chloro-4-dimethylamino-5-methylpyrimidine (0.25 g, 1 .45 nnmol), N-(cis-4-annino- 
cyclohexyl)-3,5-bistrifiuoromethyl-benzamide trifiuoroacetate (0.68 g, 1 eq.). DIEA (0.5 mL. 2 eq.). and fe/t-BuOH (2.5 
mL) was reacted for 2 h at 180°C in a Smith microwave synthesizer: over 95 % conversion was observed by LC-MS. 
The reaction was diluted with DCM, washed with diluted-HCl and water, dried, and concentrated. 0.35 g (48 %) of 
N^cis-4-(4-dimethylamlno-5-methyl-pyrimidln-2-ylamino)-cyclohexyl]-3,5-blstrlfluoromethyl-benzamide was isolated 
by column chromatography (silica gel; DCM:MeOH = 100:0 to 95:5). 

[0406] To a solution of this neutral compound in DCM (10 mL) was added 4M-HCI in dioxane (0.4 mL, 2 eq.). After 
30 min stirring at room temperature, removal of the volatile solvent provided /V-(cis-4-{[4-(dimethylamino)-5-methylpy- 
rimidin-2-yl]amlno)cyclohexyl)-3,5-bis(trlfluoromethyl)benzamlde hydrochloride as a white powder. ESI MS m/e 490 
(M + H)+; iH NMR (400 MHz. DMSO-dy 5 12.1 (bs, 1 H), 8.78 (bd, 1 H. J = 5.6 Hz), 8.48 (s, 2 H), 8.28 (s, 1 H), 8.05 
(bd, 1 H, J = 6.4 Hz). 7.62 (s. 1 H). 3.91 (bs. 2 H). 3.26 (s. 6 H). 2.23 (s. 3 H). 1 .87 (m, 2 H), 1 .73 (bs, 6 H). 

Example 2589 

N-[(cl8-4-1[4-(Dimethylamlno)-5-methylpyrimidin-2-yi] amino) cyclohexyl) methyl]-3,5-bi8(trifluoromethyi) 
benzamide hydrochloride 

Step A: Synthesis of N-(cis-4-amlno-cyclohexylmethyl)-3,5-blstrifluoromethyl-benzamlde trifiuoroacetate. 

[0407] To a solution of cls-(4-aminomethyl-cyclohexyl)-carbamic acid tert-butyl ester (1 .1 g, 4.8 mmol) in dry benzene 
(15 mL) was added 3,5-blstrifluoromethyl benzoyl chloride (1 .33 g, 1 eg.) and followed by EtaN (2 mL) at room tem- 
perature under Ng. The reaction was stirred for an additional 2 h at room temperature, washed with sat.-NaHCOs (3x) 
and water (1 x), dried with MgS04, and concentrated. The crude {c/s-4-[(3,5-bistrifluoromethyl-benzoylamino)-methyl]- 
cyclohexyl}-carfoamic acid tert-butyl ester was used for the next reaction without further purification. 
[0408] To a solution of {c/s-4-[(3,5-blstrifluoromethyl-benzoylamino)-methyl]-cyclohexyl)-carbamic acid fe/t-butyl es- 
ter (2.1 g, 4.5 mmol) in DCM (10 mL) was added TFA (5 mL) at room temperature. After 1.5 h stirring at ambient 
temperature, removal of the volatile solvent gave the crude N-(cis^-amino-cyclohexylmethyl)-3.5-bistrifluoromethyl- 
benzamide trifiuoroacetate as a sticky oil. After addition of water (-40 mL) to the crude product, 5-10 min shal<ing 
provided fomiation of precipitates. The ppts were filtered, washed with water, and dried. 1 .40 (61 %) of N-(cls-4-amino- 
cyclohexylmethyl)-3,5-bistrif luoromethyl-benzamide trifiuoroacetate was isolated as a white powder. 
ESI MS m/e 369 (M + H)+; ^H NMR (400 MHz, DMSO-dg) 5 8.97 (bs, 1 H), 8.47 (s, 2 H). 8.29 (s, 1 H), 7.78 (bs. 3 H). 
3.29 (t, 2 H, J = 6.8 Hz), 3.15 (bs, 1 H), 1 .78 (bs, 1 H), 1 .66 (m. 4 H), 1 .52 (m, 4 H). 

Step B: Synthesis of Ar[(cis-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino}cyciohexyl)methyi]-3.5-bi8 
(trifiuoromethyl)benzamide hydrochloride. 

[0409] A sealed tube containing 2-chloro-4-dlmethylamino-5-methylpyrimldine (0.21 g, 1.2 mmol), N-(c/s-4-amino- 
cyclohexylmethyl)-3,5-bistrifluoromethyl-benzamlde trifiuoroacetate (0.6 g, 1 eq.), DIEA (0.45 mL, 2 eq.). and ferf- 
BuOH (2,5 mL) was reacted for 1 .6 h at 185 '^C in a Smith microwave synthesizer. The reaction was diluted with DCM, 
washed with diluted HCI and water, dried, and concentrated. The crude product was purified by column chromatography 
(silica gel; DCM:MeOH = 100:0 to 95:5). 0.3 g (50 %) of N-[c/s-4-(4-dlmethylamino-5-methyl-pyrimidln-2-ylamino)- 
cyclohexylmethyl]-3,5-bistrifluoromethyl-benzamide was Isolated. 

[0410] To a solution of neutral compound in DCM (10 mL) was added 4M-HCI in dioxane (0.3 mL, 2 eq.). After 30 
min stimng at ambient temperature, removal of the volatile solvent provided N-[(cis-4-{[4-(dimethylamino)-5-methyl- 
pyrimldin-2-ylJamlno)cyclohexyl)methyl]-3,5-bis(trifluoromethyl)benzamide hydrochloride as a white powder. ESI MS 
m/e 604 (M + H)+; ^H NMR (400 MHz, CDCI3) 5 12.5 (bs, 1 H), 8.79 (d. 1 H, J = 8.0 Hz), 8.43 (s, 2 H), 7.93 (s, 1 H). 
7.50 (bs, 1 H), 7.15 (d, 1 H. J = 4.4 Hz). 4.23 (bs, 1 H), 3.51 (bs, 2 H), 3.27 (s, 6 H), 2.23 (s. 3 H). 1 .89-1 .82 (m, 5 H). 
1.66-1.60 (m,4H). 
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Example 2590 

/V-[(c/s^.{[4-(Dlmethylamino)-5-methylpyrimidin-2-yl]amino )cyclohexyi)methyl]-4-(trifluoromethoxy) 
benzamide trifluoroacetate 

Step A: Synthesis of N-[ci8<4-(4-dimethylamlno-5-methyl-pyrimldln-2-ylamino)-cyclohexylmethyl]<arba 
acid benzyl ester. 

[0411] SIxsealedtubes, each containing 2-chloro-4-dimethylamino-5-methylpyrimldine (04 g, 2.^ 
no-cyclohexylmethyl)-carbamlc acid benzyl ester (0.61 g, I eq.), DIEA (0.8 mL, 2 eq.). and t-BuOH (2.5 mL), were 
reacted in a Smith microwave synthesizer for 6500 sec at 185**C. Completion of the reaction was confimied by LC-MS. 
The combined reaction was diluted with DCM, washed with IN-HCI (2 x) and water (1 x), and dried with anhydrous 
MgS04. The organic was concentrated and purified by column chromatography (silica gel; hexane: DCM: MeOH = 1 : 
5:0 to 0:95:5). Removal of the solvent gave 3.2 g (58 %) of /VYc/s-^-^4-dlmethylamino-5-methyI-pyrimidin-2-ylamlno)- 
cyclohexylmethyl]-carbamlc acid benzyl ester. ESI MS m/z 398 (M + H)+; NMR (400 MHz, CDCI3) 5 8.00 (bs, 1H). 
7.36 (m, 6 H), 5.10 (s, 3 H. NH-was overlapped), 4.12 (bs, 1 H), 3.24 (s, 6 H), 3.14 (t, 2 H, J = 6.4 Hz), 2.22 (s, 3 H), 
1.88-1.50 (m,9H). 

Step B: Synthesis of AKc/8-4-(4-dlmethylamlno-5-methyl-pyrimidln-2-ylamlno)-cyclohexylmethyl] amine. 

[0412] The heterogenous mixture of N-[cls-4-(4-dimethylamino-5-methyl-pyrimidln-2-ylamlno)-cyclohexylmethyl]- 
carbamic add benzyl ester (3.0 g, 7.5 mmol) and 10 % Pd/C (0.12 g) In EtOH (20 mL) was stirred overnight under Hg 
atmosphere at room temperature. Cbz of ail starting material was cleaved, which was confimied by ESI MS. The 
reaction was filtered through a pad of celite, and the organic was concentrated and purified by column chromatography 
(silica gel, DCM:MeOH = 100:0 to 80:20). 1.5 g (75 %) of /V-Ic/s^-(4-dimethylammo-5-methyl-pyrimidin-2-ylamlno)- 
cyclohexylmethyl] amine was isolated as a yellowish powder. 

ESI MS m/z 264 (M + H)+; 1H NMR (400 MHz, DMS0-d6) (7.70 (bs, 2 H), 7.60 (s, 1H), 6.05 (d, 1H. J = 6.4 Hz), 3,89 
(bs, 1 H), 2.96 (s, 6 H), 2.71 (d. 2H, J = 6.8 Hz). 2.08 (s, 3 H), 1 .70-1 .45 (m, 9H). 

Step C: Synthesis of AK(c/s-4-{[4-(dimethylamlno)-5-metliylpyrimidin-2-yl]amlno}cyclohexyl)methyl]- 
4-(trif iuoromethoxy)benzamide trifluoroacetate. 

[0413] To a solution of N-[c/s^-(4-dimethylamino-5-methyl-pyrimldin-2-ylarhlno)-cyclohexylmethyl] amine (25 mg, 
0.01 mmol) In DCM (1 .0 mL) was added 4-trifluoromethoxybenzoyl chloride (21 mg, leq.), and followed by Et3N (30 
(L). The reaction was stirred for 4h at room temperature, concentrated, and purified by prep-HPLC. 20 mg (38 %) of 
N^(c/s-4H[4-(dlmethylamlno)-5-methylpyrimidln-2-yl]amino}cyclohexyl)methyl]-4-(trifluorom trif- 
luoroacetate was isolated as a white powder. 

ESI MS m/z 452 (M + H)+; 1H NMR (400 MHz. CDCI3) ( 13.9 (bs. 1 H), 8.36 (bd, 1 H, J = 6.4 Hz). 7.88 (d, 2 H. J = 
8.4 Hz), 7.27 (s, 1 H), 7.23 (d, 2 H, J = 8.4 Hz). 7.08 (bs, 1 H), 4.17 (bs, 1 H), 3.42 (t, 2 H, J= 5.6 Hz). 3.28 (s, 6 H), 
2.23 (s, 3 H), 1.91-1.78 (m. 3 H), 1.65-'1,55 (m, 6 H). 

Example 2591 

3,5-Dichloro-A^[cis4-(a4-(dlmethyiamlno)-5-methylpyrimidln-2-yl] amino)-methyl)cyclohexyi]benzamlde 
trifluoroacetate 

Step A: Synthesis of AM;is4-[(4-dimethyiamino-5-methyi-pyrlmidin-2-ytamlno)-methyl]-cyciohexylamine. 

[041 4] Six sealed tubes, each containing 2-chloro-4-dimethylamino-5-methyl pyrlmidlne (0.4 g, 2.3 mmol), c/s-(4-ami- 
nomethyl-cyclohexyl)-carbamic acid tert-butyl ester (0.53 g. 1 eq.). DIEA (0.7 mL, 2 eq.), and t-BuOH (2 mL), were 
reacted in a Smith microwave synthesizer for 7000 sec at 185°C. ESI MS confimied that all starting material was 
consumed. The reactions were combined, diluted with DCM and washed with 1 N-HCI (2 x) and water (1 x) . The organic 
was concentrated and carried to the next step without a further purification. 

[0415J The crude WYcis-4-[(4-dimethylamino-5-methyl-pyrimldin-2-ylamlno)-methyll-cyclohexyl}-carbamlc acid tert- 
butyl ester was dissolved In DCM (15 mL), and TFA (10 mL) was added. After 1 .5 h stirring, removal of the volatile 
solvent gave /V-cis-4-[(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-methyl]-cyclohexylamine trifluoroacetate as a 
sticky oil. The sticky oil was treated with sat. NaOH (15 mL), and the basic aqueous layer was extracted with DCM (2 
x) to remove nonpolar organb impurity, and the aqueous was concentrated to gh/e a solid residue. The solid residue 
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was extracted several times with DCM/MeOH (3/1), and removal of the solvent provided neutral A<^cls-4-[(4-dimethyl- 
amlno-5-methyl-pyrimidin-2-ylamino)-methyl]-cyclohexylamlne (1 .5 g, 41 %) as a yellowish powder. 
ESI MS 264 (M + H)+;iH NMR (400 MHz, CDCI3) S 7.60 (s, 1 H), 5.05 (bs, 1 H), 3,29 (t. 2 H, J = 6.4 Hz). 3.03 (s, 7 H, 
CH-NH2 was overlapped), 2.54 (bs. 2 H). 2.13 (s. 3 H). 1 .72 (bm, 1 H). 1 .69-1 .45 (m, 8 H). 

Step B: Synthesis of 3,5<lichloro-/V-[c/s-4-{[4-(dimethylamlno)-5-niethylpyrimidin-2-yq^ 
cyclohexyl]benzamlde trlf luoroacetate. 

[0416] To a solution of A^c/s^-[(4-dimethylamino-5-methyl-pyrimldln-2-ylamino)-methyl]-cyclohexylamine (28 mg, 
0.01 mmol) in benzene/DCM (2/1 , 1 .5 mL) was added 3,5-djchlorobenzoyl chloride (22 mg, leq.), and followed by EtaN 
(30 jiL). The reaction was stirred for 3h at room temperature, concentrated, and purified by prep-HPLC. 30 mg (51 %) 
of 3,5-dichloro-N-[c/s-4-({[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}methyl)cyclohexyl]benzami^ trifluoroace- 
tate was isolated as a white powder. 

ESI MS m/e 436 (M + H)+; ^H NMR (400 MHz, CDCI3) 5 13.7 (bs. 1 H), 8.71 (bs, 1 H). 7,61 (d, 2 H, J = 1 .6 Hz), 7.44 
(t, 1 H, J = 1 .6 Hz), 7.29 (s, 1 H), 6.59 (d, 1 H, J = 6.4 Hz), 4.23 (bm, 1 H). 3.36 (t, 2 H, J = 6.0 Hz). 3.29 (s, 6 H), 2.24 
(s, 3 H). 1 .81 (m, 3 H). 1 .68 (m, 4 H), 1 .46 (m, 2 H). 

Example 2592 

N-[cis-4-({[4-(Dimethylamlno)-6-nnethylpyrimidin-2-yl]anrilno)niiethyl)cyclohexyq^^ 
benzamlde trifluoroacetate 

Step A: Synthesis of Af-al9-4-[(4-dlmethylanriino-6-methyl-pyrimidin-2-ylamino)-methyl]-cyclohexylamine. 

[0417] Six sealed tubes, each containing 2«chloro-4-dimethylamino-6-methyl pyrimldlne (0.4 g, 2.3 mmol), cls-(4-ami- 
nomethyl-cyclohexyO-carbamic acid tert-butyl ester (0.53 g, 1 eq.), DIEA (0,7 mL, 2 eq.), and t-BuOH (2 mL), were 
reacted In a Smith microwave synthesizer for 6500 sec at 1 85 **C. The reaction was monitored by LC-MS. The combined 
reaction was diluted with DCM and washed with 1N-HCI (2 x) and water (1 x). The organic was concentrated and 
perfomned deprotectlon without a further purification. 

To a solution of A^-{cis-4-[(4-dlmethylamino-6-methyl-pyrimidin-2-ylamlno)-methyl]-cyclohexyl}-carbamic acid ferf-butyl 
ester In DCM (15 mL) was added TFA (1 0 mL). The reaction was stinted for 1 .5 h at room temperature, and removal 
of the volatile solvent gave A/-cif^4-[(4-dimethylamino-6-methyl-pyrimidln-2-ylamino)-methyl]-cyclohexylamine trifluor- 
oacetate as a stictcy oil. The sticky oil was treated with sat. NaOH (15 mL). and the basic aqueous layer was extracted 
with DCM (2 x), and the aqueous was concentrated to give a solid residue. The solid residue was extracted several 
times with DCM/MeOH (3/1), and removal of the solvent provided neutral /V-c/s-4-[(4-dimethylamlno-6-methyl-pyrim}- 
din-2-ylamlno)-methyl]-cyclohexylamine (2.1 g, 57 %) as a yellowish powder 

ESI MS m/e 264 (M + H)+; ^H NMR (400 MHz, CDCI3) 6 5.91 (bs, 1 H), 5.65 (s, 1 H). 3.33 (t, 2 H, J = 6.4 Hz). 3.06 (s, 
6 H), 2.97 (m, 1 H). 2,27 (bs, 2 H), 2.11 (s. 3 H), 1.70 (m, 1 H), 1.59-1,45 (m, 8 H). 

Step B: Synthesis of AKc/9-4-({[4*(dlniethylamlno)-6-methylpyrimidin-2-yl]amlno}-methyl)cyclohexyU^^ 
(ti1fluoromethyl)benz8mlde trifluoroacetate. 

[0418] To a solution of N-cis-4-[(4-dimethylamlno-6-methyl-pyrimidln-2-ylamino)-methyl]-cyciohexylamlne (20 mg, 
0.008 mmol) In benzene/DCM (2/1, 1 .5 mL) was added 3,5-bistrif luoromethylbenzoyi chloride (21 mg, leq.), and followed 
by Et^N (30 ^L). The reaction was stinted for 3h at room temperature, concentrated, and purified by prep-HPLC. 25 
mg (53 %) of /V-[cls-4-({[4-(dimethylamino)-6-methylpyrimldin-2-yl]amlno} methyi)cyclohexyl]-3.5-bls(trifluoromethyl) 
benzamide trifluoroacetate was Isolated as a white powder. 

ESI MS m/e 504 (M + H)+; ^H NMR (400 MHz, CDCI3) 6 13.9 (bs, 1 H), 8.86 (bs, 1 H), 8.25 (s, 2 H), 7.96 (s, 1 H), 7.30 
(d, 1 H. J = 6.4 Hz), 5.74 (s, 1 H), 4.40 (bm, 1 H), 3.42 (t, 2 H, J = 6.0 Hz), 3.26 (s, 3 H). 3.13 (s. 3 H), 2.33 (s, 3 H), 
1.91-1.60 (m, 9H). 
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Example 2593 

4-Chloro-A^[cte-4-{[4-(dlmethylamino)-6-methylpyrimldln.2-yl]amino}cycto 
trifluoroacetate 

Step A: Synthesis of N-[c/s4-(4-cllmethylamino-6.methyl-pyrlmldln-2-ylamlno)-cyclohexylmethyn 
acid benzyl ester. 

[04191 Six sealed tubes, each containing 2-chloro-4-dlmethylamino-6-methyl pyrlmldlne (0.4 g, 2.3 mmol), c/s-(4-ami- 
no-cyclohexylmethyl)-carbamlc acid benzyl ester (0.61 g, I eq.), DIEA (0.8 mL, 2 eq.), and t-BuOH (2.6 mL), were 
reacted In a Smith microwave synthesizer for 6500 sec at 180 °C. The combined reaction was diluted wIth DCM, 
washed with 1 N-HCI (2 x) and water (1 x), dried with MgS04, and concentrated. Purification by column chromatography 
(silica gel; hexane: DCM: MeOH = 1 :6:0 to 0:95:5) gave 4.8 g (86 %) of N-[cis-4-(4-dimethylamino-6-methy|.pyrimidin- 
2-yiamlno)-cyclohexylmethyi]-carbamic acid benzyl ester. 

ESI MS m/z 398 (M + H)+; 1H NMR (400 MHz, CDCI3) 6 8.40 (bs. 1H), 7.38 (m, 5 H), 5.70 (s, 1 H), 5.10 (s 3 H NH- 
was overlapped). 4.1 7 (bs, 1 H), 3.14 (bs, 6 H), 3.12 (t. 2 H. J = 6.0 Hz). 2.32 (s, 3 H). 1 .90-1 .50 (m. 9 H).' 

Step B: Synthesis of AKc/s-4-(4-dlmethylanrilno-6-methyl-pyrlnfiidln-2-ylamlno)-cyclohexylmethyl] amine. 

[0420] The heterogenous solution of N-[cis-4-(4-dimethylamlno-6-methyl-pyrimldin«2-ylamlno)-cyclohexylmethyl]- 
carbamic acid benzyl ester (4.6 g, 11.3 mmol) and 10 % Pd/C (0.20 g) In EtOH (25 mL) was stirred ovemlght under 
Hg atmosphere at room temperature. The reaction was filtered through a pad of cellte. and the organic was concentrated 
and purified by column chromatography (silica gel, DCM:MeOH = 100:0 to 80:20). 2.2 g (76 %) of N-[cis-4-(4-dimeth- 
ylamino-6Hmethyl*pyrimldln-2-ylamino)-cyclohexylmethyl] amine was isolated as a yellowish powder. 
ESI MS m/e 264 (M + H)+; ^H NMR (400 MHz, CDCI3) 5 7.82 (bs, 1 H). 5.72 (s, 1 H), 4.40 (bs. 2 H), 4.15 (bm, 1 H), 
3.1 6 (s, 6 H), 2.84 (d, 2 H, J = 6.8 Hz), 2.32 (s. 3 H), 1 .80 (m. 2 H). 1 .70-1 .45 (m, 7 H). 

Step C: Synthesis of 4K:hloro-/V-[(c/s^{[4-(dlmethylanrilno)-6-methylpyrlmidin.2-yl]amlno}cy^^^ methyl] 
benzamide trifluoroacetate. 

[0421] To a solution of N-[cis-4-(4-dimethylamjno-6-methyl-pyrimidin-2-ylamino)-cyclohexylmethyl] amine (25 mg, 
0.01 mmol) in DCM/benzene (3/1 , 1 .0 mL) was added 4-chlorobenzoyl chloride (17 mg, leq.), and followed by EtgN 
(30 ^L). The reaction was stirred for 4h at room temperature, concentrated, and purified by prep-HPLC. 25 mg (61 %) 
of 4-ch!oro-N-[(c/s-4^[4-(dimethylamlno)-6-methylpyrimldln-2-yl]amino}cycIohexyl)m trifluoroacetate 
was isolated as a white powder. 

ESI MS m/e 402 (M + H)^; 1H NMR (400 MHz, CDCI3) 6 13.8 (bs. 1 H). 8.60 (bd. 1 H, J = 6.4 Hz). 7.78 (d, 2 H. J = 8.4 
Hz), 7.35 (d, 2 H. J = 8.4 Hz), 7.03 (bm. 1 H). 5.71 (s, 1 H). 4.20 (bs, I H), 3.42 (t, 2 H, J = 6.0 Hz), 3.22 (s. 3 H). 3.10 
(s, 3 H), 2.31 (s, 3 H), 1 .91 -1 .78 (m. 3 H), 1 .65-1 .55 (m, 6 H). 

Example 2594 

c/s-4-{[4-(Dlmethylamlno)-5-methylpyrlmidln-2-yllamino)-/tf-[(1S)-1.(4-methyl-phenyl)ethyl] 
cyclohexanecarboxamide hydrochloride 

Step A: Synthesis of ci8-4-(4-dimethyiamino-5-methyl-pyrlmldin-2-ylamino)-cyclohexanecarboxyiic acid ethyl 
ester 

[0422] A sealed tube containing a suspension of 2-chloro-4-dimethylamino-5-methylpyrimidine (0.28 g, 1 .6 mmol). 
cis-4-amino-cyclohexanecarboxylic acid ethyl ester hydrochloride (0.33 g, I eq.), DIEA (0.65 mL, 2 eq.) in IPA (2 mL) 
was reacted In a Smith microwave synthesizer for 1 hour at 155'* C. The solution was diluted with DCM. washed with 
1 N-HCI and water, concentrated, and purified by flash chromatography (silica gel, 1 % MeOH In CHgCy to give c/s- 
4-f4<limethylamlno-5-methyl-pyrimldin-2-ylamlno) cyclohexanecartDOxyllc acid ethyl ester (0.3 g, 60 %) as a pale yel- 
low solid. 

ESI MS m/e 307 (M + H)+; iH NMR (400 MHz. CDCI3) 5 7.66 (s, 1 H), 4.72 (bd, 1 H. J = 6.8 Hz). 4.13 (q. 2 H J = 6 8 
Hz). 3,96 (bs. 1 H). 3.01 (s. 6 H). 2.44 (m. 1 H). 2.13 (s. 3 H). 1.89 (m. 2H). 1.72 (m. 6 H), 1.25 (t, 3 H. J = 6.8 Hz). 
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Step B: Synthesis of c/s-4-(4-dlmethyiamino-5-methyhpyrimidin-2-ylamino)-cyclohexanecarboxylic acid. 

[0423] A suspension of cM-4-(4-dimethylamjno-5-methy)-pyrimldin-2-y)amlno) cyclohexanecarboxylic acid ethyl es- 
ter (0.26 g, 0.8 mmol) In 4N-HCI (10 nnL) was stin'edfor4 h at 85 °C. Progress of the reaction was monitored by LC-MS. 
5 Tlie reaction was cooled to room temperature and completely removed the volatile solvent under a vacuum to give 
c/s-4-f4-dimethylamino-5-methyl-pyrimidln-2-ylamino) cyclohexanecarboxylic acid (0.2 g, 90 %) as a white powder. 
ESI MS nn/e 279 (M + H)+; NMR (400 MHz, CDCI3) 6 7.95 (bs, 1 H), 7.43 (s, 1 H), 3.94 (bs. 1 H). 3.28 (bs, 6 H), 
2.49 (bs, 1 H), 2.25 (s, 3 H), 2.04 (m. 2 H). 1 .82 (m, 2 H), 1 .73 (m, 4 H), COOH was not observed. 

10 Step C: Synthesis of el9-4-{[4-(dimethylamino)-5-methytpyrlnnidin-2-yt]amlno}-N-[(1 S)-1 -(4-methy Iphenyl) 
ethyljcycloh^anecarboxamide hydrochloride. 

[0424] To a suspension of (S)-1>(4-methyiphenyl)-ethytamlne (12 mg, 1 eq.) and cls-4-(4-dlmethylamlno-5-methyl- 
pyrlmldln-2-ylamlno) cyclohexanecarboxylic acid (24 mg, 0.09 mmol) in DCM (2 mL) was added HATU (36 mg, 1.1 

IS eq.). The reaction stinted for 30 seconds at room temperature under argon, and triethylamine (5 drops) was added. 
The reaction stinted ovemight at room temperature. The reaction was diluted with DCM, washed with saturated NalHCOg 
(2x) and HgO (1x), and concentrated. Purification by column chromatography (silica gel; DCM:MeOH = 100:0 to 94:6) 
gave cis-4-(4-Dlmethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexanecarboxylic acid ('S)-(1 -p-tolyl-ethyl)-amide 
(15 mg, 43 %). To a solution of the amide in DCM (1 mL) was added 4M-IHC1 In dioxane (50 ^L,). The reaction was 

20 stirred for 30 min at room temperature, and removal of the volatile solvent gave c/s-4-{[4-(dimethylamino)-5-methyipy- 
rimidin-2-yl]amino)-N-[(1S-1-(4-methylphenyl)ethyl]cyclohexanecarboxamide hydrochloride as a white powder 
ESI MS m/e396 (M + H)+; NMR (400 MHz, DMSO-de) 5 11.0 (bs, 1 H), 8.14 (d, 1 H, J = 8.4 Hz), 7.68 (bs, 1 H), 
7.54 (s, 1 H), 7.14 (d, 2 H, J = 8.0 Hz). 7.07 (d. 2 H. J = 8.0 Hz), 4.84 (m. 1 H). 4.01 (bs, 1 H), 3.24 (s, 6 H), 2.27 (m, 
1 H). 2.25 (s, 3 H), 2.22 (s, 3 H). 1 .80-1 .54 (m, 8 H), 1.29 (d, 3 H, J = 6.8 Hz). 

25 

Example 2595 

2.2- Difluoro-^(cis-4-{[5-me^yl-4-(methylamino)pyriniidln-2-yl]anfiino}cyclohexyl>>1,3-benzodl^^ 
5-carboxamide trif luoroacetate 

30 

Step A: Synthesis of 2,2-dif luoro-N-(cis-4-{[5-methyl-4^(methylamino)pyrimidin-2-yl]amino)cyc1ohexyl> 

1 .3- benzodioxote-5-carboxamide trif luoroacetate. 

[0425] 2-(3,5-Dimethoxy-4-formyi)phenoxy ethyi polystyrene resin (1 .0 gram; 0.94mmoi/gram) and methylamlne 
3s (0.0122 mol) In 15 mL of CH2CI2 was suspended In a fritted synthesis flasic. To this suspension was added a solution 
ofNaBH(OAc)3 (0.0122 mol) in CHgClg (15 mL). After shaking the mixture ovemight In a rotary shaker, the solution 
was removed by filtration. The resulting resin bound N-methylamine was washed sequentially with CH2CI2. DMF, and 
MeOH. The washing sequence was repeated four times. The resin bound N-methylamine was dried under vacuum for 
20 minutes. 

40 [0426] The resin bound Nmethyiamine was suspended in DMF (10 mL). To the resin suspension was added 

2.4- dichloro-5-methyl-pyrimidine (1.41 mmol) followed by triethylamine (0.393 mL, 2.82 mmol). The reaction mixture 
was shaken at 40 ""C overnight. The solution was removed by filtration and the resin washed sequentially with DMF, 
CH2CI2 and MeOH. The wash sequence was repeated four times. The resulting resin bound intermediate was dried 
under vacuum for 20 minutes 

[0427] The resin bound intemiediate was divided up into three portions and each portion was transferred into a 5ml 
Smith synthesizer reaction vessel. The resins (0.282 mmol) were separately suspended In a 1 :1 solution of IPA/H2O 
(3 mL). To each suspension was added cis-1,4-dlamino-cyclohexane (0.85 mmol) and DIEA (0.295ml; 1.69 mmol). 
The reactions were heated in a microwave synthesizer at 180*C for 4.5 hours. The resins were pooled together; and 
the solution removed by filtration. The resin was sequentially washed with IPA, H2O, MeOH, CH2CI2, and MeOH. The 
so washing sequence was repeated three times. The resulting resin bound intemnediate was dried under vacuum for 20 
minutes. 

[0428] The resin bound intemnediate was suspended in DMF (10ml). To the resin suspension was added the 2,2- 
diflouro-benzo[1 ,3]dioxole 5-carbonyl chloride (0.94 mmol) and triethylamine (0.256 mL; 1 .88 mol). The reaction was 
shaken in a rotary mixer at room temperature for 45 minutes. The solution was removed by filtration and the resin 
S5 washed sequentially with DMF, CH2Ci2, MeOH. The wash sequence repeated three times. 

[0429] After drying under vacuum for 20 minutes, the resin was treated with 15 mL of TFA solution (TFA /CH2CI2 
/H2O 20:20:1 v/v). The reaction was shaken for 2 hours and the TFA solution was collected after filtration. The TFA 
was removed by rotary evaporation and the compound subjected to purification by preparative HPLC to give 2,2-dif- 
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luoro-N-(cis-4-{[6-methyl-4-(methylamino}pyrimidin-2-yl]amino}cyclohexyl^ 
acetate (8.6 mg, 5%) as a white solid. 

ESI MS m/e 420.5 1H NI^R (400MHz. CD3OD) 6 8.21 (d, J= 4 Hz. 1H). 7.75-7.67 (m, 2H). 7.41 (s. 1H). 7.28 

(d. J = 8 Hz, 1 H), 3.99 (m, 2H), 3.05 (s, 3H), 1 .99 (s, 3H), 1 .95-1 .71 (m. 8H). 

Example 2596 

5-Bromo-i^(cl8-4-{[5-methyl-4-(methylamlno)pyrimidin-2-yqamlno)cyclohe^ trmuoroacetate 

Step A: Synthesis of 5-biomo-M(c/s-4H[5-methyl-4-(methylamlno)pyrlmldln-2-yl]amlno)cyclohexyl^ 
2-f uramide trif luoroacetate. 

[0430] Using the procedure of Example 2595, the title compound was obtained. 

ESI MS m/e 408.2 M+H-^; ^H NMR (400MHz, CD3OD) S 7.41 (s, 1H). 7.10 (s. 1H). 6.60 (s, 1H), 4.08-3,97 (m. 2H). 
3.05 (s, 3H), 1.99 (s, 3H), 1.95-1.71 (m, 8H). 

Example 2597 

3,5-Dlbromo-A^(cl8-4-{[5-methyl-4-(methylamlno)pyrlmldln-2-yl]amlno}cyclohexyl)^ 
trifluoroacetate 



Step A: Synthesis of 3,5-dlbromo-A^(c/s^{[5-methyl'4-(methylamino)pyrimidin-2-yl]amino}cyd^ 
benzamide trifluoroacetate. 

[0431] iJsing the procedure of Example 2595, the title compound was obtained. 

ESI MS m/e 496.2 M+H+; ^H NMR (400MHz, CD3OD) 6 8.37 (m. J = 4 Hz, 1H), 8.02-7.91 (m. 3H) 7.41 (s, 1H), 4.12 
-3.97 (m, 2H), 3.05 (s, 3H), 1.99 (s, 3H), 1 .95-1 .71 (m, 8H). 

Example 2598 

3- Fluoro-N-(cls-4-{|5-methyl-4-(methylamlno)pyrimidln-2-yl]amlnp}cyclohexyl)-5-(tr^^^ 
trifluoroacetate 

Step A: Synthesis of 3-fluoro-N-(cls-4-{[5-methyl-4-(methylamlno)pyrlmldln-2-yl]amlno}cyclohexyl)- 
5-(trifluoromethyl)benzamide trifluoroacetate. 

[0432] Using the procedure of Example 2595, the title compound was obtained. ESI MS m/e 426.4 M+H+; ^H NMR 
(400MHz. CD3OD) 88.02 (m. 1H), 7.98 (d, J = 4 Hz , 1 H) 7.68 (d, J=4 Hz 1H). 7.43-7.41 (s. 1H) 4.31 -3.81 (m. 2H) 
3.05 (s, 3H), 1 .87 (s, 3H). 1 .87-1 .73 (m, 8H). 

Example 2599 

W^c/s-4-{I5-Methyl-4.(methylamino)pyrlmldln-2-yl]amlno}cyclohexyl)-4-(trifluorometho^^ 
trifluoroacetate 

Step A: Synthesis of AKc^/s^-{[5-nlethyl-4-(methylamlno)pyrimldln-2.yl]amlno}cyciohexyl)- 

4- (trifluoromethoxy)benzamlde trifluoroacetate. 

[0433] Using the procedure of Example 2596, the title compound was obtained. 

ESI MS m/e 424.3 M+H+; ^H NMR (400MHz. CD3OD) 6 8.34 (d, J = 4 Hz, 1H), 7.85 (d, J = 8 Hz. 1H) 7.72 -7 55 is 
1 H), 7.47-7.31 (m, 3H). 4.31 -3.82 (m, 2H), 3.05 (s, 3H). 1 .98 (s. 3H). 1 .96-1 .72 (m, 8H). 
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Example 2600 

/VYc/s-4-/ [5-methyl-4-(methylamlno)pyrtmidin-2-yl]amlno) cyciohexyl>-3,5-bls(trif luoromethyl) benzamide 
hydrochloride 

Step A: Synthesis of AKci8-4-{[5-methyl-4-(methylamlno)pyrlmidin-2-yl]amlno)cyclohexyl)-^ 
(trlfluoromethyl)benzamlde hydrochloride. 

[0434] To a solution of (2-chloro-5-methyl-pyrimidin-4yl)-methyl-amlne (200mg, 1 .27 mmol) In 1mL 2-propanol was 
added c/s-A/-(4-anrilno-cyclohexyl)-3,5-bis-trlfluoromethyl-benzanrilde (676mg, 1.91 mmol) and DIEA (2.54mmol). The 
mixture was heated in a microwave synthesizer at 180 'C for 2 hours. The solvent was evaporated and the material 
subjected to chromatography (70 - 95% ethyl acetate/ hexanes) The combined compound In CH2CI2 was added 2 M 
HCI in diethyl ether (1 .5ml, 0.38mmol). The solvents were removed In vacuo to yield Af-(cis-4-{[5-methyM-{methylami- 
no)pyrimldin-2-yl]amino)} cyc)ohexy))-3,5-bls(trifluoromethyl)benzamide hydrochloride (385.5mg, 0.75mmol, 59 %) 
as a white solid. 

ESI MS 476.2 M+H+ ; NMR (400 MHz, DMS0-d6) 5 11.7 (s. 1H), 8.64 (s. 1H), 8.35 (s, 2H). 8.14 (s, 1H), 8.09 (bs, 
1H). 8.00 (bs, 1H), 7.45 (s, 1H), 3.83 (bs, 1H), 3.75 (bs, 1H), 3.20 (s. 3H), 2.77-2.76 (d, J = 4 Hz, 3H), 1.76 (m, 2H), 
1.58 (m, 6H). 

Example 2601 

AKc/s4-{[4-(Ethylamlno)-5-methylpyrlmidln-2-yl]amlno}cyclohexyl)-3,4<imuoroben trffluoroacelate 

Step A: Synthesis of AHc/«-4-{[4*(ethylamino)-5-methylpyrimldln-2-yl]amino)cyclohexyl)- 
3,4-dif luorobenzamlde trif luoroacetate. 

[0435] Using the procedure of Example 2595, the title compound was obtained. ESI MS nn/e 390.4 M+H+; ^H NMR 
(400MHz, CD3OD) 5 8.22 (d, J = 4 Hz, 1 H), 7.78 (m, 1 H), 7.68 (m, 1H), 7.42 (s, 1H), 7.38 (m, 1 H), 4.22-3.99 (m, 
2H), 3.63-3.56 (quartet, J = 4 Hz, 2H), 1.99 (s, 3H), 1.93-1.81 (m, 8H), 1.29-1.19 (t, J= 8 Hz, 3H). 

Example 2602 

3,4"Difluoro-N-(c/s-4-{[4-(isopropyiamino)-5-methylpyrimldin-2yl]amino}cyclohexyl)-benzamide 
trifluoroacetate 

Step A: Synthesis of 3,4<iif luoix>-A^(c/s-4-{[4-(isopropylamlno)-5-methylpyrimldin-2-yl]amino}cyelohexyO^ 
benzamide trifluoroacetate. 

[0436] Using the procedure of Example 2596, the title compound was obtained. 

ESI MS m/e 404.4 M+H+; 1H NMR (400MHz, CD3OD) 5 8.10 (m, 1H), 7.80-7.75(m, 1H), 7.68 (m, 1H), 7.42 (s, 1H), 
7.39-7.34 (m, 1H). 4.28-4.07 (m, 3H). 2.03 (s, 3H). 1.99-1.79 (m, 8H), 1.31-1.26 (d, J= 12 Hz. 6H). 

Example 2603 

Ar-|c/s-4K[4-(cyclopropylamlno)-5-methyipyrimldln-2-yi]amlno}eyclohexyl)-3,4<im 
trifluoroacetate 

Step A: Synthesis of /\Hci8-4-{[4-(cyclopropyiamino)-5-methylpyrimldin-2-yi]amlno}-cyclohexyi)» 
3,4*dif luorobenzamlde trifluoroacetate. 

[0437] Using the procedure of Example 2595, the title compound was obtained. 

ESI MS m/e 402.2 M+H+; ^H NMR (400MHz, CD3OD) 5 7.78-7.73 (m. 1H), 7.69-7.66 (m. 1 H). 7.42 (s. 1H), 7.40-7.33 
(m, 1H), 4.26-3.88 (m. 2H), 3.02-2.96 (m, 1H). 1.97-1,81 (m, 11 H). 0.90-0,85 (m, 2H), 0.72-0.68 (m, 2H). 
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Example 2604 

3.4.Dlfluoro-N-(c/s-4-{[5-methyl^(methylamlno)pyrlmldIn-2-y^^^ 

Step A: Synthesis of 3,4<llfluoro-N.(c/s^{[5-methyl-4-(methylamlno)pyrlmldln.2-ynamlno}cyclo^^^ 
benzamide trifluoroacetate. 

[0438] Using the procedure of Example 2595. the title compound was obtained 

ESI MS m/e 376.2 NMR {400MHz. CD3OD) 8 7.80-7.75 (m. 1 H). 7.68 (m. 1 H). 7.43-7.36 (m. 2H) 4 31-4 06 

(m, 2H), 3.05 (s. 3H). 2.04 (s. 3H). 1 .99-1 .75 (m. 8H). 

Example 2605 

2-(3,4.Dfchlorophenoxy)-N-(crfs-4-{[5-melhyl-4-(methylamino)pyrlmidln-2-ynamino}cycl^ 
trifluoroacetate 

Step A: Synthesis of 2-(3,4Klichlorophenoxy).NHcls-4-{[5-methyl-4-(methylamlno)-pyrimldin.2-yilaminoV 
cyciohexyl)acetamide trifluoroacetate. 

[0439] Using the procedure of Example 2595, the title compound was obtained. 

ESI MS m/e 438.3 M+H+; 1H NMR (400MHz, CD3OD) 5 7.45-7.40 (m, 2H). 7.20 (s, 1H). 6.97-6.94 (m, 1H) 4 55 (s 
2H). 3.92-3.34 (s. 2H) 3.04 (s. 3H). 1 .98 (s, 3H), 1 .53-1 .71 (m, 8H). ' • v , 

Example 2606 

2-(2,3-Dlchlorophenoxy)-N-(cis-4-{[5-methyl-4-(methyiamlno)pyrlmidin-2-yl]amino}cyclohexyl)^^ 
trifluoroacetate 

Step A: Synthesis of 2-(2.3-dichlorophenoxy).N-(c/s^-{[5.methyl-4-(methylamino)-pyrlmidin-2-yilamino) 
cyclohexyi)acetamide trifluoroacetate. 

[0440] Using the procedure of Example 2595, the title compound was obtained. 

ESI MS m/e 438.3 M+H^; 1H NMR (400MHz, CD3OD) 5 7.42 (s, 1H). 7.31-6.92 (m. 3H), 4.65 (s, 2H). 4.07-3 95 (m 
2H). 3.05 (s, 3H), 1 .98 (s, 3H). 1 .93-1 .69 (m. 8H). 

Example 2607 

NKc/s^-{[4-(Dimethylamino)-5,6-dimethylpyrlmidin.2.yilamino}cyclohexyi)benzamldetrlfiuoroaceta^ 
Step A: Synthesis of 2,4-dichioro-5,6-dimethyl-pyrlmidine. 

[0441] To a suspension of 2,4-dlhydroxy-5.6-dlmethylpyrlmld{ne (6.2 g, 0.044 mol) In POCI3 (25 mL) was slowly 
added A/,/V-dlmethylanillne (6.18 mL. 0.049 mol). The mixture was then refluxed at 125 «C for 3 hours. After this time, 
the starting material completely dissolved indicating that the reaction was completed. The reaction mixture was cooled 
and then poured slowly onto Ice to quench the POCI3 (caution exothermic!). A precipitate formed, which was filtered 
and washed with Ice-cold water. The precipitate was dried under high vacuum overnight to yield 2.4.dlchloro-5 6-dime- 
thyl-pyrimidlne (7.2 g, 0.041 mol. 92 %) as a yellow solid. 
NMR (400 MHz, CDCI3) 5 2.56 (s, 3H), 2.36 (s, 3H). 

Step B: Synthesis of (2-chlofo-5,6.dlmethyl-pyrlmldln-4-yi)-dimethy|.amine. 

[0442] To a solution of 2.4.dichloro-5.6-dlmethyl-pyrimldine (0.2 g. 0.001 1 mol) in 1 mL 2-propanol was added DIEA 
(268 uL, 0.0017 mol) and dimethylamlne (514 uL, 0.0010 mol). The mixture was then heated in a microwave at 170 
for 10 minutes. The reaction mixture was cooled and concentrated and the resulting oil was purified by column 
(0-50% ethyl acetate in hexanes) to yield (2-chloro-5,6-dimethyl-pyrimidin-4-yl)-dimethyl-amine (75 mg 0 40 mmol 
40%) as a white solid. ESI MS 186.0 M+H+; NMR (400 MHz. CDCI3) 8 3.03 (s, 6H) 2 37 (s 3H) 2 15 (s 3H) ' 
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Step C: Synthesis of cl8-[4-(4-dimethylamlno-5,6-dlmethyl-pyrlmldln-2-ylamlno)-cyclohexyll^ acid 
feit-frtfiy/ ester. 

[04431 To a solution of (2-chloro-5,6-dimethyl-pyrlmldin-4-yl)-dimethyl-amine (0.5 g. 0.0027 mol) in 2 mL 2-propanol 
was added DIEA (514 uL, 0.0040 mol) and cis-(4-amlno-cyclohexyl)-carbanr)lc acid terf-butyl ester (635 mg, 0.0030 
mol). The mixture was then heated in a microwave at 1 70 for 1 hour. The reaction mixture was cooled and concen- 
trated and the resulting oil was purified by column (0-100% ethyl acetate In hexanes) to yield cls-[4-(4-dimethylamlno- 
6,6-dimethyl-pyrimldln-2-ylamlno)-cyclohexyO-carbamte acid tert-butyl ester (876 mg, 2.4 mmol, 89 %) as a white solid. 
ESI MS 364.6 M+H+ ; NMR (400 MHz. CD3OD) S 3.97 (m, 1H), 3.53 (m, 1H). 2.95 (s, 6H), 2.23 (s, 3H), 2.09 (s. 
3H), 1 .78-1 .55 (m. 8H), 1 .48 (s, 9H). 

Step D: Synthesis of c/s^(4-dlmethylamlno-5,6-dlmethyl-pyrimidin-2-ylamino)-1-amlnocyclohexane. 

[0444] To a solution of cls-[4-(4-dimethylamino-5,6-dimethyli3yrimidin-2-ylamino)-cyclohexyl]-carbamjc acid tert- 
butyi ester (3.4 g, 0.0094 moi) In 40 mL CHgCig was added TFA (1 .4 mL, 0.019 mol). The solution was stirred at room 
temperature for 4 hours (or until the reaction was complete as judged by TLC). The excess solvent was evaporated 
off and the resulting oil was dissolved in 30 mL CH2CI2. The organic layer was extracted with 30 mL of a dilute NaOH 
(aq) / NaHCOa (aq) solution (the aqueous layer was confimried to remain basic during the extraction using pH paper 
indicator). The aqueous layer was bacit extracted twice with CH2CI2 and the organic layers combined, dried over 
MgS04, and concentrated to yield cis-4-(4-dlmethylamino-5.6-dimethyl-pyrimldin-2-ylamlno)-1 -aminocyclohexane (2 2 
g, 0.0084 mol, 90%) as a white solid. 

ESI MS 264.2 M+H+; 1H NMR (400 MHz, CD3OD) 8 3.99 (m, 1H), 2.95 (s. 6H). 2.80 (m. 1H), 2.23 (s. 3H), 2.09 (s, 
3H), 1 .84-1 .67 (m, 6H), 1 .52-1 .49 (m, 2H). 

Step E: Synthesis of N-Keis-4-{[4-(dimethyiamlno)-5,6-dimethylpyrimldln-2yqamlno}-cyciohexyl)benzam 
trifiuoroacetate. 

[0445] To a solution of cls-4-(4-dimethylamino-5,6-dimethyl-pyrimidin-2-ylamlno)-1 -aminocyclohexane (30 mg. 0,11 
mmoi) in 0.5 mL DMF was added pyridine (13.8 uL, 0.17 mmol) and benzoyl chloride (1 2.6 uL, 0. 1 1 mmol). The reaction 
mixture was stirred overnight and then 0.5 mL of DMSO was added to the mixture. The compound was then subject 
to purification by prep LCMS to yield W-^c/s-4-([4-(dlmethylamino)-5,6-dimethy pyrimidln-2-yllamlno}cyclohexyl)ben- 
zamide trifiuoroacetate (27 mg, 0.056 mmol, 52%) as a white solid TFA salt. 

ESI MS m/e 368.2 M+H+ ; NMR (400 MHz, CD30D) S 7.85-7.83 (m, 2H), 7.58-7.54 (m, 1 H). 7.51-7.47 (m, 2H) 
4.16 (m, 1H), 4.03 (m. 1H). 3.28 (s, 6H), 2.34 (s. 3H), 2.19 (s, 3H), 2.00-1.80 (m, 8H). 

Example 2608 

A^(c/s-4-{[4-(Dlmethylamlno)-5,6-dlmethyipyrlmldln-2-ylJamino}cyclohexyl)-3Ktrifluoromethyl)benra 
trifiuoroacetate 



Step A: Synthesis of iV-(c/s-4.{[4-(dimethylamlno)-5,6-dlmethylpyrlmldln-2yl]amlno}-cyclohexyl). 
3-(trifluoromethyl)benzamide trifiuoroacetate. 

[0446] Using the procedure of Example 2607, the title compound was obtained as a white solid TFA salt. 

ESI MS m/e 436.4 M+H+ ; iH NMR (400 MHz, CD3OD) 6 8.16 (s, 1H), 8.12 (d, 1H, J = 7.6 Hz), 7.89 (d, 1H, J = 8.0 

Hz). 7.71 (t. 1H, J = 8.0 Hz), 4.16 (m, 1H), 4.05 (m. 1 H). 3.28 (s, 6H), 2.34 (s. 3H), 2.20 (s. 3H), 2.00-1.82 (m, 8H). 

Example 2609 

WK^?/«^K[4-(Dlmethylamlno)-5,6-dlmethylpyrimldln-2.yllanfilno}cydohexyl)-2-hyd 
trifiuoroacetate 



Step A: Synthesis of AKc/s^.{[4-{dlmethylamlno)-5,6-dimethylpyrlmldln-2yl]amlno}.cyclohexyl)- 
2-hydroxynlcotlnamlde trifiuoroacetate. 

[04471 To a solution of c/s-4-(4-dimethylamino-5.6-dlmethyl-pyrimidin-2-ylamino)-1 -aminocyclohexane (30 mg, 0. 1 1 
mmol) in 0.5 mL DMF was added 2-hydroxynicotinlc acid (15 mg, 0.11 mmol). DIEA (29.8 uL, 0.17 mmoi), and iHATU 
(52 mg. 0.14 mmol). The reaction mixture was stirred overnight and then 0.5 mL DMSO was added to the mixture. The 
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compound was then subject to purification by prep LCMS to yield A^(c/s^4.{[4-(dlmethylamjno).5.6-dlmethylpyrlmldin- 
2-yl]amino)cyclohexyl)-2-hydroxy nicotinamide trifluoroacetate (17 mg, 0.034 mmol, 31 %) as a white solid 
ESI m m/e 385.2 M+H+; 1H NMR (400 MHz, CD3OD) S 8.53 (dd, 1 H. = 7.2 Hz, = 2.0 Hz), 7.70 (dd 1 H = 6 4 
Hz, Jg = 2.0 Hz), 6.61 (t, 1 H. J = 6.8 Hz), 4.1 7 (m, 1 H), 4.01 (m, 1 H). 3.28 (s, 6H), 2.33 (s. 3H), 2.19 (s. 3H). 1 .98-1 .72 
(nn, 8H). 

Example 2610 

5-Bromo-A^(cte.4.{[4-(dlmethylamlno)-5,6<IImethylpyrimldin-2-yl]amlno}^^^ 
trifluoroacetate 

Step A: Synthesis of 5-Bromo.M(cte^{[4.(dlmethylamlno)-5,6^lmethylpyrlmldln-2-ynamlno}cyclo 
2-f uramide trifluoroacetate. 

[0448] Using a similar procedure of Example 2609, the title compound was obtained as a white solid TFA salt 
ESI MS m/e 436.2 M+H+; 1H NMR (400 MHz. CD3OD) 5 7.15 (d. 1H, J = 3.6 Hz), 6.63 (d. 1H. J= 3.2 Hz) 4 16 (m 
1 H), 3.99 (m, 1 H), 3.27 (s, 6H). 2.34 (s, 3H), 2.1 9 (s. 3H), 1 .98-1 .95 (m, 2H). 1 .89-1 .76 (m. 6H). 

Example 2611 

Afr{ci8.4-[(3,5-Dlmethoxybenzyl)amlno]cyclohexyl}-A^,/V<,5,6-tetramethylpyrimldin^^ bis- 
trifluoroacetate 

Step A: Synthesis of Af2-/c/s-4^(3,5-dimethoxyben2yl)amlnolcyclohexyl} -N*,N^5,6.tetramet^lylpy^lmidlne- 
2,4-dlamlne bis-trifluoroaeetate. 

[0449] To a solution of cls-4-(4-dimethylamlno-5,6-dimethyl-pyrlmidln-2-ylamlno)-1.aminocyclohexane(^^ 
mmol) in 0.5 mL MeOH was added 3,5-dimethoxybenzaldehyde (15.0 mg, 0.09 mmol). The mixture was stirred at room 
temperature for a half an hour and then sodium triacetoxyborohydride (84.8 mg, 0.4 mmol) was added. The mixture 
was stln-ed at room temperature ovemlght and then 0.5 mL of DMSO was added to the mixture. The compound was 
then subjected to purification by prep LCMS to yield A/^-/c/s-4-/^3,5-dimethoxybenzyl)amino]cyclohexyl}-A^, A^,5.6-te- 
tramethylpyrimidine-2,4-diamine bis-trifluoroacetate (24 mg, 0.037 mmol, 42%) as a white solid TFA salt 
ESI MS m/e 414.6 M+H+ ; iH NMR (400 MHz, CD3OD) 5 6.71 (d. 2H. J=2.0 Hz), 6.59 (t. 1H, J= 2.0 Hz). 4.28 (m, 1 
H), 4.21 (s. 2H), 3.84 (s, 6H), 3.28 (m, 1 H), 3.27 (s, 6H). 2.34 (s. 3H), 2.19 (s, 3H), 2.10-2.08 (m. 4H). 1 .85-1 .83 (m. 4H). 

Example 2612 

A^{c/s-4-[(3-Bronfiobenzyl)amlno]cyclohexyl)-A^».A^,5,6-tetramethylpyrlmidlne-^ bis- 
trifluoroacetate 

Step A: Synthesis of i^{c/s^[(3-bromobenzyl)amlnoIcyciohexyl}-W^,W*,5,6-tetramethylpyrlmldine- 
2,4<liamine bis-trifluoroacetate. 

[0450] Using the procedure of Example 2611 , the title compound was obtained as a white solid TFA salt 
ESI MS m/e 432.4 M+H-^; 1H NMR (400 MHz, CD3OD) 6 7.78 (s, 1 H), 7.68 (d, IH. J= 8.0 Hz), 7.54 (d. 1 H. J = 7 6 
Hz), 7.45 (t, 1 H. J = 4 Hz), 4.29 (m, 3H), 3.28 (m, 1 H), 3.27 (s. 6H), 2.34 (s, 3H). 2.20 (s. 3H), 2.11-2.09 (m, 4H), 
1.87-1.82 (m,4H). i • 

Example 2613 

WYc/s-4H£4.(Dimet»iylamlno>5,6-dimetiiyipyrlmldin-2-yl]amino}cyclohexyI)-N^(3-meti)oxyphenyn 
trifluoroacetate 

Step A: Synthesis of W-(c/s-4-{[4.(dlmethylamlno)-5,6-dlmethylpyrlmldln-2yllamlno}-cyclohexyl)-N 
-(3-methoxypiienyl)urea trifluoroacetate. 

[0451] To a solution of cis-4-(4-dimethylamino-5,6-dimethyl-pyrimidin-2-ylamino)-1 -aminocyclohexane (26,3 mg 0 1 
mmol) in 0.5 mL DMSO was added 3-methoxyphenyl Isocyanate (13.1 uL. 0.1 mmol). The mixture was stirred at room 
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temperature overnight and then 0.5 mL of DMSO was added to the mixture. The compound was then subject to puri- 
fication by prep LC MS to yield N-(cls-4-{[4-(dlmethylamlno)-5,6-dimethyl pyrimldln-2-yl]amlno}cyclohexyl)-N'-(3-meth- 
oxyphenyi)urea trifluoroacetate (28 mg, 0.053 mmol, 53%) as a white solid. 

ESI MS m/e 413.6 M+H^ ; iH NMR (400 MHz, CD3OD) 8 7.18 (m. 2H). 6.86 (dd. 1 H. J, = 8.0 Hz, = 2.0 Hz) 6 58 
(dd, 1H, J, = 8.4 Hz, = 2.4 Hz), 4.03 (m. IH). 3.82 (m, IH), 3.79 (s, 3H), 3.27 (s, 6H), 2.33 (s, 3H), 2.19 (si 3H) 



Example 2614 



AK3,5-Dlfluorophenyl)-N'-(c/s-4-H4-{dlmethylamlno)-5,6<llmethylpyrlmldin-2.^ 
trifluoroacetate 

Step A: Synthesis of AH3.5-dlf luorophenyl)-N^(c/s.4.}[4-(dlmethylamino).5,6-dlmethylpyrlmldln-2-ylla 
cyclohexyl)urea trifluoroacetate. 

[0452] Using the procedure of Example 2613, the title compound was obtained as a white solid TFA salt 

ESI MS m/e 419.3 M+H* ; 1H NMR (400 MHz, CD3OD) 5 7.08-7.03 (m. 2H). 6.55-6.49 (m. 1 H). 4.04 (m, 1 H). 3.81 (m 

1 H), 3.28 (s, 6H), 2.33 (s. 3H). 2.20 (s. 3H), 1 .93-1 .73 (m, 8H). v , 

Example 2615 

1-(4.Chlorophenyl).N-(cls-4-; [4-(dimethylamlno)-5-methyipyrimidin-2-yi]amlno}cyclohexyl) 
cyclobutanecarboxamide trifluoroacetate 

Step A: Synthesis of 1-(4-chlorophenyl)-N-(ci8-4-1[4-(dlnfiethylamlno)-5-methylpyrimldln-2.yl)am 
cyclohexyl)cyclobutanecarboxamlde trifluoroacetate. 

[0453] To a solution of cjs-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-1-aminocyclohexane (35 mg, 0.14 
mmol), 1 -{4-chlorophenyl)-cyclobutanecarboxyiic acid (30 mg, 1 eq.) In DCM (2 mL) was added HATU (58 mg. 1 .'1 eq.) 
and followed by EtgN (40 ^L, 2 eq.). The reaction was stln-ed at room temperature for 4 h, and completion of the reaction 
was confimned by LCMS. After removal of the volatile solvent, the residue was purified by prep-HPLC to give 32 mg 

(41 %) of 1 -(4-chlorophenyl)-N-(c/s-44[4-(dimethylamlno)-5-methylpyrimidin-2.yl]amino}cyclohexyl)cyclobutane^^ 
boxamide trifluoroacetate as a white solid. 

ESI MS m/e 442 M + H^ 1H NMR (400 MHz. CDCI3) 5 13.6 (bs, 1 H). 8.38 (d, 1 H. J = 7.2 Hz). 7.32-7.22 (m 5 H) 
6.76 (d, 1 H, J - 8.8 Hz), 4.09 (bs, 1 H), 3.81 (m, 1 H), 3.26 (s, 6 H), 2.77 (m, 2 H). 2.44 (m. 2 H), 2.22 (s, 3 H). 2 02 
(m, 1 H), 1 .86 (m, 1 H), 1 .65-1 .50 (m, 8 H). / v 1 /. 



Example 2616 



2-(4-Chlorophenyl).W.(c/s-4.{[4-(dlmethylamlno).5-methylpyrlmldln-2-yllamlno}cyclohexyl)- 
2-methylpropanamlde trifluoroacetate 

Step A: Synthesis of 2.(4-chlorophenyl)-iS^(c/s-4-a4.(dlmethylamlno)-5-methylpyrlrnldln-2-yllaml^ 
cyclohexyl)-2-methylpropanamide trifluoroacetate. 

[0454] Using the procedure of Example 261 5, the title compound was obtained 

ESI MS m/e 430 M + H^ 1H NMR (400 MHz. CDCI3) « 13.3 (bs. 1 H), 8.21 (d, 1 H, J = 7.6 Hz), 7.28 (bs, 4 H), 7 22 
(m. 1 H). 5.67 (d. 1 H. J = 8.4 Hz). 4.09 (bs. 1 H). 3.85 (m, 1 H), 3.26 (s. 6 H), 2.22 (s. 3 H). 1.71-1.61 (m, 6 H), 1.54 
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Example 2617 

2-[3,5-bi8(Trmuoromethyl)phenyl]-N-(cis-4-{[4-(dImethylamino)-5-methylpyrimi^ 
2-methylpropanaiiiide trif luoroacetate 

Step A: Synthesis of 2-[3,5-bi8(trifluoromethyl)phenyl]-N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimldm 
amino}cyelohexyl)-2-methylpropanamide trtfluoroacetate. 

[0455] Using the procedure of Exampie 261 5, the title compound was obtained. 

ESI MS m/e 532 M + H+; NMR (400 MHz. CDCI3) 5 13.9 (bs, 1 H), 8.68 (d, 1H. J= 7.6 Hz). 7.78 (s. 2 H), 7.72 (s, 1 
H), 7.21 (d. 1 H, J= 4.4 Hz), 6.1 4 (d, 1 H. •/= 8.4 Hz). 4.20 (bs, 1 H), 3.93 (m, 1 H), 3.26 (s, 6 H), 2.22 (s. 3 H), 1 .77-1 .56 
(m, 8H). 1.61 (s, 6H). 

Example 2618 

2-[3,5-bls(Trlfluoromethyl)phenyl]-N-(cis-4-{[4-(dlmethy!amlno)-5-methylpyrlmldln-2-yi]amino}^^ 
acetamlde trtfluoroacetate 

Step A: Synthesis of 2-[3,5-bls(trifluoromethyl)pheriyl]-N-(cl8-4-{[4-(dlmethyiamino)-5-methylpyrimldin-2-yl] 
amino}cyclohexyl)acetamlde trtfluoroacetate. 

[0456] Using the procedure of Example 2615, the title compound was obtained. 

ESI MS m/e 504 M + H+; ^H NMR (400 MHz, CDCI3) 8 13.8 (bs, 1 H). 8.51 (d, 1 H, J = 7.8 Hz), 7,78 (s, 2 H), 7.73 (s. 
1 H). 7.22 (m, 1 H), 5.87 (d, 1 H, J = 8.0 Hz), 4.15 (bs, 1 H), 3.96 (m. 1 H). 3.62 (s. 2 H), 3.28 (s, 6 H), 2.24 (s, 3 H), 
1. 80-- 1.65 (m.8H). 

Example 2619 

1-(4-Chloropheriyl)-N-(ci8-4-{[4-(dimethylamlno)-6Hnethyipyrimldin-2-yl]amino}cyclohexyl) 
cyclopropanecarboxamlde trlfluoroacetate 

Step A: Synthesis of 1-(4-Chlorophenyl)-N (cls-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amino} 
cyclohexyl)cyclopropanecart>oxamlde trlfluoroacetate. 

[0457] To a solution of cfe-4-(4-dlmethylamino-6-methyl-pyrimldin-2-ylamlno)-1-aminocyclohexane (36 mg. 0.14 
mmol), 1-(4-chlorophenyl)-cyclopropanecarboxyllc acid (31 mg, 1 eq.) In DCM (2 mL) was added HATU (60 mg, 1.1 
eq.) and followed by EX^t^ (40 ^L, 2 eq.). The reaction was stin-ed at room temperature for 4 h, and completion of the 
reaction was confimried by ESI MS. After removal of the volatile solvent, the residue was purified by prep-HPLC to give 
45 mg (72 %) of 1-(4-Chlorophenyl)-A/-(c/s-4-{[4-(dimethylamlno)-6-methylpyrimldln-2-yl]amino}cyclohexyl)cyclopro- 
pane carboxamlde trlfluoroacetate as a white solid. 

ESI MS m/e 428 M + H+; ^H NMR (400 MHz, CDCI3) 8 13.4 (bs, 1 H), 8.61 (d, 1 H. J = 7.2 Hz). 7.32 (m, 4 H), 5.70 (s, 
1 H), 5.46 (d, 1 H, J = 8.0 Hz). 4.04 (bs, 1 H), 3.79 (m, 1 H), 3.21 (s, 3 H), 3.10 (s. 3 H), 2.31 (s. 3 H), 1.68--1.47 (m. 
9H). 1.22(m. 1 H), 1.00(m, 2H). 

Example 2620 

1-(4-Chlorophenyl)-N-(c/s-4-{[4-(dimethylamlno)-6-methylpyrlmldln-2-yl]amino}cyclohexyl) 
cyclobutanecarboxamide trlfluoroacetate 

Step A: Synthesis of 1-(4-chlorophenyl)-^(c/s-4-{[4*(dimethylamlno)-6-methylpyrlmldln-2-yl]amlno} 
cyclohexyl)cyclobutanecarboxamide trlfluoroacetate. 

[0458] Using the procedure of Example 261 9, the title compound was obtained. 

ESI MS m/e 442 M + H+; ^H NMR (400 MHz. CDCI3) 6 13.1 (bs. 1 H). 8.41 (d, 1 H, J = 7.6 Hz), 7.28 (s. 4 H), 5.96 (d. 
1 H. J = 8.8 Hz). 5.72 (s, 1 H). 4.14 (bs, 1 H), 3.82 (m. 1 H). 3.21 (s. 3 H), 3.11 (s. 3 H). 2.77 (m, 2 H). 2.44 (m. 2 H). 
2.31 (s, 3 H). 2.01 (m. 1 H). 1 .83 (m, 1 H). 1 .70-1 .50 (m. 8 H). 
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Example 2621 

1- (2ADichlorophenyl)-N-(c/^-{[4-(dfmethylamino)-6-methylpyrlmidIn-2-yi]am 
cyclopropanecarboxamide trifluoroacetate 

Step A: Synthesis of 1-(2,4<llchlorophenyl)-/^(c/s4-{[4-(dimethylamino)-6-methylpyrimidin-2-yq 
cyclohexyl)cyclopropaneearboxamide trifluoroacetate. 

[0459] Using the procedure of Example 261 9, the title compound was obtained. 

ESI MS m/e 462 M + H+: NMR (400 MHz, CDCI3) 5 13.4 (bs, 1 H), 8.54 (bs, 1 H), 7.43 (s. 1 H), 7.28 (d. 1 H, J = 

8.4 Hz), 7.26 (d, 1 H. J = 8.0 Hz), 5.70 (s, 1 H), 5,39 (d, 1 H, J = 8.0 Hz), 4.06 (bs, 1 H), 3.84 (m. 1 H), 320 (s, 3 H), 
3.10 (s, 3 H), 2.30 (s, 3 H), 1 .69-^1.62 (m, 8 H), 1.50 (m, 2 H), 1.01 (m, 2H). 

Example 2622 

2- [3,5-bl8(TVifluoromethyOphenyq-M(c/s-4-{[4-(dimethylamlno)-6-methylpyrtmidin-2-yl]amlno}cy^^ 
2-methylpropanamide trifluoroacetate 

Step A: Synthesis of 2-[3,5-bis(trlfluoromethyl)phenyl]-/V-(c/9^{[4-(dlmethylamirio)-6-methylpyrlmldln-^^^ 
amino}cyclohexyl>-2-methylpropanamlde trifluoroacetate. 

[0460] Using the procedure of Example 261 9, the title compound was obtained. 

ESI MS m/e 532 M + H"^; ^H NMR (400 MHz, CDCI3) 6 13.8 (bs, 1 H), 8.80 (d, 1 H, J = 8.4 Hz), 7.79 (s, 2 H). 7,72 (s, 
1 H). 6.20 (d, 1 H, J - 8.4 Hz). 5.70 (s, 1 H). 4.24 (bs. 1 H), 3.94 (bm, 1 H). 3.22 (s. 3 H). 3.10 (s, 3 H). 2.30 (s, 3 H). 
1.79-1.60 {m.8H), 1.61 (s, 6 H). 

Example 2623 

2-(3,4Kilnuorophenyi)-/f(c/s-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohexyi)- 
2-hydroxyacetamlde hydrochloride 

Step A: 2-(3,4-difluorophenyl)-M^(c/^-{[4-(dimethylamino)-5-methyipyrimidin-2-yi]amlno}cyclohexyi)- 
2-hydroxyacetamide hydrochloride. 

[0461] To a solution of c/s-4-(4-dlmethylamino-5-methyl-pyrimidln-2-ylamlno)-1-amlnocyclohexane (43 mg, 0.17 
mmol), 3,4-dlfluoro mandelic acid (34 mg, 1 eq.) in DCM (2 mL) was added HATU (68 mg, 1.1 eq.) and followed by 
EIqN (50 ^iL, 2 eq.). The reaction was stirred at room temperature for 4 h and quenched. After removal of the volatile 
solvent, the residue was purified by column chromatography (DCM : MeOH = 100 : 0 to 94 : 6). 28 mg (39 %) of the 
product was isolated and converted into HCt salt. 

ESI MS m/e 420 M + H-^; ^H NMR (400 MHz, CDCI3) 8 8.48 (d, 1 H, J= 8.0 Hz). 7.39-- 7.20 (m, 3 H). 7.04 (m, 1H), 

5.05 (s, 1 H). 4.08 (bs, 1 H), 3.89 (bs, 1 H). 3.26 (s, 6 H), 2.22 (s, 3 H), 1 .78-1 .60 (m, 8 H), two exchangeable protons 
(-NH- and -OH) were not detected. 

Example 2624 

M4c/s-4-{[4-(Dlmethylamlno)-5Hiiethylpyrimidin-2-yl]amino}cyclohexyl)-2-hydroxy-2-[3-(trlfluo 
phenyi]acetamlde 

Step A: Synthesis of AHc/s-4-{[4-(dlmethylamlno)-5-methylpyrlmidln-2-yl]amlno}-cyclohexyl)-2-hydroxy- 
2-[3-(trlfiuoromethyl)phenyl]acetamide. 

[0462] Using the procedure of Example 2623, the title compound was obtained. 

ESI MS m/e 452 M + H+; ^H NMR (400 MHz, CDCI3) 5 7.83 (bs, 1 H), 7.22 (s, 1 H), 7.65 (d, 1 H, J = 8.0 Hz), 7.51 (d, 
1 H, 7= 8.0 Hz), 7.42 (t, 1 H, J = 8.0 Hz), 7.22 (s, 1 H), 7.00 (d, 1 H, J=8.0 Hz), 5.10 (s, 1 H), 4.04 (bs, 1 H), 3.89 (bs, 
1 H). 3.20 (s. 6 H), 2.18 (s, 3 H), 1 .78-1 .64 (m. 8 H). one exchangeable proton (-OH) was not detected. 
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Example 2625 

N-(cls-4.{[4-(Dimethylamlno)-5HTiethylpyrimldln-2-yl]amlno}cyclohexyl)^^^^ 
acetamide 

Step A: Synthesis of N-(cls-4.{[4-(dimethylamlno)-5-methylpyrlmldln-2-yl]amino}-cyclohexyl)-2-hydroxy- 
2-(4-methoxyphenyi)acetamide. 

[0463] Using the procedure of Example 2623, the title compound was obtained. 

ESI MS m/e 414 M + H+: NMR (400 MHz, CDCI3) 5 8.72 (d. 1 H, J = 8.8 Hz). 7.31 (d, 2 H. J = 8.4 Hz), 7.22 (s, 1 
H), 6.83 (d. 2 H, J = 8.4 Hz), 6.78 (d, 1 H, J = 7.6 Hz), 4.98 (s, 1 H). 4.06 (bs, I H), 3.90 (bs. 1 H). 3.76 (s. 3 H). 3.25 
(s, 6 H), 2.20 (s, 3 H), 1 .78-1 .64 (m, 8 H. 

Example 2626 

2-(3-Chlorophenyl)-M^(c/8-4-{[4-(dlmethylamino)^i-methylpyrlmldin-2-yl]amino}cycto 
2-hydroxyacetamlde 

Step A: Synthesis of 2-(3-chlorophenyl)-A^(c/s-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amlno} 
cyclohexyl)-2-hydroxyaoetamlde. 

[0464] Using the procedure of Example 2623, the title compound was obtained. 

ESI MS m/e 418 M + H+; ^H NMR (400 MHz, CDCI3) 58.63 (bs, 1 H). 7.44 (s, 1 H). 7.33 (m, 1 H), 7.21 (m, 2 H), 7.12 
(bs, 1 H), 5.03 (s, 1 H). 4.08 (bs. 1 H), 3.88 (bs, 1 H), 3.24 (s, 6 H), 2.19 (s, 3 H). 1.78-1.63 (m. 8 H). 

Example 2627 

2-(2,3-Dlfluorophenyl)-AHc/s-44[4-(dlmethylamlno)-5-methylpyrlmidln-2-yllamlno}^^ 
2-hydfoxyacetamlde 

Step A: Synthesis of 2-(2,3-dlfluorophenyl)-iV-(ci8-4.{[4-(dimethylamlno)-5.methylpyrlmldin-2-yl]amino} 
cyclohexyl)-2-hydroxyacetamlde. 

[0465] Using the procedure of Example 2623, the title compound was obtained. 

ESI MS m/e 420 M + H+; 1H NMR (400 MHz. CDCI3) 6 7,26 (s, 1 H), 7.14 (m, 1H), 7.06 (m, 2 H), 6.73 (d, 1 H, J = 8.0 
Hz), 5.32 (s. 1 H), 4.06 (bs. 1 H), 3.93 (bs, 1 H), 3.22 (s, 6 H), 2.20 (s, 3 H), 1.78-1.64 (m, 8 H). 

Example 2628 

AHc/^-{[4-(Dlmethylamtno)-5-methylpyrimldln-2-yl]amlno}cyclohexyi)-2-(trlfluoromethyl) 
benzenesulfonamlde hydrochloride 

Step A: Synthesis of /VKc/s^-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yl]amlno}-<:yclohexyl)- 
2-(trlfluoromethyl)benzenesulfonamide hydrochloride. 

[0466] To a solution of cls-4-(4-dimethylamlno-5-methyl-pyrimidln-2-ylamino)-1-aminocyclohexane (45 mg, 0.18 
mmol) in IPA (2 mL) was added 2-trifluoromethyl benzenesulfonyl chloride (44 mg. 1 eq.) and followed by DIEA (50 
[aL, 2 eq.). The reaction was stirred at room temperature for 1 .5 h under an inert atmosphere, and the progress of the 
reaction was monitored by ESI MS. The reaction was diluted with DCM (7 mL), washed with saturated NaHCOa (1 x 
5 mL) and water (1x5 mL), and concentrated. The crude product was purified by column chromatography (DCM : 
MeOH = 100 : 0 to 95 : 5). 31 mg (38 %) of the product was isolated and converted into HCI salt. 
ESI MS m/e 458 M + H+; iH NMR (400 MHz. DMSO-dg) 8 12.2 (bs, 1 H). 8.13 (m. 2 H). 8.06 (d, 1 H. J = 6.0 Hz). 7.93 
(d. 1 H, J = 8.0 Hz). 7.87 (t, 1 H, J = 7.6 Hz). 7.79 (t. I H, J = 7.6 Hz). 7.62 (bs, 1 H), 3.78 (bs, 1 H). 3.22 (s, 6 H), 3.21 
(bs, 1 H), 2.20 (s, 3 H), 1 .78-'1 .54 (m, 8 H). 
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Example 2629 

4-Chloro-W-(cls-4-{[4-(dlmethylamino)-5-methylpyrimldln-2-yQamino}cyclohex^ 
hydrochloride 

Step A: Synthesis of 4-chloro-W^(cls-4-{I4-(dlmethylamlno)-5-methylpyrlmldln-2-yl]amlno}cycl^ 
benzenesulfonamlde hydrochloride. 

[0467] Using the procedure of Example 2628, the title compound was obtained. 

ESI MS m/e 424 M + H"^; NMR (400 MHz. DMSO-ty 8 11 .9 (bs. 1 H). 7.92 (bs, 1 H). 7.83 (s. 1 H. overlapped with 
the doublet of 7.81 ppm). 7.81 (d, 2 H. J = 8.4 Hz). 7.64 (d, 2 H, J= 8.4 Hz), 7.68 (bs, 1 H), 3.74 (bs, 1 H), 3.21 (s, 6 
H), 3,08 (bs. 1 H). 2.20 (s, 3 H), 1 .70'-1 .44 (m, 8 H). 

Example 2630 

2-Bromo-JV-(c/s^{[4-(dlm0thylamlno)-5-methylpyrimldln-2-yl]amlno}cyclohexyl>*enzenesute 
hydrochloride 

Step A: Synthesis of 2-bromo-A^(c/s-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yl]amlno}cyclohexyl) 
benzenesulfonamlde hydrochloride. 

[0468] Using the procedure of Example 2628, the title compound was obtained. 

ESI MS m/e 468 M + H+; NMR (400 MHz, DMSO-d^ 8 11 .9 (bs. 1 H). 8.00 (d, 1 H, J= 7.2 Hz), 7.92 (bs, 1 H), 7.82 
(d. 2 H. J = 7.6 Hz), 7.59-7.48 (m, 3 H), 3.73 (bs. 1 H). 3.21 (s, 6 H). 3.20 (bs. 1 H). 2.20 (s. 3 H). 1 .72 (m. 2 H), 1 .58 
(m, 6 H). 

Example 2631 

/Hcl8-4-{[4-(Dlmethylamlno)-5-methylpyrlmidln-2-yl]amlno}cyclohexyl)thlophene-2-sulfonamW^ 
hydrochloride 

Step A: Synthesis of W4cls-4-{[4-(dlmethylamlno)-5-methylpyrlmidln-2-yl]amlno}-cyclohexyl)thiophene- 
2-sulfbnamlde hydrochloride. 

[0469] Using the procedure of Example 2628, the title compound was obtained. 

ESI MS m/e 396 M + H+; ^H NMR (400 MHz. DMSO-dg) 8 12.1 (bs, 1 H), 7.99 (bs, 1 H). 7.92 (bs, 1 H), 7.88 (d. 1 H, 
J = 4.8 Hz). 7.60 (bs, 1 H), 7.67 (d, 1 H. J = 2.8 Hz), 7.14 (t. 1 H. J = 4.8 Hz), 3.75 (bs, 1 H), 3.22 (s, 6 H), 3.17 (bs, 1 
H). 2.20 (s. 3 H), 1 .70^1 .51 (m, 8 H). 

Example 2632 

/V*,/V*,5-Trlmethyl-A^(cis-4-{[3-(trlfluon>methyl)benzynamino}cyclohexyl)pyrlmldl^ 
bistrifluoroacetate 

Step A: Synthesis of /V*,Ar*,5-trlmethyl-APKci«-^{P-(trlfluoromethyl)benzyllamlno}-cyclohexy 
2,4-diamlne bistrifluoroacetate. 

[0470] A solution of cis-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-1-aminocyciohexane (31 mg,0.12mmol) 
and 3-trifluoromethyl benzaldehyde (22 mg, 1 eq.) in MeOH (1 .5 mL) was stirred at room temperature for 4 h. NaBH 
(0Ac)3 (85 mg, « 4 eq.) was added into the reaction, and the reaction was stinred overnight. The reaction was quenched 
with water, extracted with DCM. concentrated, and purified by prep-HPLC. 35 mg (54 %) of N^,N4,5-trimethyl-N2-(cis- 
4-{[3-(trifluoromethyl)benzyl]amino}cyclohexyl)pyrimidine-2.4-diamine bistrifluoroacetate was Isolated as a white pow- 
der. 

ESI MS m/e 408 M + H+; ^H NMR (400 MHz. CDCI3) 8 13.7 (bs, 1 H). 9.70 (bs. 2 H), 8.60 (d, 1 H, J = 8.8 Hz), 7.70 
(m, 2 H). 7.59 (d, 1 H. J = 8.0 Hz). 7.48 (t, 1 H, J = 8.4 Hz), 4.31 (m. 1 H). 4.23 (s, 2 H), 3.30 (m. 1 H), 3.29 (s. 6 H). 
2.25 (s. 3 H), 2.05 (m. 2 H), 1 .93 (m. 4 H), 1 .64 (m. 2 H). 
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Example 2633 

^^-^c/s-4-/I4-(Dlfluo^omethoxy)ben2y^amino)cydohexyl)-N^N^5-^^^ 
blstriftuoroacetate 

Step A: Synthesis of N2-(cls.4.fl4-(dlfluoromethoxy)benzyl]amlno}cyclohexyl)-N*,N* 5-trlmethylpyrlm 
2,4-dlamlne bistrlfluoroacetate. 

[04711 Using the procedure of Example 2632, the title compound was obtained. 

ESI MS m/e 406 M + H+; NMR (400 MHz, CDCI3) 5 13.8 (bs, 1 H), 9.60 (bs, I H). 8.60 (d. 1H, 8.8 Hz), 7.46 (d. 
2 H, J= 8.8 Hz), 7.24 (s, 1H), 7.07 { d, 2 H. J = 8.8 Hz), 6.48 (t. 1 H, Jp.H = 73.6 Hz), 4.31 (m, 1 H). 4.15 (s, 2 H). 3.40 
(bs, 1 H), 3.29 (s, 6 H), 2.24 (s. 3 H), 2.05 (m, 2 H). 1 .90 (m, 4 H). 1 .63 (m, 2 H). 

Example 2634 

A^{cJ^4-[(3-Bromo-4.methoxybenzyl)amlno]cyclohexyl)-A/*.iV*,5-trimethylp 
bistrlfluoroacetate 

Step A: Synthesis of Af2->:/s-4-f^34>«>mo-4^eflioxyde#i^^ 
2,4-dlamlne bistrlfluoroacetate. 

[0472] Using the procedure of Example 2632, the title compound was obtained. 

ESI MS m/e 448 M + H+: ^H NMR (400 MHz, CDCI3) 8 13.8 (bs, 1H), 9.44 (bs, 1H), 8.57 (d, 1 H, J = 8.0 Hz), 7.58 (d. 
1 H, J = 2.4 Hz), 7.41 (dd, 1 H, J = 8.8 and 2.0 Hz). 7.24 (s, 1 H), 6.86 ( d, 1 H, J = 8.0 Hz). 4.29 (m, 1 H). 4.07 (s. 2 H), 
3.86 (s. 3 H). 3.28 (s, 6 H), 3.25 (bs, 1 H). 2.24 (s, 3 H). 2.05-'1 .85 (m, 6 H), 1 .64 (m, 2 H). 

Example 2635 

i^(3ADIchlorophenyl)-Af-(c/s-4-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yllamlno}cyclohe^ 
methylglyclnamide bistrlfluoroacetate 

Step A: Synthesis of 2-bromo-N-[4-(4-dlmethylamlno-5-methyl-pyrlmldln-2-ylamino)-cyclohexyl]-acetamlde. 

[0473] cis-I4-(4-dimethylamino-5-methyl-pyrimidln-2-ylamlno) cyclohexyll-carbamic acid te/t-butyl ester (3.5 g. 1 4.0 
mmol) was dissolved in 20 mL of methylene chloride, and cooled to O'C in an Ice bath. Bromo-acetyl bromide (1 .26 
mL, 14.0 mmol) was added dropwise into the stln-ing solution over the ice bath. The reaction mixture was stinred at 
room temperature for 10 minutes. Methylene chloride was evaporated off to yield 2-bromo-W-[4-(4-dimethylamino- 
6-methyl-pyrimidin-2-ylamino)-cyclohexyI]-acetamlde as a pinkish crude solid. (6.1 g, 95%). 

ESI MS myz 370.1 (M + H+) ; ^H NMR (400 MHz, CDCI3) 8 12.20 (s, 1 H), 8.21 (d. J = 72 Hz, 1 H). 6.86 (d. J = 6.8 Hz. 
1H), 4.15 (s, 1H), 3.97-3.89 (m, 3H), 3.31 (s, 6H), 2.27 (s, 3H), 1.93-1.72 (m. 8H). 

Step B: Synthesis of Af^(3,4-dlchlorophenyl)-A^(c/s-4-{I4-(dimethyiamino)-5-methylpyrlmldln-2-yl]a 
cyclohexyl)-^methylglycinamlde bistrlfluoroacetate. 

[0474] 2-Bromo-W^[4-(4-dimethylamino-5-methyl-pyrlmidln-2-ylamino)-cyclohexyl]-acetamide (50 mg, 0.135 mmol) 
and (3,4-dichloro-phenyl)-methyl-amlne (48 mg, 0.270 mmol) were dissolved In 0.8 mL of DMF. The reaction mixture 
was heated via Smith Synthesizer at 180**C for 50 minutes. The cmde was purified by HPLC to give N2-(3,4-dichlo- 
rophenyl)-N-(cis-4^[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino}cyclohexyl)-A^-methylglycinamide bistrlfluoroa- 
cetate as a white solid. (12.8 mg. 18%) 

ESI MS m/z 465.3 (M 4 H-^) ; ^H NMR (400 MHz, CDCI3) 5 8.75 (d, J= 6.0 Hz. 1H). 6.80 (d, J= 2.8 Hz. 1 H), 6.67-6.65 
(m. 1 H). 6.57 (dd, J = 9.0, 3.0 Hz, 1 H), 4.13 (s, 1 H), 3.98 (s. 1 H), 3.86 (s, 2H). 3.29 (s, 6H), 3:06 (s, 3H), 2.25 (s, 
3H). 1.73-1.62 (m, 8H). 



326 



EP1464 335 A2 



Example 2636 

Af-[((1/?,3S)-3-{[4-(Dlmethylamino)-5-methylpyrimidin-2-yl]amlno)cyclopenty^ 
nicotinamide trifluoroacetate 

Step A: Synthesia of (3-{[(2-Chloro-pyridine-3-carbonyl)-amlno]-methyl}-cyclopentyO-carbamic acid tert-butyi 
eater. 

[0475] (3-Aminonnethyl-cyclopentyl)-carbamic acid tert-butyl ester (0.050 g. 0.23 mmol), 2-chloronicotinoyl chloride 
(0.041 g, 0.23 mmol), and diisopropylethylamine (0.061 mL, 0.34 mmol) were combined in dlchloromethane (2.00 mL) 
at ambient temperature and stirred 1 8 hrs. The mixture was concentrated and purified by flash silica chromatography 
(5% methanol In ethyl acetate) to give (3-{[(2-chloro-pyridlne-3-carbonyl)-amino]-methyl}-cyclopentyl)-carbamic acid 
tert-butyl ester (0.035 g, 43%) as a solid. 

ESI MS m/e 354, M + H+; NMR (400 MHz, CDCI3) 5 8.47 (dd, J^a = 1 .5 Hz, Jab = 4.7 Hz, 1 H), 8.11 (dd, J&a = 1 .5 
Hz, Jab = 7.6 Hz, 1H), 7.35 (dq, Jaa = 1 .2 Hz, Jab = 4.8 Hz, Jac = 7.6 Hz, 1H), 6.56 (bs, 1H), 4.59 (bs, 1 H), 3.97 (m, 
1H), 3.48 (m. 2 H), 2.27 (m, 2 H), 1 .94 (m, 2 H), 1 .49 (m, 1 H), 1 .44 (s, 9 H), 1 .25 (m, 2 H). 

Step B: Synthesis of AH3*Amino-cyciopentylmethyl)-2-(4-fluoro-phenoxy)-nicotinamide. 

[0476] (3-{[(2-Chloro-pyridlne-3-carbonyl)-amino]-methyl}-cyclopentyl)-carbamlc acid tert-butyl ester (0.23 mmol), 
4-fluorophenol (0.026 g, 0.23 mmol), cesium carbonate (0.152 g, 0.46 mmol), and dioxane (2.00 mL) were combined 
and heated to 180'»C for 1 hr. utilizing a SmithSynthesizer microwave apparatus. Trifluoroacetic acid (3.00 mL) was 
added and the mixture stirred 1 8 hrs. Then it was concentrated, neutralized with saturated aqueous NaHCOg, extracted 
with dlchloromethane, and concentrated to give N-(3-amlno-cyclopentylmethyl)-2-(4-fluoro-phenoxy)-nicotinamide as 
the crude product. 

ESI MS m/e 330, M + H+; ^H NMR (400 MHz, CDCI3) 6 8.52 (dd, Jaa = 1 .0 Hz, Jab = 7.6 Hz, 1 H), 8.19 (dd, Jaa = 1 .9 
Hz, Jab = 3.9 Hz, 1 H). 8.06 (t, J = 5.8 Hz, 1 Hz), 6.91 (t, J = 8.2 Hz, 1 H), 6.77 (dd, Jaa = 3.6 Hz, Jab = 3.2 Hz, 1 H), 
3.62 (m. 2 H), 2.26 (m, 2 H), 2.05 (m. 1 H). 1.81 (m, 2 H). 1.62 (m, 1 H), 1.48 (m. 2 H). 

Step C: Synthesis of ^((1 A,35)-3-{[4-(dimethylamino)-5-methyipyrimidin-2-yi]-amino) cyciopentyl) methyi]- 
2-(4-fluorophenoxy)nicotinamide trifluoroacetate. 

[0477] 5-Methyl-4-dlmethylamino-2-chloropyrimldine (0.040 g, 0.23 mmol), W-(3-amino-cyclopentylmethyl)- 
2-(4-fluoro-phenoxy)-nlcotlnamlde (0.23 mmol), dlisopropyl-ethylamine (0.061 mL, 0.34 mmol), and isopropanol (2.00 
mL) were combined and heated to 180°C for 2 hrs. utilizing a SmithSynthesizer microwave apparatus. The mixture 
was then purified by prep LCMS (gradient: 1 5-95% acetonitrile-water with 0.05% TFA) to give N-[((1 fl,3S)-3-{[4-(dimeth- 
ylamino)-6-methylpyrimldin-2-yl]amino}cyclopentyl) methyl]-2-(4-fluorophenoxy)nicotinamide trifluoroacetate as a 
white solid (0.018 g, 13.5% over two steps). 

ESi MS m/e 465, M + H+; ^H NMR (400 MHz, DMSO-dg) 5 11.63 (bs, 1 H), 8.44 (t, J =5.7 Hz, I H), 8.16 (dd, Jaa = 1.9 
Hz, Jab = 4.8 Hz, 1 H), 8.04 (dd, Jaa = 1.8 Hz, Jab = 7.4 Hz, 1 H). 7.98 (bs, 1 H), 7.53 (s, 1 H), 7.25-7.19 (m, 2 H), 
4.08 (bs, 1 H), 3.22 (s, 6 H), 2.53 (s, 3 H), 2.19 (m, 2 H), 1 .95 (m, 1 H), 1 .71 (m, 1 H), 1 .54 (m, 2 H), 1 .46 (m, 2 H), 
1.22 (m. 2 H). 

Example 2637 

AK((1''>3S)-3-{[4-(Dimethylamino)-5-methylpyrimidin*2-yl]amlno}cyclopentyl)methyi]-6-(2-methoxyphe 
nicotinamide trifiuoroacetate 

Step A: Synthesis of (3-{[(6-Chioro-pyridine-3-carbonyi)-amlno]-methyl}-cyclopentyl)-carbamlc acid tert-butyl 
ester. 

[0478] (3-Aminomethyl-cyclopentyl)-carbamlc acid tert-butyl ester (0.050 g, 0.23 mmol), 6-chloronicotlnoyl chloride 
(0.041 g, 0.23 mmol), and diisopropylethylamine (0.061 mL, 0.34 mmol) were combined In dlchloromethane (2.00 mL) 
at ambient temperature and stirred 18 hrs. The mixture was concentrated and purified by flash silica chromatography 
(5% methanol in ethyl acetate) to give an orange gel. 

ESI MS m/e 354, M + H+: ^H NMR (400 MHz, CDCI3) 5 8.75 (d, J = 2.1 Hz, 1 H), 8.09 (dd. Jaa = 1.8 Hz, Jab = 8.3 Hz, 
1 H), 7.41 (d, J = 8.3 Hz, 1 H), 6.48 (bs. 1 H), 4.65 (d. J = 8 Hz, 1 H). 3.92 (m. 1 H), 3.46 (m, 2 H), 2.25 (m. 2 H). 1,98 
(m, 2 H). 1.81 (m, 1 H). 1.47 (s, 9 H). 1.18 (m. 2 H). 
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Step B: Synthesis of N-[((1R,3S)-3*{[4-(dimethyiamlno)-5-methylpyrimidin-2-yl]amino}cyclopentyl)methy^ 
6-(2-methoxyphenoxy)nlcotlnamide trifluoroacetate. 

[0479] (3-{[(6-Chloro-pyridlne-3-cailDonyl)-amlnol-methyl}-cyclopentyl)-caita^ acid tert-butyl ester (0.23 mmol), 
2-methoxyphenol (0.029 g, 0.23 mmol) , cesium carbonate (0.1 52 g, 0.46 mmol), and dioxane (2.00 mL) were combined 
and heated to 180°C for 1 hr. utilizing a SmithSynthesizer microwave apparatus. Trifluoroacetic acid (3.00 mL) was 
added and the mixture stirred 1 8 hrs. Then it was concentrated, neutralized with saturated aqueous NaHC03, extracted 
with dichloromethane, and concentrated to give a foam. 5-Methyl-4-dlmethylamino-2-chloropyrlmldine (0.040 g, 0.23 
mmot), diisopropylethylamine (0.061 mL, 0.34 mmol), and isopropanol (2.00 mL) were added and the combined mixture 
was heated to 180 °C for 2 hrs utilizing a Smith synthesizer microwave apparatus. The mixture was then purified by 
prep-LCMS (gradient: 15-95% acetonitrlle-waterwith 0.05% TFA) to give N-[((1R,3,S)-3-{[4-(dlmethylamlno)-5-meth- 
ylpyrlmldin-2-yl]amino}cyclopentyl)methyl]-6-(2-methoxyphenoxy)nlcotlnamide trifluoroacetate as a white solid (0.011 
g, 8.1% over four steps). 

ESI IVIS m/e 477, M + H-^; NMR (400 IVIHz, DMSO-dg) 6 9.05 (bs, 1H), 8.63 (s, 1 H), 8.16 (dd, Jaa = 2.2 Hz, Jab = 
8.6 Hz, 1H), 7.58 (bs, 1H), 7.23 (s, 1H). 7.19 (d, J= 6.2 Hz. 1H), 7.16 (dd, Jaa = 1.5 Hz, Jab = 7.7 Hz, 1H), 7.00 (t, J 
= 8.8 Hz, 1H), 6.91 (d, J = 12 Hz, 1H), 4.25 (bs, 1H), 3.75 (s, 3 H), 3.66 (m, 1 H), 3.29 (s, 6 H). 3.11 (m. 2 H). 2.52 (m, 
2 H). 2.23 (s, 3 H). 2.10 (m. 2 H), 1.78 (m, 1H), 1.62 (m, 2H). 

Example 2638 

N-{c/s^-i[4-(Dimethyiamlno)-5-nriethylpyrlmidin-2-yl]amino}cyclohexyl)-2-(3-fluorophenoxy)acetam 

Step A: Synthesis of N>{cis-4-(4<iimethylaniino-5-methyl-pyrimidln-2-ylamino)-cyclohexylhbromoa^ 

[0480] To a solution of ds-4-(4-dlmethylamino-5-methyl-pyrlmldin-2-ylamino)-1-aminocyclohexane (150 mg, 0.6 
mmol) in DCM (10 mL) was added dropwise bromacetylbromlde (120 mg. I eq.) at 0 under an Inert atmosphere. 
After 5 min stln-ing. DIEA (0.1 mL, 1 eq.) was added into the reaction. The reaction was stinred for an additional 3 h at 
below 15 °C, quenched, and purified by column chromatography. 
0.12 g (55 %) of the product was Isolated. 

Step B: Synthesis of AHc/^-{[4-(diniiethylaniino)-5-methylpyrlnriidin-2-yl]anrilnoKyc>(>hexyl)- 
2-(3-fluorophenoxy)acetamide. 

[0481] A sealed tube containing a heterogenous solution of N-[cis-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylaml- 
no)-cyclohexyl]-bromoacetamide (30 mg, 0.08 mmol), 3-fluorophenol (27 mg, 3 eq.), and CS2CO3 (30 mg, 1.1 eq.) in 
dioxane (-0.7 mL) was reacted In a Smith microwave synthesizer for 3000 sec at 180 °C. The reaction was diluted 
with DCM, washed with sat.-NaHCOs (2 x) and water (1 x), concentrated, and purified by column chromatography to 
give 11 mg (34 %) of the product. 

ESI MS m/e 402 M + H+: ^H NMR (400 MHz, CDCI3) 5 7.58 (s, 1 H), 7.26 (m, 1 H), 6.74^6.63 (m, 3 H), 6.51 (d, 1 H, 
J = 8.0 Hz). 5.15 (bs, 1 H). 4.45 (s. 2 H), 4.01 (m. 1 H), 3.97 (bs. 1 H). 3.05 (s. 6 H), 2.15 (s. 3 H), 1 .82-1 .61 (m, 8 H). 

Example 2639 

2-[(5-Chloropyridin-3-yl)oxy]-Af-(cls-4-{[4-(dinfiethylamino)-5-niethylpyrlmidin-2-^^ 
acetamide 

Step A: Synthesis of 2-[(5-chloropyridin-3-yl)oxy]-ll-(c/s-4-{[4-(dlmethylannlno)-5-methylpyrimidin-'2-yl]amino} 
cyclohexyQacetamide. 

[0482] Using the procedure of Example 2638, the title compound was obtained. ESI MS m/e 41 9 M + H+; ^H NMR 
(400 MHz, CDCI3) 6 8.25 (m, 2 H), 7.53 (s, 1 H), 7.27 (t. 1 H, J = 2.4 Hz), 6.56 (d, 1 H. J = 7.6 Hz). 5.57 (bs, 1 H), 4.50 
(s, 2 H), 4.01 (bs, 2 H), 3.08 (s, 6 H). 2,1 6 (s. 3 H). 1 .83--1 .64 (m, 8 H). 
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Example 2640 

AKc'^-{[4-(Dlmethylamlno)-5'«thylpyrlmidln-2-yqamino}cyclohexyl)^^ 

5 Step A: Synthesis of 2,4-dichloro-5-ethylpyrimi€line. 

[0483] To a suspension of 5-ethyluraclI (1 g, 7.1 nnmol) In POCI3 (4.5 mL) was slowly added A/,N-djmethylanillne (1 
mL), The reaction was heated at reflux (-120 *C) for 5 h until the starting material was connpletely dissolved and the 
entire solution turned a purple color. The mixture was allowed to cool and poured very slowly into ice (--40 g). The 
10 resulting ppt was filtered and washed with ice water. The ppt was dissolved with a minimal amount of OCM and poured 
onto a short column of silica gel, and the product (1 .2 g, 1 00 %) was obtained by column chromatography with DCM. 
1H NMR (400 MHz, CDCI3) 5 8.42 (s. 1 H). 2.75 (q, 2 H, J = 7.6 Hz), 1 .29 (t, 3 H, J= 7.6 Hz). 

Step B: Synthesis of /V-(ci8-4-1{[4-(dlmethylamino)-5-ethylpyrlmidln-2-yl]amino)cyclohexyl)- 
15 3,4-dlfluorobenzamlde. 

[0484] A solution of 2,4-dichloro-5-ethylpyrlmidine (1 .2 g, 6.8 mmol), in THF (15 mL) was cooled to 5 *»C in an ice 
bath, and 2M-dimethylamine (7 mL, 2 eq.) was slowly added. The reaction was stirred for 2 h at around 10 '^C, and 
the volatile solvent was removed. The residue was purified by column chromatography (hexane:DCM = 50:50 to 10: 

20 90) to give 0.89 g (70 %) of 2-chloro-4-dlmethylamino-5-ethylpyrimidine: ESI MS m/e = 1 86 M + H+. 

[0485] A sealed tube containing 2-chloro-4-dimethylamino-5-ethylpyrlmidine (35 mg, 0.01 9 mmol), c/s-(4-amino-cy- 
clohexyl)-3,4-difluoro-benzamlde (48 mg, 1 eq.), Dl EA (50 mg, 2 eq.), and IPA (1 mL) was reacted in a Smith microwave 
synthesizer for 2 h at 1 80 ^C. The reaction was diluted with DCM, washed with 1 -N HCI and water, concentrated, and 
purified from column chromatography (DCM:MeOH = 100:0 to 95:5) to give 11 mg (14 %) of the product. 

25 ESI MS nn/e 404 M + H+; ^H NMR (400 MHz, CDCI3) 5 7.68 (s, 1 H), 7.61 (m, 1 H), 7.48 (m, 1 H), 7.19 (m, 1 H), 5.99 
(d, 1 H, J = 7.2 Hz), 4.38 (d, 1 H, J = 6.0 Hz), 420 (m, I H), 4.12 (m, 1 H), 3.10 (s, 6 H), 2.29 (q, 2 H, J = 7.2 Hz), 
1.96-1.64 (m, 8 H), 1.18 (t. 3 H, J = 7.6 Hz). 

Example 2641 

30 

Af{c/S'4-({4-[Ethyl(methyl)amino]-5-methylpyrimldin-2-yl}amlno)cyclohexyl]-3,4-difl^ 
hydrochloride 

Step A: Synthesis of N [cl8-4-({4-[ethyl(methyl)amino]-5-methylpyrlmidin-2-yl}amlno)cyclohexyl]- 
35 3,4-difluorobenzamide hydrochloride. 

[0486] A solution of 2,4-dichloro-5-methylpyrimldlne (2.6 g, 1 6 mmol) and ethyl methylamlne (2.7 mL, 2 eq.) in THF 
(20 mL) was stirred at < 1 0 '^C for 4 h. After removal of the volatile solvent, the residue was purified by column chro- 
matography. 1.3 g (45 %) of 2-chloro-4-(ethyl*methyl-amino)-5-methytpyrimidine was isolated. 

40 ESI MS m/e 186 M + H-*-. 

[0487] A sealed tubecontalnlng2-chloro-4-(ethyl-methyl-amlno)-5-methylpyrimldlne (80 mg, 0.01 9 mmol), c/s-(4-aml- 
no-cyclohexyI)-3,4-difluoro-benzamlde (100 mg, 1 eg.), DIEA (0.14 mL, 2 eq.), and IPA (1 mL) was reacted in a Smith 
mterowave synthesizer for 2 h at 180 **C. The reaction was diluted with DCM, washed with 1-N HCI and water, con- 
centrated, and purified by column chromatography (DCM:MeOH = 100:0 to 95:5) to give 35 mg (20 %) of the product, 

45 which was converted to HCI salt. 

ESI MS m/e 404 M + H+; ^H NMR (400 MHz, DMSO-dg) 6 12.0 (bs. 1 H). 8.36 (bs, 1 H), 7.97 (d, 1 H, J = 6.0 Hz), 7.90 
(m, 1 H). 7.73 (m, 1 H), 7.63 (s, 1 H), 7.51 (m. 1 H), 3.85 (bm, 2 H), 3.65 (q, 2 H. J= 7.2 Hz), 3.25 (s, 3 H). 2.22 (s, 3 
H), 1 .84 (m, 2 H), 1 .69 (m, 6 H). 1 .1 8 (t, 3 H, J = 7.2 Hz). 

so Example 2642 

Al^fc/s-4-/[4-(Dimethylamino)-5-(trifluoroinethyl)pyrimidin-2«yl]amln 
benzamide trifluoroacetate 

55 Step A: Synthesis of 2-chloro-4-dimethyiamino-S-trifluoromethylpyrimidine. 

[0488] To a solution of 2.4-dlchloro-5*trifluoromethylpyrimidlne (1 g, 4.6 mmol) in THF (15 mL) was added 2M-dimeth- 
ylamlne (4.6 mL, 2 eq.) at 0 ""C. The reaction was stirred for an additional 1 .5 h at < 5 ^'C. concentrated, and purified 
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by column chromatography (DCMihexane.MeOH = 90:10:0 to 95:0:6). 0.49 g (47 %) of 2-chloro-4-climethylamino- 
5-tiifluoromethylpyr1mldine was isolated. 

ESI MS m/e 226 M + H+; NMR (400 MHz, CDCI3) S 8.36 (s, 1 H), 3.21 (s. 6 H). 

Step B: Synthesis of ci^[4-(4-Dimethylamlno-5-trifluoromethyl-pyrimidin-2-ylamino)-cy^^^ 
acid tert-butyi ester. 

[0489] A sealed tube containing 2-chloro-4-dlmethylamino-5-trifluoromethylpyrimidlne (0.49 g, 2.0 mmol), c/s-(4-ami- 
no-cyc!ohexyl)-carbamlc acid tert-butyl ester (0.47 g, 1 eq.), DIEA (0.7 mL, 2 eq.) In IPA (2.5 mL) was reacted In a 
Smith microwave synthesizer for 2 h at 1 75 °C. The solution was concentrated and purified by column ch romatography 
(DCM:MeOH = 100:0 to 96:4). 0,57 g (65 %) of cis-[4-(4-dimethylammo-5-trlfluoromethyl-pyrimidln-2-ylamlno)-cy- 
ctohexylj-carfoamlc acid tert-butyl ester was isolated. 

ESI MS m/e 404 M + H+; NMR (400 MHz, CDCI3) 5 8.15 (s, 1 H), 5.10 (bs, 1 H), 4.53 (bs, 1 H), 3.94 (bs, 1 H), 3.61 
(bs. 1 H), 3.09 (s. 6 H), 1 .78--1 .49 (m. 8 H). 1 .44 (s, 9 H). 

Step C: Synthesis of eis-Af-(4<limethylamino-5-trifluoromethyl-pyrimidin-2-yl)-cyeiohexane-1,4-dlamlne. 

[0490] To a solution of cis-[4-(4-dimethylamlno-5-trifluoromethyl-pyrimidin-2-ylamino)-cyclohexyl]-carbamic acid tert- 
butyl ester (0.55g, 1 .3 mmol) In DCM (1 0 mL) was added TFA (7 mL). The reaction was stinted at room temperature 
for 2 h and concentrated. The residue was neutralized with sat-NaOH, and the aqueous layer was extracted with DCM 
(3 X). The combined organic layers were washed with water, dried, and concentrated to give 0.25 g (65 %) of c/s-A/-f4- 
dimethylamino-5-trifluoromethyl-pyrimidin-2-yl)-cyclohexane-1,4-diamine. 

ESI MS nrVe 304 M + H+; ^H NMR (400 MHz. CDCI3) 5 8.16 (s. 1 H), 5.42 (bs, 1 H). 3.98 (bs, 1 H), 3.09 (s. 6 H), 2.87 
(bs, 1 H), 1 .81 (m, 2 H), 1 .73-^1 .65 (m, 4 H), 1 .43 (m, 4 H). 

Step D: Synthesis of AH^/^-{[4-(dimethylamino>>5-(trifiuoromethyl)pyrimldin-2-yl]amino}cyciohexyl)-3,5-bi8 
(trifluoromethyl)benzamide trifluoroacetate. 

[0491] To a solution of c/s-A^(4-dimethylamlno-5'trlfluoromethyl-pyrimidin-2-yl)-cyclohexane-1,4-diamine (30 mg, 
0.01 mmol) In dry benzene (2 mL) was added 3,5-bistrifluoromethyl benzoyl chloride (27 mg, 1 eq.) and followed by 
EtsN (20 fiL, 2.5 eq). The reaction was stirred overnight, concentrated, and purified by prep-HPLC. 32 mg (49 %) of 
N-(c/s-4-{[4-(dimethylamino)-5-(trifluoromethyl)pyrimidin-2-yl]amino}cyclohexyl)-3,5-bis(trifluoromethyl)benzam^^^ 
trifluoroacetate was isolated as a white powder. 

ESI MS m/e 544 M + H-^; ^H NMR (400 MHz, CDCI3) 6 9.35 (d, 1 H, J = 8.0 Hz), 8,47 (s, 1 H), 8.32 (s, 2 H). 8.07 (s, 
1 H). 7.61 (d, 1 H, J = 8.4 Hz), 4.31 (bs, 1 H), 4.20 (bs, 1 H), 3.33 (s, 6 H), 1 .93'-'1 .79 (m, 8 H. 

Example 2643 

/V-<c/s-4-{[4-(Dimethylamlno)-5-(trifluoromethyi)pyrlmidin-2-yl]amino}cyciohexyO-4-(trifluorom^^ 
benzamide trifluoroacetate 

Step A: Synthesis of AKcls-4-{[4-(dimethylamlno)-5-(trifiuoromethyi)pyrimldln-2-yi]amino}cyclohexyl)- 
4-(trifluoromethoxy)benzamlde trifluoroacetate. 

[0492] Using the procedure of Example 2642, the title compound was obtained. 

ESI MS m/e 492 M + H+; ^H NMR (400 MHz, CDCI3) 5 9.45 (d, 1 H, J = 8.0 Hz), 8.05 (s, 1 H), 7.88 (d, 2 H. J= 8.8 Hz), 
7.24 (m. 2 H, overlapped with solvent), 7.04 (d, 1 H, J = 8.4 Hz). 4.27 (bs. 1 H), 4.18 (bs, 1 H). 3.31 (s. 6 H). 1 .89-1 .77 
(m. 8 H). 

Example 2644 

AfKc/s-4-{[4-(Dirriethyiamino)-5Hnethytpyrlmidln-2-yl]amino}cyciohexyi)*2-{[3-(trifluoromethyl^ 
8ulfinyl}acetamtde hydioehioride 

Step A: Synthesis of (3-trif luoromethyi-phenyl8Uifanyi)-acetic acid ethyi ester. 

[0493] A solution of ethyl bromoacetate (0.65g, 3.2 mmol), 3-trifluoromethyl thiophenol (0.88 g, 1.5 eq.), and EtaN 
(1 .5 mL) in THF (15 mL) was stirred for 2 h at 62 "C. The mixture was diluted with DCM, washed with sat.-NaHC03 
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(3x) and water, dried with MgS04, and concentrated. The crude product (0.73 g, 85 %) was used to next reaction 
without a further purification. 

1H NMR (400 mz, CDCI3) S 7.62 (s. 1 H). 7.55 (d, 1 H, J = 8.0 Hz). 7.46-7.37 (m. 2 H), 4.1 6 (q, 2 H, J = 7,2 Hz), 3.66 
(S.2H), 1.22(t.3H,J = 7.2 Hz). 

5 

Step B: Synthesis of (3-trKfluoromethyl-phenyl8ulfinyi)-acetie acid ethyl ester. 

[0494] To a solution of (3-trifluoromethyi-phenylsulfanyl)-acetic acid ethyl ester (0.5 g, 1.9 mmoi) In OCM (10 mL) 
was added 77 %-MCPBA (0.42 g, I eq.) under Ar atmosphere at 0 *C. The reaction was stirred for an additional 3 h, 
10 diluted with DCM, washed with sat-NaHCOg and water, and concentrated. (3-trlfluoromethyl-phenylsulfinyl)-acetic acid 
ethyl ester (0.34 g, 64 %) and (3-trifluoromethyl-phenylsulfonyl)-acetlc acid ethyl ester (0.15 g. 27 %) were isolated by 
column chromatography (hexane:EtOAc = 95:6 to 80:20). 
(3-Trifluoromethyl-phenylsulfinyl)-acetic acid ethyl ester: 

^H NIVIR (400 MHz, CDCI3) 8 7.95 (s, 1 H), 7.87 (d. 1 H, J = 8.0 Hz). 7.78 (d, 1 H, J = 8.0 Hz), 7.67 (t, 1 H, J= 8.0 Hz), 
15 4.15 (q. 2 H, J= 7.2 Hz). 3.86 (d, 1 H, J= 14.0 Hz). 3.70 (d. 1 H, J= 14.0 Hz). 1.22 (t. 3 H, J= 7.2 Hz). 
(3-Trlfluoromethyl-phenylsulfonyl)-acetlc acid ethyl ester: 

1H NIVIR (400 IVIHz, CDCI3) 6 8.20 (s, 1 H), 8.14 (d, 1 H. J = 7.6 Hz), 7.94 (d, 1 H, J = 7.6 Hz), 7.74 (t, 1 H. J = 7.6 Hz), 
4.15 (s, 2 H), 4.14 (q, 2 H, J = 7.6 Hz). 1,20 (t, 3 H, J= 7.2 Hz). 

20 Step C: Synthesis of (3-trlfluoromethyl-phenylsulflnyl)-acetic acid. 

[0495] To a heterogenous solution of (3-trlfluoromethyl-phenylsulfinyl)-acetic acid ethyl ester (0.2 g, 0.7 mmol) in 
HgO (5 mL)/EtOH (0.5 mL) was added KOH (120 mg, 3 eq.). The reaction was stln-ed for 2 h at 85 "C, concentrated 
to about half of the reaction volume, and acidified with conc-HCI at an ice bath. (3'Trif luoromethyl-phenylsulfinyl)*acetic 
25 acid (1 00 mg, 56 %) was filtered and dried. 

^H NMR (400 MHz, DMSO-dg) 6 8.05 (s, 1 H). 8.01 (d, 1 H, J = 8.0 Hz). 7.92 (d, 1 H, J = 8.0 Hz). 7.81 (t. 1 H, J = 8.0 
Hz), 4.16 (d, 1 H, J = 14.4 Hz), 3.87 (d, 1 H, J = 14.4 Hz). 

Step D: Synthesis of yv-(c/s4-{[4-(dimethylamino)-5-methylpyrlmldln-2-yl]amino}-cyclohexyt)-2-{ 
30 [3-(trlfluoromethyl)phenyl]suiflnyl}acetamide hydrochloride. 

[0496] To a solution of ofs-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-1-aminocyclohexane (60 mg, 0.024 
mmol) In DCM (5 mL) was added (3-trlfluoromethyl>phenylsulfinyl)-acetlc acid (60 mg. 1 eq.), followed by HATU (85 
mg, 1 .1 eg.), and Et3N (30 ^L). The reaction was stirred for 16 h at room temperature and concentrated. The residue 
35 was purified by column chromatography to give Af-(c/s-4-{[4-(dimethylamino)-5-methylpyrimidin-2-y)]amino}cycto- 
hexyl)-2-{[3-(tnfluoromethy))pheny)]su)finy)} acetamide (52 mg, 45%), which was converted to HCi salt with 4M-HCI 
in dioxane. 

ESI MS m/e 484 M + H+; ^H NMR (400 MHz, DMSO-dg) 8 11.7 (bs. 1 H), 8.08 (d, 1 H, J = 6.4 Hz), 7.99 (m, 2 H), 7.92 
(d, 1 H, J= 8.0 Hz), 7.90 (bs, 1 H), 7.82 (t, 1 H, J=: 8.0 Hz), 7.59 (s, 1 H), 3.94 (d, 1 H, J = 12.8 Hz). 3.86 (d. 1 H, J = 
40 12.8 Hz). 3.80 (bs. 1 H), 3.68 (bs, 1 H). 3.25 (s. 6 H), 2.23 (s, 3 H). 1 .70-1 .50 (m, 8 H). 

Example 2645 

2-[(3,4-Dlchlorophenyl)8ulfinyl]-/V-(c/s-4-{[4-(dimethylanrilno)-5-methylpyrimldln-2-yl]am^ 
45 acetamide hydrochloride 

Step A: Synthesis of 2-[(3,4-dlchlorophenyi)sulf inyl]-N-(cls-4-{[4-(dlmethyl amino)-5-methylpyrimidin-2-yl] 
annlno}cyclohexyl)acetamide hydrochloride. 

50 [0497] Using the procedure of Example 2644, the title compound was obtained. 

ESI MS m/e 484 M + H+; ^H NMR (400 MHz, DMSO-dg) 8 11.9 (bs. 1H), 8.13 (d. 1H. J=6.8 Hz), 7.98 (bs, 1H), 7.87 
(s, 1H). 7.86 (d. 1H, J=8,8 Hz), 7.65 (d. 1H, J = 8.8 Hz), 7.61 (bs, 1H). 3.93 (d, 1H, J= 12.8 Hz), 3.87 (d, 1H, J = 12.8 
Hz). 3.81 (bs. 1 H). 3.64 (bs. 1 H). 3.25 (s. 6 H). 2.23 (s, 3 H). 1 .70-1 .50 (m, 8 H). 

55 
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Example 2646 



N-<c/s-4-/[4-(Dfmethylamlno)-5HTiethylpyrlmldln-2-yllamlno}cyclohexyl).2-{[3-ft 
sulfonyl}acetamide hydrochloride 

Step A: Synthesis of W-(cls-4-{[4-(dlmethylamino)-5.methyfpyrimldin-2-yllamlno}- cyclohexyl)-2-{ 
[3-(trlfluoromethyl]phenyl]8ulfonyl]acetamlde hydrochloride. 

[04981 (3-trlfluoromethyl-phenylsulfonyl)-acetlc acid ethyl ester was obtained from step B in Example 2644. The ester 
was hydrolyzed to (3-trifluoromethyl-phenylsulfonyl)-acetic acid using the procedure of step C in Example 2644 
1H NMR (400 MHz, DMSO-d^ 8 8.22 (d, 1 H, J = 8.0 Hz), 8.21 (s, 1 H), 8,14 (d, 1 H, J= 8.0 Hz), 7.90 (t, 1 H, J = 8.0 
Hz), 4.69 (s, 2 H). 

[04991 To a solution of c/s^-(4-dimethylamino-5-methyl-pyrlmldln-2-ylamlno)-1-aminocyclohexane (56 mg, 0.023 
mmol) in DOf^ (5 mL) was added {3-trifluoromethyl-phenylsulfonyl)-acetlc acid (60 mg. 1 eq.), followed by HaVu (85 
mg, 1.1 eq.), and EtgN (30 ^L). The reaction was stirred for 16 h at room temperature and concentrated. The residue 
was purified by column chromatography to give A/-(c/s.4-{[4-{dimethylamino)-5-methylpyrimldin-2-yl]amlno}cy- 
clohexyl)-2-{[3-(trifluoromethyl)phenyl] sulfonyl}acetamlde (50 mg, 46%). which was converted to HCI salt with 4M HCI 
in dioxane. 

ESI MS m/e 500 M + H+; ^H NMR (400 MHz. DMSO-dg) 5 11 .6 (bs. 1 H), 8.22 (d. 1 H, J = 6.4 Hz). 8.1 7-8.12 (m 3 H) 
7.90 (t. 1 H, J = 7.6 Hz). 7.87 (bs. 1 H), 7.57 (s. 1 H). 4.45 (s. 2 H). 3.79 (bs, 1 H). 3.61 (bs. 1 H), 3.25 (s. 6 H), 2.23 
(s. 3 H). 1.70-1.47 (m. 8 H). ' 



Example 2647 



/V^c/s-4-{[4-(Dlmethylamlrio)-5-methylpyrlmldln-2-yllamino)cyclohexyi)-2.(^^^ 
hydrochloride 

Step A: Synthesis of 2-chloro-iV-[c/s-4-{4<ilmethylamlno-5.melhy|.pyrimldln-2-ylamlno)-cyclohex^ 
nicotinamide. 



[05001 To a solution of c/s-4-(4-d(methylamino-5-methyl-pyrimidin-2-ylamlno)-1 -aminocyclohexane (0.6 g, 2.4 mmol) 
in DCM (20 mL) was added 2-chioronicotinoyl chloride (0.44 g, 1.01 eq.) and followed by DIEA (0.4 mL. - 1.1 eq.). 
The reaction was stinred overnight at room temperature, washed with sat-NaHCOa (2x) and water (1x), dried with 
MgS04, and concentrated. The crude residue was purified by column chromatography to give 2-chioro-N-[cis- 
4-(4-dlmethyiamino-5-methyl-pyrimidln-2-ylamino)-cyclohexyl]-nicotinamide (0.57 g 65 %) 

ESI MS m/e 389 M + H^; iH NMR (400 MHz. CDCI3) 5 8.72 (bs. 1 H), 8.47 (d. 1 H, J = 5.0 Hz). 7.98 (d 1 H J = 7 0 
Hz). 7.32 (dd. 1 H. J= 8.0 and 5.0 Hz). 7.28 (s. 1 H). 6.88 (d. 1 H. J = 8.0 Hz). 4.18 (m. 2 H), 3.27 (s, 6 H), 2^23 (s. 3 
H), 1.90-1.80 (m. 8 H). 



Step B: Synthesis of AKc/s^-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yllamlnol«cyclohexyiy- 
2-(4-fluorophenoxy)nlcotinamlde hydrochloride. 

[05011 A sealed tube containing 2-chloro-N-[cis-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexyl]- 
nicotinamide (0.36 g. 0.9 mmol). 4-fluorophenol (0.25 g. 2.5 eq.). CS2CO3 (0.33 g, 1 .1 eq.). and dioxane (3 mL) was 
reacted in a Smith microwave synthesizer for 1 h at 180 «C. The reaction was diluted with DCM, washed with 
sat-NaHCOa (^^c) and water (1 x). dried, and concentrated. The residue was purified by column chromatography (DCM: 
MeOH = 100:0 to 95:5) to give A^[c/s^-(4.dimethylamlno-5-methyi-pyrimldin-2-yiamino)K:yciohexyl]-2-(4-fluoro-phe- 
noxy)-nicotinamide (0.33 g, 80 %). The neutral compound was dissolved in DCM (5 mL), and 4M-HCI (0.45 mL, 2.5 
eq.) in dioxane was added. After 20 min stirring, removal of the volatile solvent gave N- rc/s-4-/[4-(dimethylamino)- 
5-methylpyrimidin-2-yl]amlno}cyclohexyl)-2-(4-fluorophenoxy)nicotinamide hydrochloride. 

ESI MS m/e 465 M + H^; iH NMR (400 MHz. DMSO-dg) 8 12.1 (bs, 1 H). 8.34 (d. IH. J= 7.2 Hz) 8 15 (dd 1 H J = 
6.2 and 2.0 Hz). 8.06 (d. 1 H. J = 6.8 Hz). 8.01 (d. 1 H. J = 7.6 Hz). 7.63 (s, 1 H). 7.26-^7.18 (m. SH), 3.94 (bs 1 H) 
3.88 (bs. 1 H). 3.25 (s. 6 H), 2.21 (s. 3 H). 1 .72 (bs. 8 H). ^ ^ ' ^' 
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Example 2648 

2-(2-Bromophenoxy)-/V-(cl8-4-{[4-(dlmethylamlno)-5-methylpyrimiciin-2 yl]amlno}cyclohexyl)nlcotlnamlcle 
hydrochloride 

Step A: Synthesis of 2-(2-bromophenoxy)-/^c/s-4-([4-(dImethylamino)-5-methylpyrlmidin-2-yl]amlno} 
cyclohexyl)nlcotinamide hydrochloride. 

[0502] Using the procedure of Example 2647, the title compound was obtained. 

ESI MS m/e 525 M + H+; NMR (400 MHz, DMSO-dg) 6 11.8 (bs, 1 H). 8.20 (d. 1 H, J = 7.6 Hz). 8.16--8.11 (m, 2 H), 
7.96 (bs. 1 H), 7.70 (dd, 1 H, J = 8.0 and 1.6 Hz). 7.60 (s, 1 H), 7.47-.7.38 (m, 2 H). 7.25-7.19 (m, 2 H), 3.97 (bs, 1 
H). 3.89 (bs. 1 H), 3.24 (s, 6 H). 2.22 (s, 3 H). 1 .74 (bs, 8 H). 

Example 2649 

2-(4-Bromophenoxy)-A^(c/s-4*{[4-(dlmethylamino)-5-methylpyrlmldln-2-yl]amlno}cyciohexyl)nlcotina^ 
hydrochloride 

Step A: Synthesis of 2-(4*bromophenoxy)-AKc/s-4-{[4-(dimethylamino)-5-methylpyrimidin-2-y!]amlno} 
cyclohexyl)nlcotinamlde hydrochloride. 

[0503] Using the procedure of Example 2647, the title compound was obtained. 

ESI MS m/e 525 M + H+; ^H NMR (400 MHz, DMSO-d^) 8 11 .9 (bs, 1 H), 8.28 (d, 1 H, J = 7.0 Hz), 8.12 (dd, 1 H, J = 
4.4 and 1.6 Hz), 7.97 (d, 1 H, J = 7.6 Hz), 7.91 (bs, 1 H). 7.56 (bs. 1 H), 7.54 (d, 2 H. J = 8.8 Hz), 7.17 (m. 1 H), 7.14 
(d. 2 H, J = 8.8 Hz). 3.87 (bs, 1 H). 3.81 (bs, 1 H). 3.19 (s, 6 H), 2.16 (s. 3 H). 1.65 (bs, 8 H). 

Example 2650 

2-(4-Chlorophenoxy)-Af-(c/s>4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)nicotinamlde 
hydrochloride 

Step A: Synthesis of 2-(4-chlorophenoxy)-/V-(c/s-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno} 
cyclohexyl)nlcotlnamide hydrochloride. 

[0504] Using the procedure of Example 2647, the title compound was obtained. ESI MS m/e 481 M + H+; ^H NMR 
(400 MHz, DMSO-dg) 5 11.8 (bs, 1 H), 8.27 (d, I H, J = 6.6 Hz), 8.12 (dd, 1 H, J = 4.8 and 1 .6 Hz), 7,97 (dd, 1 H, J = 
7.0 and 1.6 Hz), 7.86 (bs. 1 H), 7.55 (s, 1 H). 7.41 (d, 2 H, J = 8.8 Hz), 7.20 (d. 2 H. J= 8.8 Hz). 7.17 (m, 1 H). 3.88 
(bs, 1 H), 3.81 (bs. 1 H), 3.19 (s, 6 H), 2.16 (s, 3 H), 1 .65 (bs, 8 H). 

Example 2651 

2-[(5-chioropyridin-3-yl)oxy]-/S^(ci8-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino}cyciohexy^^ 
nicotinamide hydrochloride 

Step A: Synthesis of 2-[(5-chloropyridin-3-yl)oxy]-A^(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amlno} 
cyclohexyl)nicotinamlde hydrochloride. 

[0505] Using the procedure of Example 2647. the title compound was obtained. 

ESI MSm/e482M + H+;iHNMR(400MHz, DMSO-cfg) 5 11.6 (bs, 1 H), 8.46 (s, 1 H), 8.31 (d, 1 H, J = 1.6 Hz). 8.01 
(bm, 1 H), 7.83 (t. 1 H, J = 2.0 Hz), 7.56 (d, 1 H, J = 5.2 Hz), 7.49 (bm, 1 H), 7.25 (bs, 1 H). 6.07 (bs, 1 H), 5.74 (s. 1 
H). 4.51 (bs. 1 H). 4.00 (bs, 1 H). 3.23 (s. 6 H), 2.19 (s, 3 H), 1 .90 (m, 2 H). 1 .75 (m. 4 H). 1 .39 (m. 2 H). 
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Example 2652 

2-(feft-butylthlo)-AKcfo^{[4-(dimethylamino)-5-methylpyrlmldln-2^^ 
hydrochloride 



Step A: Synthesis of 2-(teit-butylthlo)-A^(cfe^{[4-(dimethylam!no)-5-methylpyrlmidln-^^^ 
nicotinamide hydrochloride. 

[0506] A sealed tube containing 2-chloro-A/^c/s-4-(4-dimethylamino-5-nriethyl-pyrlmjdin-2-ylamino)-cyd 
nicotinamide (70 mg, 0.018 mmol), 2-methyl-2-propanethiol (80 mg, 5 eq.), CsgCOg (60 mg, 1.1 eq) In dioxane (0.8 
mL) was reacted in a Smith microwave synthesizer for 1 .5 h at 180 The reaction was diluted with DCIW, washed 
with sat-NaHCOa (3^) and water (1x), dried, and concentrated. The residue was purified by column chromatography 
(DCM:MeOH = 100:0 to 95:5) to give 2-(fe/t-butylthio)-A^-(c/s-4-{[4-(dlmethyIamlno)-5-methylpyrlmldln-2-yl]amlno}cy- 
clohexyl)nlcotinamlde (50 mg, 62 %), which was converted to HCI salt. 

ESI f^S m/e 443 M + H+; 1H NMR (400 I^Hz. DMSO-fl^ 8 12.2 (bs. 1 H), 8.47 (dd, 1 H, J = 4.8 and 1.6 Hz). 8.40 (d, 
1 H, J = 6.0 Hz), 8.00 (bm, 1 H), 7.62 (s, 1 H). 7.56 (dd, 1 H, J = 7.6 and 1 .6 Hz), 7.15 (m, 1 H), 3.90 (bs, 2 H), 3.25 
(s. 6 H). 2.21 (s, 3 H), 1 .80--1 .65 (m, 8 H), 1 .49 (s, 9 H). 

Example 2653 

N-(c/s4-{[4-(dlmethylamino)-5-methylpyrlmldin-2-yl]amlno}cyciohexyl).2-(propylthlo)nte^^ 
hydrochloride 

Step A: Synthesis of AKc/s-4-{[4-(dimethylamlno)-5-methylpyrlmidln-2-yllamino}cyclohexyl)-2-(propylthlo) 
nicotinamide hydrochloride. 

[0507] Using the procedure of Example 2652, the title compound was obtained. 

ESI MS nVe 429 M + H+; ^H NMR (400 MHz, DMSO-de) 6 12.4 (bs. 1 H). 8.44 (m. 2 H). 8.04 (d, 1 H, J-6.8 Hz), 7.63 
(d, 2 H, J =6.4 Hz), 7.12 (m, 1 H). 3.85 (bs. 2 H), 3.24 (s. 6 H), 3.06 (t. 2 H, J= 6.8 Hz). 2.21 (s. 3 H). 1.83'-1.65 (m, 
8 H), 1 .62 (m, 2 H), 0.95 (t, 3 H. 7.2 Hz). 

Example 2654 

W-fc/s^-{I4-(Dlmethyiamlno)-5-methyipyrimidln-2-yi] amlno}cyclohexyl)-2-(i8opropylthio)nicotlnamide 
hydrochloride 

Step A: Synthesis of /Hc/s-4-{[4-(dlmethylamino)-5-methyipyrimidin-2-yi]amino}-cyclohexyl)- 
2-(isopropylthio)nicotinamide hydrochloride. 

[0508] Using the procedure of Example 2652, the title compound was obtained. 

ESI MS m/e 429 M + H+; 1H NMR (400 MHz, DMSO-dg) 5 12.2 (bs, 1 H). 8.46 (dd. 1 H, J = 4.8 and 1 .6 Hz), 8.42 (bs, 
1 H), 8.02 (d, 1 H, J= 6.4 Hz), 7.62 (m. 2 H), 7.12 (m, 1 H). 3.95 (sept, 1 H, J= 6.4 Hz). 3.83 (bs, 2 H), 3.25 (s. 6 H). 
2,21 (s, 3H), 1.82-1.65 (m, 8 H). 1.30 (d. 6 H, J = 6.8 Hz), 

Example 2655 

2-(rBrt-Butylsultinyiy-A^(cfe^{[4-(dimethyiamino>5-methyipyrlmldin-2-yl]amino)cyciohexyO 

Step A: Synthesis of 2-(fer«)utylsulflnyl)-/V-(cis-4-{[4-(dlmethylamlno)-S-methylpyrimldln-2-yl)amlno) 
eyciohexyi)nieotlnamide. 

[0509] To a solution of AA[c/s-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexyl]-2-tert-butyl sulfanyl- 
nlcotinamlde (30 mg, 0.07 mmol) In DCM (5 mL) was added MCPBA (16 mg, 1 .1 eq) at 0 °C. The reaction was stin-ed 
for an additional 2 h at < 10 °C with monitoring the progress by ESI MS. The reaction was diluted with DCM. washed 
with sat.-NaHCOa (2x) and water (1x), dried, concentrated, and purified by column chromatography (DCM:MeOH = 
100:0 to 94:6). 26 mg (85 %) of 2.(ferf-butyisulfinyO-M(c/s-4.{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino)^^ 
ciohexyl)nicotinamide was Isolated. 

ESI MS m/e 459 M + H+; ^H NMR (400 MHz. CDCig) 8 8.71 (dd. 1 H, J= 4.8 and 1.6 Hz), 8.54 (d. 1 H. J = 6.8 Hz). 
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8.20 (d, 1 H, J = 8.0 Hz), 7.61 {s, 1 H). 7.43 (dd, 1 H, J=8.0 and 4.0 Hz). 5.03 (d, 1 H, J = 6.0 Hz), 4.12 (bs, 1 H), 3.98 
(bs, 1 H), 2.99 (s. 6 H). 2.12 (s, 3 H), 1 .87^1 .75 (m, 8 H), 1 .23 (s, 9 H). 

Example 2656 

2^(3,4-Dmuorophenyl)sulfbnyn-N.(cls-4-{[4-(dlmothylamlno).5-methylpyrlmld 
nicotinamide hydrochloride 

Step A: Synthesis of N-[cls-4-(4-dimethylamlno-5-methyl-pyrtmidin-2-yfamino)-cyelohexyih 
2-(3,4-dlfluorophenyl)-sulfanyl-nicotinamide. 

[0510] A sealed tube containing 2-chloro-AHc/s-4-(4-dlnriethyIamlno-5-nriethyl-pyrinrijdin-2-ylamino)-cyclohe^^^ 
nicotinamide (100 mg, 0.025 mmoi). 3,4-difluorothlophenol (90 mg, 2.5 eq.), CS2CO3 (150 mg, 2 eq), and dioxane (2 
mL) was reacted in a Smith microwave synthesizer for 1 .0 h at 1 80 °C. The reaction was diluted with DCM, washed 
with sat-NaHCOa (3x) and water (1x), dried, and concentrated. The residue was purified by column chromatography 
(DCM:MeOH = 100:0 to 95:5) to give N-[cls-4-(4-dlmethylamino-5-methyl-pyrlmldln-2-ylamlno)-cyclohexyl]-2-(3,4-dif- 
luorophenyl)-sulfanyi-nicotinamide (70 mg. 56 %), 

ESI MS m/e 499 M + H+; ^H NMR (400 MHz. CDCI3) 6 8.34 (dd. 1 H. J= 4.8 and 1 .6 Hz). 7.79 (dd. 1 H, J = 7.2 and 2 0 
Hz). 7.62 (s, 1H). 7.35 (m. 1H). 7.25 (m, 1H), 7.16 

(m. 1H). 7.08 (dd. 1 H. J= 7.6 and 4.8 Hz). 6.28 (d. 1H, J= 7.2 Hz), 4.71 (d, 1H. J= 7.2 Hz), 4.18 (m, 1H), 3.97 (m, 
1H), 3.02 (s, 6 H), 2.13 (s. 3 H). 1.92-1.85 (m. 4 H). 1.80-1.74 (m, 4H). 

Step B: Synthesis of 2-[(3,4-dlfluorophenyOsulfonyl]-N-(cis-4-fl4-(dImethylamino)-5-methylpyrlmidln-2-yl^ 
amino}cyclohexyl)nicotinamlde hydrochloride. 

[051 1] To a solution of N-[cis-4-(4-dlmethylamino-5-methyl-pyrlmldln-2-ylamino)-cyclohexyi]-2-(3,4-dlf luorophenyl)- 
sulfanyl-nicotinamlde (45 mg, 0.09 mmol) in DCM (6 mL) was added MCPBA (77 %. 31 mg, 2 eq.) at 0 under Ar 
atmosphere. The reaction was stirred ovemight, washed with sat.-NaHCOg (2 x) and water, concentrated, and purified 
by column chromatography (DCM:MeOH = 100:0 to 94:6). 25 mg (53 %) of 2-[(3,4-difIuorophenyl)sulfonyl]-N-{cls-4-{ 
[4-(drmethylamino)-5-methylpyrimidin-2-yi]amino)cyclohexyl)nicotlnamlde was isolated and converted to Its HCI salt. 
ESI MS m/e 531 M H+; ^H NMR (400 MHz. DMSO-d^) 6 11.8 (bs, 1 H), 8,70 (m, 2 H), 8.04 (m. 1 H), 7.95 (dd. 1 H, 
J = 7.6 and 1 .6 Hz). 789 (m, 1 H), 7.78-7.70 (m, 2 H), 7.60 (s. 1 H), 3.95 (bs, 1 H), 3.87 (bs, 1 H), 3.25 (s. 6 H), 2.22 
(s,3H). 1.76(bs.8H). 

Example 2657 

AK3,4-Difluorophenyl)-iV-(c/s-4-fl4-(dlmethylamlno)-5-methylpyrlmldin-2-yl]amlno}cyclohexyl)-A^^ 
trifluoroacetate 



Step A: Synthesis of ethyi 3,4-dlfluorophenylcarbamate. 

[0512] 3,4-Difiuoroaniline (2.8 mL, 28 mmol) and A/.A^-dilsopropylethylamine (5.4 mL, 31 mmol) were dissolved in 
10 mL of anhydrous THR and cooled to O^C in an ice bath. Ethyl chlorofomiate (5.4 mL, 31 mmol) was added slowly 
into the stirring solution over the ice bath. The solution was allowed to wami up to room temperature and stir for 30 
minutes. The solvent was removed via vacuo and the crude solid was purified by column chromatography using ethyl 
acetate and hexane mixture (3:97) to yield ethyl 3,4-difluorophenylcarbamate as an off-white solid. (5.59 g. 99%) 
ESI MS m/z 202.1 (M + H+) ; 1H NMR (400 MHz, DMSO-dg) 6 9,79 (s. 1H). 7.55-7.50 (m, 1H), 7.29-7.22 (m. 1H). 
7.16-7.15 (m, 1 H). 4.10 (q. J= 7.2 Hz. 2H), 1.22 (t, J= 7.2 Hz, 3H). 

Step B: Synthesis of (3,4-difiuoro-phenyl)-methyi-amlne. 

[0513] Lithium aluminum hydride (22 g. 56 mmol) was placed in a 500 mL round bottom flask. THF (100 mL) was 
syringed Into the flask under argon. The solution was cooled to 0°C in an Ice bath. To the rce-cold solution, 3.4-dlfluor- 
ophenylcarbamate (5.59 g, 28 mmol) was added slowly into the flask. The solution was refluxed for 3 hours. After 
cooling the reaction mixture to 0»C, H2O (3 mL). 1 N NaOH (3 mL), and then more H2O (15 mL) were added for 
quenching. The precipitate was filtered off and THF was evaporated from the filtrate. The crude was dissolved in 150 
mL of ethyl acetate, washed with water, and dried over Na2S04. The organic solvent was removed via vacuo to yield 
(3,4-difIuoro-phenyl)-methyl-amine as a light brown oil. (2.86 g, 71 %) ESI MS rNz 1 44.2 (M + H+) ; ^H NMR (400 MHz. 
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CDCIa) 5 7.04-6.97 (m, 1H), 6.46-6.39 (m, 1H), 6.32-6.28 (m, 1H), 3.69 (b, 1H), 2.8iB (s, 3H). 

Step C: Synthesis of N-(3,4-dif luorophenyl)-V-(cl8-4-Q4-(dimefthylamlno)-5-methyi-pyrlmldin-2-yl]m 
cyctohexyl)-iV-methylurea trifluoroacetate. 

[0514] cis-[4-(4-dimethlamlno-5-methyl-pyrjmldin-2-ylamino) cyclohexyl]-carbamic acid ferf-butyl ester (100 mg, 
0.402 mmot) and 1,1 -carbonyldi imidazole (78.1 mg, 0.482 mmol) were dissolved in 1 mL of methylene chloride and 
allowed to stir at room temperature overnight. To the vial, (3,4-difluoro-phenyl)-methyl-amlne (88 mg, 0.603 mmol) was 
added. The solution was heated via Smith Synthesizer at IGO'^C for 15 minutes. The solvent was evaporated, and 1 
mL of methanol was added to the crude. The crude was purified by HPLC to yield N (3,4-difluorophenyl)-N-{cis-4'{ 
[4-(dimethylamino)-5-methylpyrimldin-2-yl]amlno}cyclohe)(yl)-N-methylurea trifluoroacetate as a white solid. (47.8 mg. 
22%) 

ESI MS m/z 419.3 (M + H+) ; NMR (400 I^Hz, CDCI3) 8 14.0 (s, 1 H), 8.62 (d. J - 6.4 Hz, 1 H). 7.29-7.21 (m, 2H), 
7.13-7.01 (m, 2H). 4.81 (bs, 1 H), 4.10 (m, 1 H), 3.78 (m, 1 H). 3.46-3.29 (b. 3H). 3.24 (s. 6H), 2.24 (s. 3H). 1 .77-1 .56 
(m, 8H). 

Example 2658 

A/-/jfcls«4-[4-(Dimethylamino)-6-methylpyrimidln-2-yq amino J cyclobexyl) methyl]-3,5-bl8(trlfluoromethyl) 
benzamlde hydrochloride 

Step A: Synthesis of N-(cls-4-amlno-cyclohexylniethyl)-3,5-bl8trlfluoromethyl-benzamlde trifluoroacetate. 

[051 5] To a solution of cis-(4-aminomethyl-cyclohexyl)-carbamic acid tert-butyl ester (1 .1 g, 4.8 mmol) in dry benzene 
(15 mL) was added 3,5-bistrifluoromethyl benzoyl chloride (1.33 g, 1 eq.) and followed by EX^N (--2 mL) at room 
temperature under N2. The reaction was stirred for an additional 2 h at room temperature, washed with sat.-NaHCOs 
{3x) and water (1x), dried with MgS04, and concentrated. The crude {cis-{4-[(3,5-Bis-trifluoromethy)-benzoylamino)- 
methy)]-cyclohexyl}-carbamic acid tert-butyl ester was pure enough to use for the next deprotectlon without a further 
purification. 

{cis-{4-[(3,5-Bis-trifluoromethyi-benzoy)amino)-methy)]-cyclohexy)}-carbamic acid tert-butyl ester (2.1 g, 4.5 mmol) 
was dissolved in DCM (10 mL), and TFA (5 mL) was added to the reaction. After 1 .5 h stimng at room temperature, 
removal of the volatile solvent gave crude A/-('4-amino-cyclohexylmethyl)-3,5-bis-trifluoromethyl-benzamide trifluoro- 
acetate as a sticlcy oil. Addition of water (-40 mL) to the crude product and shaking well for 5 10 min provided 
fomriation of precipitates, and the ppts were filtered, washed with water, and dried; 1 .40 (61 %) of N-(4-amino-cyclohex- 
ylmethyl)-3,5-bls-trlfluoromethyl-benzamide trifluoroacetate was isolated as a white powder. 

ESI MS m/e 369 M + H+; NMR (400 MHz, DMSO-c^) 6 8.97 (bs, 1 H), 8.47 (s, 2 H), 8.29 (s, 1 H). 7.78 (bs, 3 H), 
3.29 (t, 2 H, J = 6.8 Hz), 3.15 (bs, 1 H), 1.78 (bs. 1 H), 1.66 (m, 4 H), 1.52 (m, 4 H). 

Step B: Synthesis of AK(cis4-{[4-(dlmethylamlno)-6-methylpyrlmfdln-2-yl]amlno)-cyclohexyl)methyl]-3,5-bls 
(trlfluoromethyl)benzamlde hydrochloride. 

[0516] A sealed tube containing 2-chloro-4-dimethylamino-6-methyIpyrimidine (0.21 g, 1 .2 mmol), N-(cis-4-amino- 
cyclohexyimethyl)-3,5-bistrifluoromethyl-benzamide trifluoroacetate (0.6 g, 1 eg.), DIEA (0.45 mL, 2 eq.), and tert- 
BuOH (2.S mL) was reacted for 1 .6 h at 185 ''C in a Smith microwave synthesizer. The reaction was diluted with DCM, 
washed with diluted-HCI and water, dried, and concentrated. The crude product was purified by column chromatography 
(silica gel; DCMiMeOH = 100:0 to 95:5). 0.3 g (50 %) of N-[(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino} 
cyclohexyi) methyi]-3,5-bis(trifluoromethyl)benzamide was isolated and converted to IHCI-salt. 
ESI MS m/e 504 M + H+; NMR (400 MHz, CDCI3) 5 12.8 (bs, 1H). 8.72 (d, 1 H, J = 8.0 Hz), 8.39 (s, 2 H), 7.93 (s. 
1 H), 7.43 (bs, 1 H), 5.70 (s, 1 H), 4.24 (bm, 1 H), 3.49 (t, 2 H, J - 4.4 Hz), 3.22 (s, 3 H), 3.1 1 (s, 3 H), 2.31 (s, 3 H), 
1.91-^1 .79 (m, 5 H). 1 .64-1 .56 (m, 4 H). 
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Example 2659 

N2-[ci8-4-({6-[(3,4*Difluorophenyl)sulflnyl)pyrazln-2-yl }amino)cyclohexyl]-A/^,Af«,5-trlmethylpyrimidine- 
2,4-diamine 

Step A: Synthesis of c/s-[1-(6-chloro-pyrazin-2-ylamino)-4-(4<limethylamino-5-methyl-pyrimi^ 
cyclohexane. 

[051 7] A sealed tube containing c/s-4-(4-dimethylamino-5-methyl-pyrimldin-2-ylam jno)-1 -aminocyclohexane hydro- 
chloride (0.2 g. 0.7 mmol). 2,6-dichloropyrazjne (0.1 g, 1 eq.), DIEA (0.3 mL, 2 eq.), and IPA (2 mL) was reacted for 
1 .5 h at 1 70 X In a Smith microwave synthesizer. The reaction was diluted with DCM, washed with IN-HCI and water, 
concentrated, and purified by column chromatography (DCM:MeOH = 1 00:0 to 96:4). 0.15 g (61 %) of ci&i^ -{6-chloro- 
pyrazin-2-ylamlno)-4-(4-dlmethylamino-5-methyl-pyrlmldln-2-ylamino)]-cyclohexanewas Isolated. 
ESI MS m/e 362 M + H+; NMR (400 MHz, CDCI3) 8 8.70 (bs. 1 H), 7.76 (s, 1 H). 7.71 (s. 1 H), 7.29 (s. 1 H), 5.32 
(bs, 1 H), 4.11 (bs, 1 H), 4.00 (bs. 1 H), 3.27 (s, 6 H), 2.23 (s, 3 H), 1 .80 (m. 8 H). 

Step B: Synthesis of c/s-{1-[6-(3,4-dlfluoro-phenylsulfonyl)-pyrazin-2-ylamino]-4-(4<limethylamino-5-methyl- 
pyrlmldin-2-ylamlno)}-cyclohexane. 

[0518] A sealed tube containing cls-4-(4-dimethylamlno-5'methyl-pyrimidin-2-ylamino)-1 -(6-chloro-pyrazin-2-ylami- 
no)-cyclohexane (0.1 g, 0.27 mmol), 3,4-difluorothlophenol (0.1 g, 2.5 eq.), CS2CO3 (0.15 g, 2 eq.), and dioxane (2 
mL) was reacted for I h at 180 in a Smith microwave synthesizer. The reaction was diluted with DCM, washed with 
sat-NaHCOg (3x) and water, concentrated, and purified by column chromatography to give 85 mg (65 %) of cis- 

{1-[6-(3,4-difIuoro-phenylsulfanyl)-pyrazin-2-ylamino]-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)}^^ 
ane. 

ESI MS m/e 472 M + H+; NMR (400 MHz, CDCI3) 5 7.60 (s, 1 H), 7.48 (s, 1 H). 7.42 (m, 2 H), 7.29 (m, 1 H). 7.15 
(m, 1 H). 6.70 (bs. 1 H), 5.15 (d, 1 H, J = 7.6 Hz), 4.03 (bs, 1 H), 3.67 (bm, 1 H), 3.16 (s, 6 H). 2.19 (s. 3 H). 1 .81-1 .61 
(m, 8 H). 

Step C: Synthesis of Af2-[c/s-4- ({6-[(3,4-dmuorophenyl)8urfinyl]pyrazln-2-yl] amrno>.cyclohexyl]-Af«,W*, 
5-trimethylpyrimidine>2,4-diamine. 

[0519] To a solution of cis^-(4-dlmethylamino-5-methyl-pyrimidln-2-ylamino)-1-[6-(3,4-dlfluoro-phenylsulfanyl)- 
pyrazin-2-ylamino]-cyclohexane (35 mg, 0.07 mmol) in DCM (5 mL) was added MCPBA (33 mg, 2 eq.) at room tem- 
perature under an Ar atmosphere. The reaction was stinted ovemight, washed with sat-NaHCOa (2x) and water, con- 
centrated, and purified by column chromatography (DCM:MeOH = 1 00:0 to 95:5). 12 mg (33 %) of Af^-/^c/s-4-({6-[(3.4-di- 
fluorophenyl)sulfnyl]pyrazin-2-yl}amlno) cyclohexyll-A/*,A^,5-trimethyIpyrimldine-2,4-diamine was isolated. 
ESI MS m/e 488 M + H+; ^H NMR (400 MHz, CDCI3) S 8.25 (s, 1H). 7.87 (s, 1 H). 7.63 (m, 1 H), 7.57 (s. 1 H). 7.53 
(m, 1 H). 7.26 (m, 1 H), 5.36 (bs. 1 H). 5.14 (d. 1 H, J = 6.8 Hz). 4.01 (bs, 1 H), 3.82 (bm, 1 H). 3.06 (s. 6 H). 2.15 (s, 
3H), 1.87-1.60 (m,8H). 

Example 2660 

c/s-W-[1.(4-Bromophenyl)ethyll-4-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino} 
cyclohexanecarboxamide hydrochloride 

Step A: Synthesis of c/s.N-[1-(4-bromophenyl)ethyl]-4-{[4-(dlmethylaml*no)-5 methylpyrimldln-2-yl]amlno) 
cyclohexanecarboxamide hydrochloride. 

[0520] To a solution of c/s-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexanecarboxylic acid obtained 
from step B of Example 2594 (24 mg, 0.08 mmol) In DCM (3 mL) was added 1 -(4-bromophenyl)-ethylamine (18 mg, 
1 eq.), and followed by HATU (36 mg, 1 .1 eq.) and EtgN (20 ^L). The reaction was stinted overnight, concentrated, and 
purified by column chromatography (DCM:MeOH = 1 00:0 to 95:5). 1 6 mg (41 %) of c/s-A/-[1 -(4-bromophenyl)ethyl]-4- 
{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecarboxamide was isolated and converted to HCI salt. 
ESI MS m/e 460 M + ^H NMR (400 MHz, DMSO-dg) 6 11 .0 (bs. 1 H), 8.20 (d. 1 H, J = 7.6 Hz). 7.66 (bs. 1 H). 7.50 
(s, 1 H), 7.43 (d, 2 H. J = 8.4 Hz), 7.18 (d, 2 H. J = 8.4 Hz). 4.79 (m. 1 H). 3.95 (bs. 1 H), 3.19 (s, 6 H), 2.23 (bs. 1 H). 
2.1 6 (s. 3 H), 1 .70--1 .50 (m. 8 H). 1 .24 (d. 3 H, J= 7.2 Hz). 
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Example 2661 

/V-{(c/s-4-/[5-methyl-4-(methylamIno)pyrimiclln-2-yl]amlno }cyclohexyl)methyl]-3^-bis(trifluoromethyl) 
benzamidehydrochloride 

Step A: Synthesis of (2-Chloro-5-methyl-pyrimidin-4-yl)-methyl-amlne. 

[05211 2,4- Dichloro-5-methylpyrimldlne (3.8g, 23,4mmol) In 20ml in CH2CI2 was added 2.0 M methylamine in methyl 
alcohol (14.05ml, 28.1mmol) at 0 ""C. The reaction mixture was stirred overnight and then the excess solvent was 
evaporated off and the material subjected to chromatography (50% hexanes in ethyl acetate) to yield (2-Chloro-5-me- 
thyl-pyrimidin-4-yl)-methyl-amine (968.7mg, 6.17mmol, 26%) as a white solid. 

ESI MS 1 58.0 M+H+; 1H NMR (400 MHz, DMSO-dg) 6 7.86 (s, 1 H). 7.39 (s, 1 H), 2.93-2.92 (d, J = 4 Hz, 3H). 2.04 (s, 3H). 

Step B: Synthesis of AK(c/s-4-{[5-methyl-4-(methytamlno)pyrlmldln-2-yl]amino}-cyelohexyl)niethyl^ 
(trlfluofomethyl)benzamldehydrochlorlde. 

[0522] To a solution of (2-Chloro-5-methyl-pyrimldin-4-yl)-methyl-amine (200mg, 1 .27mmol) in 1 mL 2-propanol was 
added cis-N-(4-amino-cyclohexylmethyl)-3,5-bis-trifluoromethyl-benzamide in TFA salt (736mg, 1 .52mmol) and DIEA 
(2.54mmol). The mixture was heated in a microwave synthesizer at ISO^C for 2 hours. The solvent was evaporated 
and the material subjected to chromatography (70 ~ 95% ethyl acetate/ hexanes) The combined compound was dis- 
solved in CH2CI2 and was added 2 M HCI In diethyl ether (5.6ml, 1 .42mmoi) to yield N-[(cis-4-{[5-methyl-4-(methylami- 
no)pyrimidin-2-yl]amino}cyclohexyl)methyl]-3,5-bis(trifluoromethyl)benzamldehydrochloride (443mg, 0.84mmol, 66%) 
as a white solid. 

ESI MS 490.4 M+H+; ^H NMR (400 MHz, DMSO-dg) 6 11 .5 (s, 1H), 8.86-8.83 (t, J = 4 Hz, 8 Hz, 1 H), 8.32 (s, 2H), 8.11 
(s, 1H), 8.03 (bs, 1H), 7.97 (bs. 1H), 7.40 (s, 1 H). 3.90 (bs. 1H), 3.24 (s, 3H), 3.06-3.04 (d. J = 8 Hz. 2H), 2.72-2.71 
(d, J = 4 Hz, 3H). 1 .54 (bs, 4H), 1 .42 (m, 4H), 1 .20 (2H). 

Example 2662 

cle-4-{[4-(Dimethylamlno)-5-methylpyrimidln-2-yt]amlno}-A^[(1R)-1-(3Hfnetho^^ 
cyclohexanecarboxamide hydrochloride 

Step A: Synthesis of c/s-4-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yl]amlno}-A^[(1R)-1-(3-methoxyphenyl) 
ethyljcyclohexanecarboxamide hydrochloride. 

[0523] Using the procedure of Example 2660, the title compound was obtained. 

ESI MS m/e 412 M + H+; ^H NMR (400 MHz, DMSO-dy 8 10.9 (bs, 1 H), 7.98 (d. 1 H. J = 8,0 Hz), 7.53 (bs, 1 H), 6.98 
(t, 1 H, J = 8.0 Hz), 6.63 (d, 1 H, J = 7.4 Hz), 6.62 (s. 1 H). 6.54 (d, 2 H, J= 8.0 Hz), 4.64 (m, 1 H), 3.79 (bs, 1 H). 3.50 
(s, 3 H), 3.03 (s, 6 H), 2.08 (bs, 1 H). 1 .97 (s, 3 H), 1 .eo^-l .30 (m, 8 H). 1 .1 0 (d, 3 H, J= 6.8 Hz). 

Example 2663 

c/s-4-{[4-(Dlmethylamlno)-5-methylpyrlmldln-2-yl]amino}-/l-[(1 R)-1 -(1 -naphthy l)ethyl] 
cyclohexanecarboxamide hydrochloride 

Step A: Synthesis of c/s-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yl]amino}-M-[(1R)-1-(1-naphthyl)ethyl] 
cyclohexanecarboxamide hydrochloride. 

[0524] Using the procedure of Example 2660, the title compound was obtained. 

ESI MS m/e 432 M + H+; ^H NMR (400 MHz, DMSO-cy 5 11.1 (bs, 1 H). 8.39 (d, 1 H. J = 8.0 Hz), 8.09 (d, 1 H, J = 
8.0 Hz), 7.94 (m, 1 H), 7.82 (d. 1 H, J = 8.0 Hz), 7.73 (bs, 1 H). 7.56-7.49 (m, 5 H). 5.69 (m, 1 H), 4.01 (bs. 1 H). 3.25 
(s, 6 H). 2.33 (bs, 1 H). 2.23 (s, 3 H), 1 .85'-1 .55 (m, 8 H), 1 .49 (d, 3 H, J = 6.8 Hz). 
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Example 2664 

WKc/s-44[4-(Dlmethylamlno)-5Hnethylpyrlmldln.2.yl]amlno}cyclohe^ 

Step A: Synthesis ot WKc/s-4-ff4-(dlmethylamlno)-5-methylpyrlmldln-2-yllamlno}-cyclohew 
3-methyfbenzamlde hydrochloride. 

[0525] Using the procedure of example 2523. the title compound was obtained. 

ESI MS m/e 368 M + H+; iH NMR (400 MHz. DMSO-d^) 8 12.2 (bs. 1 H), 8.28 (bs, 1 H). 7.98 (bd, 1 H, J= 6.0 Hz). 7 64 
(m. 3 H). 7.31 (s. IH). 7.30 (s. 1H). 3.91 (bs, 1H). 3.85 (bs, IH), 3.25 (s, 6 H), 2,35 (s, 3 H). 2.22 (s, 3 H), 1.85 (bs 2 
H), 1.70(bs,6H), 

Example 2665 

NKcis-4-[(4-Methylqulnolin-2-yl)amInoicyciohexyl)-3,5-bis(trifluoromethyi)ben2am[dehydr^^ 
Step A: Synthesis of cto-AH4^mlno-cyclohexyi)-3,5.bis(trifluoromethyl)*enzamide. 

[0526] To a solution of cis-(4-amlno-cyclohexyl)-cart)amic acid tert-butyl ester (3.2 g, 0.015 mol) In CHgClg (50 mL) 
was added DIEA (3.9 mL, 0.022 mol). The mixture was cooled on an ice bath and 3,5-bis(trifluonnethyl)benzoyl chloride 
(2.9 mL, 0.015 mol) was slowly added. The mixture was brought to room temperature and stirred for I hour. After this 
time, the solvent and excess DIEA was evaporated in vacuo. The resulting oil was re-dissolved In CH2CI2 (30 mL) and 
extracted with HgO (30 mL),1M NaOH (30 mL), and brine (30 mL). The brine layer was twice back extracted with 
CH2CI2 and the organic layers were combined, dried over MgS04, and concentrated. The resulting precipitate was re- 
dissolved in CHgClg (50 mL) and TFA (4.6 mL. 0.060 mol) was added. The solution was stin-ed at room temperature 
for 4 hours (or until the reaction was complete as judged by TLC). The excess solvent was evaporated off and the 
resulting oil was dissolved in 30 mL CH2CI2. The organic layer was extracted with 30 mL of a dilute NaOH (aq) / 
NaHCOa (aq) solution (the aqueous layer was confimied to remain basic during the extraction using pH paper indicator). 
The aqueous layer was back extracted twice with CHgClg and the organic layers combined, dried over MgS04, and 
concentrated. A precipitate formed that was subsequently filtered and washed with a cold 50% ether in hexanes solution 
to yield c/s-A/-(4-amino-cyclohexy])-3,5-bls(trifluoromethyl)-benzamide (4.0 g, 0.011 mol, 77%) as a white solid. 
ESI MS 355.0 M+H^ ; ""H NMR (400 MHz. CD3OD) 6 8.44 (s, 2H), 8.18 (s, IH). 4.04 (m. IH). 3.00 (m. IH). 1.89-1 84 
(m. 2H). 1 .79-1 .74 (m, 4H). 1 .74-1 .64 (m. 2H). 

Step B Synthesis of iV.{c/»-4-[{4-methyiqulnolln-2-yl)aminolcyclohexyl}-3,5-bi6(trifluoromethyl)benzamlde 
hydrochloride. 

[0527] To a solution of 2-chloro-4-methyl-quinollne (326 mg, 1 .84 mmol) in 2 mL /-BuOH was added DIEA (369 uL. 

2.12 mmol) and c/s^/V-(4-amino-cyclohexyl)-3,5-bis(trifluoromethyl)-benzamide (500 mg, 1 .41 mmol). The mixture was 

then heated in a microwave at 1 80 ^'C for 12 hours. The reaction mixture was cooled and concentrated and the resulting 

oil was purified by column (<5 % MeOH In CH2CI2). The organic solvents were evaporated and the resulting oil was 

re-dissolved into 4 mL CHgClg and HCI (1 .4 mL. 2,82 mol) was added. The reaction was stirred for 30 minutes and the 

solvent was removed. A precipitate formed that was subsequently filtered and washed with a cold 50% ether in hexanes 

solution to yield /V-{c/s^-[(4-methylquinoiln.2-yl)amino]cyclohexyi}-3,5-bis(trlfluoromethyl)benzamide hydrochloride 
(620 mg, 1.17 mmol, 83%). 

ESI MS 496.4 M+H+; iH NMR (400 MH2.CD3OD) 5 8.47 (s. 2H), 8.21 (s. IH). 8.05 (d. IH. Jt= 8.0 Hz). 7 93 (bs 1 H) 
7.82 (t. 1 H. J = 7.8 Hz). 7.59 (t, 1 H. J = 8.2 Hz). 7.09 (bs. 1 H), 4.17 (m. 1 H). 4.15 (m. 1 H). 2.73 (s, 3H), 2.08-1 .95 
(m. 8H). 

Exannple 2666 

W-fc/s-4-a4-(Dlmethylammo)-5Hnethylpyrlmldln-2-yl]amlno}cyclohexyl)-3 
hydrochloride 

Step A: Synthesis of N-(c/s^-{[4-(dlmethylamlno).5-methylpyrimldln-2-yl]amlno}cyclohexyl)- 
3-(trifluoromethoxy)benzamlde hydrochloride. 

[0528] Using the procedure of example 2523. the title compound was obtained. 
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ESI MS m/e 438 M + H+; NMR (400 MHz, CDCI3) 5 12.9 (bs, 1 H), 8.69 (bd, 1 H, J= 6.8 Hz), 7.69 (s, 1 H), 7.68 (d, 
1 H, J = 8.4 Hz), 7.43 (t. 1 H. J = 8.0 Hz), 7.30 (d. 1 H, J = 7.6 Hz), 7.20 (d, I H, J= 5,2 Hz), 6.55 (d, 1 H, J= 8.0 Hz), 
4.17 (bs, 1 H), 4.10 (bs, 1 H), 3.29 (s, 6 H), 2.24 (s, 3 H), 1.98-1,83 (m, 6 H), 1.73 (m, 2 H). 

Example 2867 

N-<c/s-4-{[4-(Dimethylamlno)-5HTiethylpyrlmidln-2-yl]amino}cyclohexyl)-4-(t^^^^ 
hydrochloride 

Step A: Synthesis of /V-(c/s-4-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yl]aminoJcyc[ohexyl)- 
4-(trlfluoronnethoxy)benzamide hydrochloride. 

[0529] Using the procedure of example 2523, the title compound was obtained. 

ESI MS m/e 438 M + H+: ^H NMR (400 MHz, CDCI3) 5 12.3 (bs, 1 H), 8.54 (bd, 1 H, J = 6.8 Hz). 7.86 (d, 2 H, J = 8.8 
Hz), 7.22 (d, 2 H, J= 8.8 Hz), 7.21 (s, 1 H), 6.68 (d, 1 H, J - 8.0 Hz). 4.17 (bs, 1 H). 4.10 (bs, 1 H), 3.28 (s, 6 H). 2.24 
(s, 3 H), 1.95-1.85 (m, 6 H), 1.72 (m, 2 H). 

Example 2668 

3- Chioro-A^(c/s-4-{[4-(dimethylamlno)-5-methylpyrimldin-2-yi]amino}cyclohexyi)-4-(trlfluorometho^^ 
benzamide hydrochloride 

Step A: Synthesis of 3-chloro-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-yl]amlno}cyclohexyl)- 

4- (trifluoromethoxy)benzamlde hydrochloride. 

[0530] Using the procedure of example 2523, the title compound was obtained. 

ESi MS m/e 472 M + H+; ^H NMR (400 MHz, CDCI3) 6 12.5 (bs, 1 H), 8.37 (bd, 1 H, J = 7.2 Hz), 8,06 (s, 1 H), 7.86 
(d, 1 H, J =8.4 Hz). 7.51 (d, 1H, J= 8.4 Hz). 7.30 (d, 1H, J = 8.0 Hz), 7.24 (s,1 H),4.17(bs. 1 H).4.08(bm, 1 H).3.28 
(s, 6 H), 2.23 (s, 3 H), 1 .92-'1 .85 (m. 6 H). 1 .71 (m, 2 H). 

Example 2669 

4-Chioro-N-(cls4-{(4-(dimethyiamino)-5-niiethylpyrlmldin-2-yqamlno)cyclohexyl)-3-(trlfluoromethyl) 
benzamide hydrochloride 

Step A: Synthesis of 4-chloro-N-(ci84-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yl]aminoJcyciohexyl)- 
3-(trlfluoromethyl)benzamide hydrochloride. 

[0531] Using the procedure of example 2523. the title compound was obtained. 

ESI MS nrVe 456 M + H+; ^H NMR (400 MHz. CDCI3) 6 12.8 (bs. 1 H), 8.58 (bd. 1 H, J = 6.8 Hz). 8.19 (s, 1 H), 7.90 
(d, 1 H, J = 8.4 Hz). 7.54 (d. I H, J = 8.4 Hz), 7.19 (bd, 1 H, J = 5.2 Hz), 6.76 (d. 1 H. J = 8.4 Hz), 4.19 (bs, 1 H), 4.10 
(bm. 1 H). 3.29 (s, 6 H), 2.24 (s, 3H), 1 .94-1 .83 (m, 6 H), 1 .72 (m, 2 H). 

Example 2670 

3,5-Dlchloro-/^(ci^-4-{[4-(dlmethylamlno)-5-methylpyrlmldin-2-yl]amlno>cyciohexyl)benzamldehydrochiori 

Step A: Synthesis of 3,5-dichloro-l#-(c/8-4-{[4-(dimethytamino)-5-methylpyrlmldln-2-yl]amino}cyclohexyl) 
benzamide hydrochloride. 

[0532] Using the procedure of example 2523, the title compound was obtained. 

ESI MS m/e 422 M + H+; ^H NMR (400 MHz. DMSOd^ 6 12.1 (bs. 1 H), 8.50 (bs, 1 H). 8.02 (bd, 1 H. J =5.2 Hz). 
7.86 (d, 2 H. J = 1 .6 Hz). 7.77 (t. 1 H, J= 1.6 Hz). 7.63 (s. 1 H), 3.90 (bs. 1 H), 3.85 (bs, 1 H). 3.25 (s, 6 H), 2.22 (s, 
3 H), 1 .85 (bs, 2 H), 1 .70 (bs. 6 H). 
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Example 2671 

3ADichloro-/VYci^4.{[4.(dimethylamlno)-5-methylpyrimldln-2ynamlno)cycto 
hydrochloride 

Step A: Synthesis of 3,4<lichloro-iV-(c/8-4-a4-(dim6thylamino)-5-methyipyrimidln-2-yl]amino 
benzamlde hydrochloride. 

[0533] Using the procedure of example 2523, the title compound was obtained. 

ESI MS m/e 422 M + H+; 1H NMR (400 MHz, DMSO-dg) 8 12.2 (bs, 1H), 8.47 (bs, 1H), 8.09 (d. 1H. J= 2.0 Hz), 8.05 
(d, 1 H, J= 6.4 Hz), 7.82 (dd, 1H, J= 8.0 and 1.6 Hz), 7.71 (d, 1H, J= 8.4 Hz). 7.63 (s, 1H). 3.90 (bs, 1 H). 3.85 (bs. 
1 H), 3.25 (s, 6 H), 2.22 (s. 3 H), 1 .85 (bs, 2 H), 1 .70 (bs. 6H). 

Example 2672 

5-Bromo-N-(cis-4-{I4-{dimethyiamlno)-5-methyipyrlmldin-2-yl]amlno}cyclohexyl)-2-furamide 

Step A: Synthesis of 5-bromo-N-(cls-4-{[4-(dlmethylamino)-5-methyipyrlmidin-2-yl]amino}cyclohexyl)- 
2-furamide. 

[0534] Using the procedure of example 2523. the title compound was obtained. 

ESI MS m/e 422 M + H+: iH NMR (400 MHz. 0D0\^ 8 7.64 (s. 1 H). 7.02 (d, 1 H, J = 3.6 Hz), 6.41 (d, 1 H, J = 3.6 Hz), 
6.23 (bs. 1 H). 4.77 (bs. 1 H), 4.08 (bs, 1 H). 3.96 (bs, 1 H). 3.02 (s, 6 H). 2.14 (s. 3H). 1.88--1.60 (m, 8 H). 

Example 2673 

N-(cls-4-{[4-(Dlmethylamino)-5-methylpyrimidin-2-yl]amino}cyciohexyl)-2-(methylsulfonyl)benzamlde 

Step A: Synthesis of N-(ci8-4-{[4-(dimethylamino)-5-methylpyrlmldln-2-yi]amino}cyclohexyl>- 

2- (methyl8Ulfonyl)benzamide. 

[0535] Using the procedure of example 2523, the title compound was obtained. 

ESI MS m/e 432 M + H+; iH NMR (400 MHz. CDCy 8 8.02 (d. 1 H, J = 7.6 Hz). 7.69 (t, 1 H, J= 8.0 Hz), 7.59 (t. 2 H. 
J = 7.6 Hz). 6.39 (d. 1 H. J = 8.0 Hz). 6.34 (bs. 1 H). 4.10 (bs. 2 H), 3.33 (s, 3 H). 3.25 (s, 6 H), 2.25 (s, 3 H). 1 .93-'1 .71 
(m, 8 H) . 

Example 2674 

AKc/s^-fl4-(Dimethyiamino)'5-methylpyrimidin-2-yl]amlno}cyclohexyl)-3-(methylsulfbny^ 

Step A: Synthesis of AKc/^-{[4-(dlmethylamino)-5-methylpyrimldin-2-yi]amino}cyclohexyl)- 

3- (methylsulf6nyl)benzamide. 

[0536] Using the procedure of example 2523, the title compound was obtained. ESI MS m/e 432 M + H+; ^H NMR 
(400 MHz, CDCI3) 8 8,40 (s, 1H). 8,18 (d. IH, J= 7.6 Hz), 8,08 (d. 1H, J= 7.6 Hz), 7.67 (t. 1H, J= 7.6 Hz), 7.34 (s, 
IH), 6.99 (d, IH. J= 8.0 Hz), 6.57 (bd, IH. J= 6.4 Hz). 4.17 (bm. 2 H), 3.32 (s. 6 H), 3.16 (s. 3 H). 2.27 (s. 3 H), 
1.90-1.71 (m.8H). 

Example 2675 

AKc/s-4-{[4-(Dimethylamlno)-5-methyipyrlmidin-2-yi]amino}cyclohexyl)-4-(methyl8ulfo^^ 

Step A: Synthesis of AKc/s^-{[4-(dimethylamino)-5-methylpyrlmidln-2-yl]amlno}cyclohexyl)- 

4- (methyl8Uifonyl)benzamide. 

[0537] Using the procedure of example 2523, the title compound was obtained. 

ESI MS m/e 432 M + H+; 1H NMR (400 MHz, CDCI3) 8 8.04 (d. 2 H, J = 8.4 Hz), 7.98 (d. 2 H. J= 8.4 Hz). 7.28 (s. 1 
H). 6.86 (d, 1 H. J= 8.4 Hz). 6.41 (d. 1 H. J= 7.6 Hz). 4.14 (bm, 2 H). 3.32 (s. 6 H). 3.07 (s, 3 H). 2.27 (s. 3 H). 1 .90-1 .71 
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(m,8H). 
Example 2676 

Methyl 2-f/jfc/s-4-/[4-(dlmethylamino)-5-methylpyrlm 

Step A: Synthesis of methyl 2-{[(c/s-4-{[4-(dlmethylamlno)-5.methylpyrlmldln-2-yllamino}cyclohexyl)amlno] 
carbonyl}benzoate. 

[0538] Using the procedure of example 2523, the title compound was obtained. 

ESI MS nn/e 428 M + H+; NMR (400 MH2, CDCI3) 6 8.10 (bs, 1 H). 7.87 (d, 1 H, J = 7.6 Hz), 7.52 {t, 1 H, J= 7.6 
Hz), 7.46 (m, 2 H), 7.30 (s, 1 H), 6,56 (d, 1 H, J= 8,0 Hz), 4.13 (bm, 2 H), 3.87 (s. 3 H), 3.24 (s, 6 H), 2.22 (s, 3 H), 
1.93-1 .75 (m. 8 H). 

Example 2677 

Methyl 3-{[(c/s-4-{[4-(dimethylamlno)-5-methylpyrlmldln-2-yl]amlno}cyclohexyl)amlno]carbonyl}benz^ 

Step A: Synthesis of methyl 3-a(c/s-4-{[4-(dimethylamlno)-5-methylpyrimfdin-2-yl]amino}cyclohexyl)amino] 
carbonyl)ben»ate. 

[0539] Using the procedure of example 2523, the title compound was obtained. 

ESI MS m/e428 M + H+; ^H NMR (400 MHz, CDC\^) 6 8.48 (s, 1 H), 8.17 (bs, 1 H), 8.14 (d, 1 H, J = 7.6 Hz), 8.08 (d, 
1 H. J = 7.6 Hz), 7.51 (t, 1 H, J= 8.0 Hz), 7.31 (s. 1 H), 7.16 (d, 1 H, J = 7.6 Hz), 4.14 (bm, 2 H). 3.94 (s, 3 H). 3.26 
(s, 6 H). 2.23 (s, 3 H). 1 .93-1 .73 (m. 8 H). 

Example 2678 

2- {[(c/s^{[4-(Dimethylamlno)-5-methylpyrlmldin-2-yl]amlno}cyclohexyl)aminQ]carbony acid 
hydrochloride 

Step A: Synthesis of 2-{[(c/s-4-{[4-(dlmethylamino)-5-methylpyrlmldln.2-yl]amlno}cyclohexyl)amlno]carbonyl) 
benzoic acid hydrochloride. 

[0540] Using the procedure of example 2523, the title compound was obtained. 

ESI MS m/e 398 M + H+; iH NMR (400 MHz, DMSO-dg) 5 12.5 (bs, 2 H), 8.32 (bs, 1 H), 8.04 (d, 1 H, J = 6.4 Hz). 7.80 
(d, 1 H, J = 7.6 Hz), 7.68 (s, 1 H), 7.58 (m, 1 H). 7.51 (t, 1 H, J= 7.6 Hz), 7.39 (d, 1H, J= 7.6 Hz), 3.89 (bs, 2 H)! 3.28 
(s, 6 H), 2.25 (s, 3 H), 1 .85-1 .70 (m, 8 H). 

Example 2679 

3- {[{c/s-4-{[4-(Dfmethylamlno)-5-methylpyrlmldln-2-yilamlno}cyclohexyl)amlno] 
hydrochloride 

Step A: Synthesis of 3-{[(c/s-4-{[4-(dlmethylaminoy-5-methylpyrlmldln-2-yl]amlno}cyclohexyi)amlno]carbony 1} 
benzoic acid hydrochloride. 

[0541] Using the procedure of example 2523, the title compound was obtained. 

ESI MS m/e 398 M + H-^; ^H NMR (400 MHz, DhAS0-6s) 6 13.2 (bs, 1 H), 12.3 (bs, 1 H), 8.59 (bs, 1 H), 8.47 (m, 1H), 
8.16-8,11 (m, 3 H), 7.72 (s, 1H). 7.64 (t, 1 H, J= 8.0 Hz), 3.95 (bs. 2 H). 3.32 (s. 6 H), 2.29 (s, 3 H), 1.93 (bs, 2 H), 
1.78 (bs, 6 H). 
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Example 2680 

NK^'^4-n4-(Dimethyiamino)-6HTiethylpyrlmidin-2-yl]amino}cyd^ 

Step A: Synthesis of AHc/s^-{[4-(dimethylamlno)-e-methylpyrlmldln-2-yt]amino)eyclohexyl)- 
3,4-difluorobenzamlde hydrochloride. 

[0542] Using the procedure of example 2526, the title compound was obtained. 

ESI MS m/e 390 M + H+; NMR (400 MHz, DMSO-dg) 5 12.7 (bs, 1 H), 8.37 (bs. 1 H), 7.93'-7.88 (m, 2 H). 7.73 (m, 
1 H), 7.51 (dd. 1 H. J= 18.8 and 8.4 Hz), 6.26 {s, 1 H), 3.96 (bs. 1 H), 3.84 (bs, 1 H), 3,17 (s, 3 H), 3.13 (s. 3 H). 2.25 
(s, 3 H). 1 .85 (bm, 2 H), 1 .70 (bs, 6 H). 

Exannple 2681 

A^(ci8-4-{[4-(Dlmethylamlno)-6-methylpyrimldln-2-yl]amino}cyclohexyl)-3,5-bis(^^^^ 
hydrochloric acid 

Step A: Synthesis of AKc/s-4-{[4-(dlmethylamlno)-6-methyipyrimldin-2"yl] amlno)-cyclohexyl)-3,5-bls 
(trif luoromethyl)benzamide hydrochloric acid. 

[0543] To a solution of (2-chloro-6-methyl-pyrlmidln-4-yl)-dlmethyl-amine (242 mg, 1 .41 mmol) in 2 mL f-BuOH was 
added DIEA (369 uL, 2.12 mmol) and cis-N-(4-amlno-cyclohexyl)-3,5-b{s(trifluoromethyl)-benzamide (500 mg, 1.41 
mmol). The mixture was then heated In a microwave at 180 ''C for 1.7 hours. The reaction mixture was cooled and 
concentrated and the resulting oil was purified by column (<5 % MeOH in CH2CI2). The organic solvents were evap- 
orated and the resulting oil was re-dissolved Into 4 mL CHgClg and HCI (1 .4 mL, 2.82 mol) was added. The reaction 
was stirred for 30 minutes and the solvent was removed. A precipitate fonned that was subsequently filtered and 
washed with a cold 50% ether In hexanes solution to yield /V-(c/5-4-{[4-(dimethylamlno)-6-methylpyrimldln-2-yl]amino} 
cyclohexyl)-3,5-bis(trifIuoromethyl)benzamlde hydrochloric acid (653 mg, 1.24 mmol, 88%). 

ESI MS 490.4 M+H+ ; ^H NMR (400 MHz, CD30D) 8 12.68 (bs, 1H), 8.81 (d, 1H, J= 6.4 Hz), 8.50 (s, 2H), 8.30 (s, 
1H), 7.89 (bs. 1H), 6.28 (s, 1H). 4.00 (m, 1H). 3.90 (m, IN), 3.18 (s. 3H), 3.12 (s, 3H), 2.25 (s, 3H), 1 .87-1.71 (m, 8H). 

Example 2682 

AKc/a-4-)[4-(Dimethylamino)-6-methylpyrlmldln-2-yi]amlno}cyclohexyl)-4-(trifluoromethoxy)benzami^^ 
hydrochloride 

Step A: Synthesis of ^c/s-4-{[4-(dimethylamino)-6-methylpyrlmldin-2-yl]amino)cyclohexyl)- 
4-(trifluoromethoxy)benzamide hydrochloride. 

[0544] Using the procedure of example 2526, the title compound was obtained. 

ESI MS m/e 438 M + H+; ^H NMR (400 MHz. CDCI3) 8 13.0 (bs. 1 H). 8.52 (bd, 1 H, J= 7.6 Hz). 7.87 (d. 2 H. J= 8.8 

Hz). 7.23 (d. 2 H. J= 8.8 Hz), 6.84 (d, 1 H. J= 8.0 Hz), 5.72 (s, 1 H). 4.22 (bm. 1 H). 4.11 (bm. 1 H), 3.24 (s. 3 H). 3.12 
(s, 3 H). 2.34 (s, 3 H). 1.95-^1.85 (m. 6 H), 1.72 (m, 2 H). 

Example 2683 

3-Chloro-Af-(c/s-4-{[4-(dlmethylamlno)-6-methylpyrinrildln-2-yi]amino)cyclohexyl)-4-(t 
t)enzamlde hydrochloride 

Step A: Synthesis of 3-chloro-/V-(c/s-4-{[4-(dimethylamino)-6-methyipyrimidin-2-yi]amino}cyclohexyl)- 
4*(trifluoromethoxy)benzamide hydrochloride. 

[0545] Using the procedure of example 2526, the title compound was obtained. 

ESI MS m/e 472 M + H+; ^H NMR (400 MHz, CDCI3) 5 12.9 (bs, 1 H), 8.52 (d, 1 H. J= 7.6 Hz), 7.96 (d. 1 H. J= 2.4 
Hz), 7.73 (dd, 1 H, J = 8.8 and 2.0 Hz), 7.34 (d, 1 H, J ^8.4 Hz). 6.59 (d, 1 H. J= 8.0 Hz). 5.72 (s, 1 H). 4.22 (bm, 1 
H), 4.10 0 (bm, 1 H). 3.24 (s. 3 H), 3.12 (s. 3 H). 2.34 (s, 3 H). 1.95-1.83 (m, 6 H). 1 .72 (m. 2 H). 
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Example 2684 

4-Chloio-N-(cto-4.{[4-(dimethylamlno)-6.methylpyrimldln-2-yOamlno}^^ hydrochloride 

Step A: Synthesis of 4-ehloro-iV-(c/94-([4-(dimethylamfrio)-6-methylpyrimldln-2-yl]amlrio)cyd 
benzamide hydrochloride. 

[0546] Using the procedure of example 2526, the title compound was obtained. 

ESI IVIS nVe 388 M + H^; 1H NMR (400 MHz, CDCI3) 8 13.1 (bs. 1 H), 8.57 (bd, 1 H, J= 8.0 Hz), 7.73 (d, 2 H. J= 8.4 
Hz), 7.37 (d, 2 H, J= 8.4 Hz), 6.46 (d, 1 H, ^ 6.0 Hz), 5.71 (s. 1 H), 4.20 (bs, 1 H), 4.10 (bs, 1 H). 3.24 (s, 3 H), 3.12 
(s, 3 H), 2.34 (s, 3 H), 1 .94-1 .82 (m, 6 H), 1 .73 (m, 2 H). 

Example 2685 

3.4- Dlchloro-W-(cte-4-([4-(dlnfiethyiamirio)-6-methy]pyrimldln-2yl]amlno}cyc^^ 

Step A: Synthesis of 3,4-dichioro-M(c/s-4*{[4-(dlmethylamino)-6-methylpyrimidln-2-yl]amlno]cyciohexyi) 
benzamide hydrochloride. 

[0547] Using the procedure of example 2526, the title compound was obtained. ESI MS m/e 422 M + H+; ^H NMR 
(400 MHz,CDCl3)613.0(bs, 1 H), 8.51 (d, 1 H, J=7.6 Hz), 7.94 (d, 1 H, J = 2.0Hz), 7.64 (dd, 1 H, J = 8.4 and 2.0 
Hz). 7.47 (d, 1 H, J=8.4 Hz). 6.88 (d. 1 H. J = 8.8 Hz), 5.72 (s, 1 H), 4.22 (bm, 1 H). 4.09 (bm, 1 H), 3.24 (s, 3 H), 3.13 
(s, 3 H), 2.34 (s. 3 H). 1 .94-'1 ,82 (m, 6 H), 1 .72 (m. 2 H). 

Example 2686 

WYc/s-4-{[4-(Dlmethylamlno)-6-methylpyrimldln-2-yl]amlno}cyclohexyl).3,5-dlmethoxybenzamide 

Step A: Synthesis of N- (cls-4-{[4-(dlmethylamino>-6-methylpyrlmidin-2-yl]amlno)yclohexyl)- 

3.5- dlmethoxybenzamide. 

[0548] Using the procedure of example 2526, the title compound was obtained. 

ESI MS m/e 414 M + H+; iH NMR (400 MHz. CDCI3) S 6.88 (d, 2 H, J = 2.0 Hz), 6.57 (t, 1 H, J= 2.0 Hz). 6.15 (d, 1 H, 
J- 7.6 Hz). 5.69 (s, 1 H). 5.1 0 (bs, 1 H). 4.06 (bm. 2 H). 3.82 (s. 6 H), 3.04 (s, 6 H), 2.21 (s, 3 H), 1 .90-^1 .81 (m. 6 H), 
1.67 (m,2H). 

Example 2687 

5-Bromo-A^(c/s-4-a4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amino}cyciohexyl)nlcotinamldehydrochlo 

Step A: Synthesis of 5-bromo-M(c/s-4-{[4-(dlmethylamlno)-5-methylpyrlmldln.2-yl]amlno}cyctohexyl) 
nicotinamide hydrochloride. 

[0549] Using the procedure of example 2526, the title compound was obtained. 

ESI MS 433.2 M+H+ ; ^H NMR (400 MHz. DMSO-dg) 5 12.2 (s, 1H), 8.85 (d. J= 4 Hz, 1H), 8.73 (d, J=4 Hz. 1H), 8.51 
(bs, 1H), 8.34-8.33 (m, 1H). 7.55 (bs. 1H). 3.76 (bs, 2H), 3.14 (bs, 6H). 2.10 (s, 3 H). 1.74-1.59 (m, 8H). 

Example 2688 

AKc/s^-{[4-(Dlmethytamino)-5-methylpyrimidln-2-yi]amino}cyclohexyl)-4-[2^,24rlnuoro-1-^^ 
1 -(trif luoromethyl)ethyl]benzamlde hydrochloride 

Step A; Synthesis of A^-{c/s^4[4-{dlmethylamlno)-5-methylpyrlmldln-2-ylJamlno}cyclohexyl>4-[2^ .24rmuo 
1 -hydroxy-1-(trlf luoromethyl)ethyl]benzamlde hydrochloride. 

[0550] Using the procedure of example 2526, the title compound was obtained. 

ESI MS 520.4 M+H-^ ; ^H NMR (400 MHz, DMSO-dg) 5 12.0 (s, 1 H), 8.84 (s. 1 H), 8.36 (bs. 1 H). 7.91 (bs. 1 H). 7.88 (d 
J= 8 Hz, 2H), 7.73-7.71 (d, J= 8 Hz. 2H), 7.60 (s, 1 H), 3.85 (bs. 2H). 3.23 (s, 6H), 2.20 (s, 3H). 1 .82 (m, 2H), 1 .68 (m. 6H).' 
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Example 2689 

3-Bromo-4-chloro-A^(cls-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yqamin 
hydrochloride 

Step A: Synthesis of 3-biomo-4-chloro-A^(cl9^{[4-(dimethylamino)-5-mthylpyrlmidin-2-y^^ 
cyclohexyi)benzamide hydrochloride. 

[0551] Using the procedure of example 2526, the title compound was obtained. 

ESI m 466.0 ; NMR (400 MHz, DMSO-dg) 8 12.0 (s, 1H), 8.32-8.31 (d, J= 4 Hz, 1H), 8.08-8.07 (d, J=2 Hz, 
1H), 7.88-7.86 (d, J= 8 Hz, 1H), 7.73-7.70 (dd, J, = 4 Hz, Jg^ Hz. 1H), 7.57-7.55 (d. J = 8 Hz, 1H ), 7.49 (s, 1H), 
3.76-3.69 (m. 2H), 3.16 (s. 6H). 2.07 (s, 3H). 1.70 (bs, 2H). 1.55 (bs, 6H). 

Examples 2690-2711 

[0552] Compounds 2690 to 271 1 were prepared in a similar manner as described In Example 2590 using the appro- 
priate acid chloride and amine Intemnedlate from Step B. 

Examples 2712-2731 

[0553] Compounds 271 2 to 2731 were prepared In a similar manner as described in Example 2691 using the appro- 
priate acid chloride and amine Intemnedlate from Step A. 

Examples 2732-2750 

[0554] Compounds 2732 to 2750 were prepared in a similar manner as described in Example 2592 using the appro- 
priate acid chloride and amine intermediate from Step A. 

Examples 2751-2770 

[0555] Compounds 2751 to 2770 were prepared In a similar manner as described In Example 2593 using the appro- 
priate acid chloride and amine Intemriediate from Step B. 

Examples 2771-2794 

[0556] Compounds 2771 to 2794 were prepared in a similar manner as described in Example 2594 using the appro- 
priate amine and the carboxylic acid intermediate from Step B. 

Examples 2795-2823 

[0557] Compounds 2795 to 2823 were prepared in a similar manner as described in Example 2527 using the appro- 
priate amine and the carboxylic acid intemiediate from Step B. 

Examples 2824-2864 

[0558] Compounds 2824 to 2864 were prepared in a similar manner as described In Example 2607 using the appro- 
priate acid chloride and the amine intennedlate from Step D. 

Examples 2665-2866 

[0559] Compounds 2865 and 2866 were prepared in a similar manner as described in Example 2611 using the 
appropriate benzaidehyde and the amine from Step A. 

Examples 2867-2869 

[0560] Compounds 2867 to 2869 were prepared In a similar manner as described in Example 261 3 using the appro- 
priate Isocyanate and the amine from Step A. 
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Examples 2870-2875 

[0561] Compounds 2870 to 2875 were prepared in a similar manner as described in Example 2615 using the appro- 
priate carfooxylic acid and the amine from Step A. 

5 

Example 2876 

[0562] Compound 2876 was prepared in a similar manner as described in Example 2623 using the appropriate 
4-chloro mandelic acid and the amine of Step A. 

10 

Examples 2877-2879 

[0563] Compounds 2877 to 2879 were prepared In a similar manner as described In Example 2638 using the appro- 
priate phenol and the bromoacetamide intennediate of Step B. 

15 

Examples 2880-2884 

[0564] Compounds 2880 to 2884 were prepared in a similar manner as described in Example 2644 using the appro- 
priate thiophenol. 

20 

Examples 2885-2895 

[0565] Compounds 2885 to 2895 were prepared in a similar manner as described in Example 2647 using the appro- 
priate phenol and the chloropyridyl intennediate of Step A. 

25 

Examples 2896-2940 

[0566] Compounds 2896 to 2940 were prepared in a similar manner as described in Example 2523 using the appro- 
priate acid chloride and the amine of Step C. 

30 

Examples 2941-2948 

[0567] Compounds 2941 to 2948 were prepared in a similar manner as described In Example 2635 using the appro- 
priate /V^methyianiline and the bromoacetamide intennediate from step A. 

35 

Examples 2949-2950 

[0568] Compounds 2949 and 2950 were prepared in a similar manner as described in Example 2619 using the 
appropriate carboxylic acid and the amine of Step A. 

40 

Examples 2951-2994 

[0569] Compounds 2951 to 2994 were prepared in a similar manner as described in Example 2526 using the appro- 
priate acid chloride and the amine of Step C. 

45 

Example 2995 

[0570] Compound 2995 was prepared in a similar manner as described in Example 2628 using phenylsulfonyl chlo- 
ride and the amine of Step A. 

50 

Examples 2996-3004 

[0571] Compounds 2996 to 3004 were prepared In a similar manner as described in Example 2632 using the appro- 
priate benzaldehyde and the amine of Step A. 

55 

Example 3005 

[0572] Compound 3005 was prepared in a similar manner as described In Example 2632 using 3-trlfluoromethoxy 
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benzaldehyde and the amine from step C of Example 2526. 
Example 3006 

[0573] Compound 3006 was prepared in a similar manner as described In Example 2642 using 3,4-difiuoroben2oyl 
chloride and the amine from Step C. 

Examples 3007-3011 

[0574] Compounds 3007 to 301 1 were prepared in a similar manner as described in Example 2637 using the appro- 
priate phenol and the chloropyridyl Intemriedlate from Step A. 

Examples 3012-3020 

[0575] Compounds 301 2 to 3020 were prepared in a similar manner as described in Example 2636 using the appro- 
priate phenol and the chloropyridyl intermediate of Step A. 

Examples 3021-3029 

[0576] Compounds 3021 to 3029 were prepared In a similar manner as described In Example 2657 using the appro- 
priate N-methylaniline and the intemnediate prepared in Step C. 

Example 3030 

[0577] Compound 3030 was prepared in a similar manner as described In Example 2595 using 3,4-dlchlorobenzoyl 
chloride and the amine of Step A. 

[0578] Specific compounds as shown in the Examples and in the Tables herein are represented as a mono or di- 
salt, for example, trifluoroacetate, hydrochloride, and the like; or as a free base. It is understood that these specific 
representations of the compounds in no way limit the scope of the invention to the respective salt or free base. For 
example, a trifluoroacetate salt can be readily converted to the corresponding free amine by treatment with a sufficient 
amount of base and If desired converted to another salt, for example, a pharmaceutlcally acceptable salt as described 
herein. 

[0579] It is understood that the present invention embraces compounds, as disclosed herein, as free bases. Inorganic 
salts, and organic salts; and as solvates, and hydrates thereof. 

[0580] Compounds In the subsequent table are listed specifically as the free base and may have been specifically 
isolated as a trifluoroacetate, hydrochloride, or like salt as dictated by the specific synthetb procedure. 



Ex. No. 


compound name 


MS 


class 


2690 


N-[(cis-4-{[4-(dimethylamlno)-5-methylpyrlmidln-2-yl]amino}cyclohexyl)methyl] 
benzamide 


368 (M + H) 


3 


2691 


N-[(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl)methyl]- 
4-methylbenzamide 


382 (M + H) 


3 


2692 


N-[(cis-4-{[4-(dimethylamino)-5-methylpyrimjdin-2-yl]amino}cyclohexyl)methyl]- 
3,4-difluorobenzamide 


404 (M + H) 


2 


2693 


N-[(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]- 
4-methoxybenzam Ide 


398 (M + H) 


3 


2694 


N-[(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amlno)cyclohexyl)methyl]- 
3,5-dimethoxybenzamide 


428 {M + H) 


1 


2695 


N-[(cis-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-yl]amlno]cyclohexyOmethyl]- 
3-fluoro-4-methylbenzamide 


400 (M + H) 


2 


2696 


N-[(cis-4-{[4-(dimethytamino)-5-methyipyrimidin-2-yl]amino]cyclohexyl)methyi]- 
4-fluoro-3-methylbenzamide 


400 (M + H) 


2 
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(continued) 



CX. iMO. 


compound name 


MS 


class 


2697 


N-[(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno]cyclohexyl) 
methyl]-3-(trffluoromethyl)benzamide 


436 (M + H) 


1 


2698 


N-((cis-4-{[4-(dimethylamino)-5-methylpyrimidjn-2-yl]amjno}cyclohexyl) 
meinyij-4-(triilLiorometnyi)Denzamiue 


436 (M H) 


3 


2699 


N-[(cjs-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl)amlno]cyclohexyl)methyl]- 
3-(trifluoromethoxy)benzamide 


452 (M + H) 


2 


2700 


N-[(cis-44[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino]cyclohexyl)methyl]- 
4-(trifluoromethoxy)benzamide 


452 (M + H) 


2 


2701 


4-cyano-N-[(cls-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino] 
cyclohexyl)methy!]benzamide 


393 (M 4- H) 


2 


2702 


4-bromo-N-[(cjs-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno] 
cyctohexyl)methyi]benzamide 


446 (M + H) 


1 


2703 


4-bromo-N-[(cis-4-{[4-(dimethylamlno)-5-methylpyrlmidln-2-yl]amlno] 
cyclohexyl)methyl]-3-methylbenzamide 


460 (M + H) 


1 


2704 


3-chloro-N-[(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino] 
cyclohexyl)methyl)-4-fluorobenzamlde 


420 (M + H) 


1 


2705 


N-[(ds-4-{[4-(dlmethylamino)-5-methylpyrimldln-2-yl]amlno}cyclohexyl)methyl]- 
3-fluoro-4*(tnfluoromethyl)benzamide 


454 (M + H) 


2 


2706 


3,5-dichloro-N-[(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino) 
cyclohexyl)methyl]benzamide 


436 (M + H) 


1 


2707 


3,4-dichloro-N-[(cls-4-{[4-(dimethylamino)-5-methylpyrimjdin-2-yl]amlno} 
cyclohexyl)methyt]benzamide 


436 (M + H) 


1 


2708 


N-[(cis-4-{[4-(dimethylamlno)-5-methylpyrimldjn-2-yl]amino}cyclohexyl)methyl]- 
2,2-difluoro-1,3-benzodloxole-5-carboxamide 


448 (M + H) 


2 


2709 


N-[{cis-44[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)methyl] 
biphenyl-4-carboxamide 


444 (M + H) 


3 


2710 


4-chloro-N-[(cls-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amlno) 
cyclohexyl)methyl]benzamide 


402 (M + H) 


2 


2711 


N-[(cis-4-{[4-(dimethylamino)-6-methylpyiimidin-2-yl]amino }cyclohexyl) 
metnyl]-3,5-dimethoxybenzamide 


428 (M 4- H) 


2 


2712 


N-(cis-4-({[4-(dime%lamfno)-5-methylpyrimldin-2-yl]amino}methyl)cyc!ohexyl] 
benzamide 


368 (M + H) 


3 


2713 


N-[cis-4-({[4-(dimethylamino)-5-methy!pyrimidin-2-ylJamino}methyl)cyclohexyl]- 
4-methylbenzamide 


382(M + H) 


3 


2714 


N-[cjs-4-({[4-(dimethylamino)-5-methylpyrlmidln-2-yl]amino}methyl)cyclohexyl]- 
3,4-difluorobenzamide 


404 (M + H) 


3 


2715 


N-[cis-4-({[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}methyl)cyclohexyl]- 
4-methoxybenzam ide 


398 (M + H) 


3 


2716 


N-[cls-4-({[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}methyl)cyclohexyl]- 
o ,D-aim am oxyD enzamiae 


428 (M + H) 


2 


2717 


N-[cjs-4-({[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino}methyI)cyclohexyl> 
3-fluoro-4-methyIbenzamide 


400 (M + H) 


3 


2718 


N-[cis-4-(1[4-(dlmethylamlno)-5-methylpyrimldin-2-yl]amino}methyl) 
cyclohexyl]-4-fluoro-3-methylbenzamide 


400 (M + H) 


2 



348 



EP1464 335A2 



(continued) 



Ex. No. 


uompounu name 


MS 


class 


2719 


N-[cis-4-({[4-(dimethylamtno)-5-me%lpyrjmldin-2-yl]amino}methyl)c^^ 
o>^innuororTi6inyi;DenzaiTiiQ8 


436 (M + H) 


3 


2720 


N-[cjs-4-({[4-(dimethylamino)-6-methylpyrjmidin-2-yl]amino}methyl)cycto 
•f-^innuoromeiny i;Den2aiTi loe 


436 (M + H) 


3 


2721 


N-[cis-4-({[4-(dlmethylamino)-5-methyIpyrimidln-2-yl]amlno }methyl) 
cycionexyij-o-vinnuororneinoxy;Denzarriici9 


452 (M + H) 


3 


2722 


N-(cis-4-({[4-(dimethylamlno)-5-me%lpyrimidin-2-yl]amino}me%l) 
cycionexyij-4-(iniiuorometnoxy)Denzarniae 


452 (M + H) 


3 


2723 


4-cyano-N-[cis-4-({[4-(dimethylamlno)-5-methylpyrimldin-2-yl]amino}methyl) 
cyclohexyl]benzamlde 


393 (M + H) 


3 


2724 


4-bromo-N-[cis-4-{{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amlno}methyl) 
cyclo h exy IJbenzam ide 


446 (M + H) 


3 


2725 


4-bromo-N-[ci8-4-({[4-(dimethylamlno)-5-methylpyrlmidjn-2-yl]amjno]m^^ 
cyclohexyQ-S-methylbenzamide 


460 (M + H) 


2 


2726 


3-chloro-N-[cis-4-({[4-(djmethylamlno)-5-mothylpyrimidin-2-yl]amlno}m 
cyclohexyl]-4-fluorobenzamide 


420 (M + H) 


2 


2727 


N-[cis-4-({[4-(dimethylamjno)-5-methylpyrlmjdln-2-yl]amino}methyl)cy^ 
3-Tluoro-4-(tnfluoromethyl)-benzamide 


454 (M + H) 


3 


2728 


•3,5-dichloro-N-[cls-4-({[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino} 
methyl)cyctohexyl]benzamide 


436 (M + H) 


2 


2729 


3.4-dichloro-N-[cls-4-({[4-(dimethylamlno)-5-methylpyrimjdin-2-yl]amino} 
m ethyl)cyctohexyl]benzamide 


436 (M + H) 


3 


2730 


N-[cjs-4-({[4-(dimethylamino)-5-methylpyrimldin-2-yllamino}methyl)cyclohexyl]- 
2,2-difluoro-1 ,3-benzodioxole*5-carboxamide 


448 (M + H) 


3 


2731 


N-[cis-4-({[4-(dimethylamino)-5-methylpyrimidjn-2-yl]amjno}methyl)cyclohe^^ 
0|5-Dis(tnTiuorometnyi}Denzamide 


504 (M + H) 


2 


2732 


N^cis-4-({[4-(dimethylamino)-6-methylpyrimidin-2-yllamino}methyl)^^^ 
benzamide 


368 (M+H) 


3 


2733 


N-[ds-4-({[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino} methyl) 
cyclohexyl]-4-methylbenzamide 


382 (M-i-H) 


3 


2734 


NKcls-4-({[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino} methyl) 
cycionexyij-o,4-aiTiuoroDenzamide 


404 (M + H) 


3 


2735 


N-[cis-4-({[4-(dimethylamino)-6-methylpyrimldln-2-yl]amino}methyl)cyclohexyl]- 
4-methoxybenzamlde 


398 (M + H) 


3 


2736 


N-[cis-4-({[4-(dimethylamino)-6-methylpyrimldin-2-yl]amlno}methyl)cyclohexyl]- 
3,5-dimethoxybenzamide 


428 (M + H) 


3 


2737 


N-[cls-4-({[4-{dlmethylamino)-6-methylpyrimldin-2-yl]amlno)methyl)cyclohexyl)- 
3-fluoro-4-methylbenzamlde 


400 (M -1- H) 


3 


2738 


N-[cis-4-({[4-(dimethylamino)-6-methylpyrlmldln-2-yl]amlno}methyl)cyclohexyl]- 
4-fluoro-3-methylbenzamjde 


400 (M + H) 


3 


2739 


N^cls-4-({[4-{dimethylamlno)-6-methylpyrimidln-2-yl]amlno}methy!)cyclohexylJ- 
3-(tiifluoromethyl)benzamlde 


436 (M -f- H) 


3 


2740 


N^cis-4-({[4-{dimethylamino)-6-methylpyrimldin-2-yl]amino}methyl)cyclohexyl]- 
4-(trifluoromethyl)benzamide 


436 (M + H) 


3 
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(continued) 



Pv Mn 
ex. INO, 


compound name 


MS 


class 


2741 


N-[cls-4-({[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}methyl)cyclohe)cyl]- 
3-(triflLioromethoxy)benzamide 


452 (M + H) 


3 


2742 


N-[cls-4-({(4-(dimethylamino)-6-methylpyrlmidin-2-yl]amino}mGthyl)cyclohexyl]- 
4-(trifluoromethoxy)benzamide 


462 (M -1- H) 


3 


2743 


4-cyano-N-[cis-4-({[4-(djmethylamino)-6-methylpyrimldin-2-yl]amlno}methyl) 
cyc]ohexyl]benzam ide 


393 (M + H) 


3 


2744 


4-bromo-N-[cls-4-({[4-(dimethylamino)-6-methylpyrjmldin-2-yl]amino}methyl) 
cyctohexyQbenzamide 


446 (M + H) 


2 


2745 


4-bromo-N-[cis-4-({[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino}methyl) 
cyclohexyl]-3-methylbenzamide 


460 (M + M) 


2 


2746 


3-chloro-N-[cis-4-({[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}methyl) 
cyclohexyl]-4-fluorobenzamide 


420 (M + H) 


3 


2747 


N-[cis-4-({[4-(dimethylamino)-6-methylpyrimidin-2-yl]amlno]methyl)cyclohexyl]- 
3-fluoro-4-(trifluoromethyl)-benzamlde 


454 (M + M) 


3 


2748 


3,5-dlchloro-N-[cis-4-{{[4-(dim8thylamlno)-6-methylpyrimldln-2-yl]amlno} 
methyl)cyclohexyl]benzamide 


436 (M + H) 


2 


2749 


3,4-dichloro-N-[cis-4-({[4-(dimethylamjno)-6-methylpyrimidln-2-yl]amjno} 
methyl)cyclohexyl]benzamide 


436 (M + H) 


2 


2750 


N-[cis-4-({[4-(dimethy!amlno)-6-methylpyrimidin-2-yl]amino}methyl)cyclohexyl]- 
2,2-difluoro-1,3-benzodioxole-5-carboxamide 


448 (M + H) 


3 


2751 


N-[(cls-4-{[4-(dlmethylamino)-6-methylpyrlmidln-2-yl]amino)cyclohexyl)methyl] 
benzamide 


368 (M + H) 


3 


2752 


N-[(cis-4-{[4-{dlmethylamino)-6-methylpyrimidin-2-yl)amino}cyclohexy!)methyl]- 
4-methylbenzamide 


382 (M + H) 


3 


2753 


N-[(c^s-4^[4-(dimethylamino)-6-methylpyrimidin-2-yl]ami^o}cyclohexyl)methyl]- 
3|4-difluorobenzamlde 


404 (M + H) 


3 


2754 


N-[(cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]- 
4-methoxybenzamide 


398 (M + H) 


3 


2755 


N-[(cis-4-{[4-(dimethylamlno)-6-methylpyrimidln-2-yl]amlno}cyclohexyl)methyl]- 
3-fluoro-4-methylbenzamide 


400 (M + H) 


2 


2756 


N-[(cis-4^[4-(dlmethyIamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]- 
4-fiuoro-3-methylbenzamide 


400 (M + H) 


3 


2757 


N-[(cls-4-{[4-(dimethyIam}no)-6-methylpyrimldin-2-yl]amino}cyclohexyl)methyl]- 
3-{trifluoromethyl)benzamlde 


436 (M + H) 


3 


2758 


N-[(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]- 
4-(tnTluorometnyl)benzamide 


436 (M + H) 


2 


2759 


N-[(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]- 
3-(trifluoromethoxy)ben2amlde 


452 (M -1- H) 


3 


2760 


N-[(cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amlno}cyclohexyl)methyl]- 

*f-^iriiiuoromeinoxyjuenzarTiiue 


452 (M + H) 


3 


2761 


4-cyano-N-[(cis-4-{[4-(dimethylamlno)-6-methylpyrimldin-2-yl]ammo} 
cyclohexyl)methyl]benzamlde 


393 (M + H) 


3 


2762 


4-bromo-N-[(cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino} 
cyclohexyl)methyl]benzamide 


446 (M + H) 


1 
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hX. NO. 


compound name 


Ivio 


class 


2763 


4-bromo-N-[(cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino} 
cyclohexyl)methyl]-3-methyIbenzamide 


460 (M + H) 


1 


2764 


3-chloro-N-[(cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino} 
cyclohexyl)methyl]-4-fluorobenzamide 


420 (M + H) 


1 


2765 


N-[(cis-4-{[4-(dlmethylamino)-6-methylpyrimidln-2-yl]amlno}cyclohexyl)methyl]- 
3-fluoro-4-(trifluoromethyl)-benzamide 


454 (M 4- H) 


2 


2766 


3,6-dlchloro-N-[(cis-4-{[4-(dlmethylammo)-6-methylpyrimidin-2-yl]amino} 
cyclohexyl)methyl]benzamide 


436 (M + H) 


2 


2767 


3,4-d^chloro-N-[(cis-4^[4-(dimethylamino)-6-methylpyrimidln-2-yl]amlno} 
cyclohexyl)methy!]benzamide 


436 (M + H) 


2 


2768 


N-[(cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cyclohexyl)methyl]- 
2,2*difluoro-1,3-benzodioxole-5-carboxamide 


448 (M + H) 




2769 


N^(cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cyclohexyl)methyl] 
biphenyl-4-carboxamide 


444 (M + H) 




2770 


4-chloro-N-[(cis-4-{[4-(dlmethylamino)-6-methylpyrlmidin-2-yl]amino} 
cyclohexyl)methyl]benzamide 


402 (M + H) 


2 


2771 


cls-4-{[4-(dimethy!amino)-5-methylpyrimidin-2-yl]amino}-NH(1R)-1-phenylethyl] 
cyclohexanecarboxamide 


382 (M + H) 


2 


2772 


cjs-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[(1S)- 
1-(4Hnethylphenyl)ethyl]cyclohexanecarboxamlde 


396 (M 4> H) 


1 


2773 


cis-4-{[4-(dlmethylamlno)-5-methylpyrimldin-2-yl]amino}-N-[(1R)- 
1-(4-fluorophenyl)ethyl]cyclohexanecarboxamlde 


400 (M + H) 


1 


2774 


ciS'4-{[4-{dimethylamjno)-5-methylpyrimidln-2-yOamino}-N-[(1S)- 
1-(4-fluorophenyl)ethyl]cyclohexanecarboxamide 


400 (M + H) 


2 


2775 


cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino)-N-[(1R)- 
1-(3<^ethoxyphenyl)ethyl]cyclohexanecarboxamide 


412 (M + H) 


1 


2776 


cls-4-{[4-(dimethylamino)-5-methylpyrimldln-2-yOamlno}-N-[(1S)- 
1-(3-methoxyphenyl)ethyl]cyclohexanecarboxamlde 


412 (M + H) 


1 


2777 


cjs-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[(1S)- 
1-(4-methoxyphenyl)ethyl]cyclohexanecarboxamide 


412 (M + H) 


1 


2778 


cis-N^(1R)-1-(4-chlorophenyl)ethyl]-4-{[4-(dimethylamino)-5-methylpyrimidln- 
2-yi]amino}cyclohexanecarboxamide 


416(M-i>H) 


1 


2779 


cis-N-[1-(4-bromophenyl)ethyl]-4-{[4-(d!methylamlno)-5-methylpyrimidln-2-ylJ 
amino}cyclohexanecarboxamide 


460 (M + H) 


1 


2780 


cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}-N-[(1R)- 
1-(4-nftrophenyl)ethyi]cyclohexanecarboxamide 


427 (M + H) 


1 


2781 


cls-4-{[4-(dlmethylamino)-5-methy!pyrimjdin-2-yl]amino}-N-[(1S)- 
1-{4-nltrophenyl)ethyl]cyclohexanecarboxamide 


427 (M + H) 


2 


2782 


cis-4-{[4-(djmethylamino)-5-methylpyrimldln-2-yl]amlno}-N-[(1R)-1-(1-naphthyl) 
ethyljcyclohexanecarboxamlde 


432 (M + H) 


1 


2783 


cis-4-{[4-(dimethylamjno)-5-methylpyrimidin-2-yl]amino)-N-[(1 S)-1 -(1 -naphthyl) 
ethyljcyclohexanecarboxamide 


432 (M 4- H) 


1 


2784 


cis-4-{(4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino}-N-(3-fluorophenyl) 
cyclohexanecarboxamide 


372 (M + H) 


2 
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compound name 


MS 


class 


2785 


cis-4-{[4-(dimethylamino)-5-methylpyrimiclln-2-yl]amino}-N-(4-propylphenyl) 
cyclohexanecarboxamide 


396 (M + H) 


2 


2786 


cis-4-{[4-(dlmethylamino)-5-methylpyrimldln-2-yl]amino}-N-(4-methoxyphenyl) 
cyclohexanecarboxamide 


396{M+H) 


2 


2787 


cjs-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}-N-(3-methoxyphenyl) 
cyclohexanecarboxamide 


384 (M 4- H) 


1 


2788 


cis-N-(3-chlorophenyl)-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amino} 
cyclohexanecarboxamide 


388 (M -1- H) 


1 


2789 


cis-N-(2-bromophenyl)-4-{[4-(dimethyIamino)-5-methylpyrlmidln-2-yl]amino} 
cyclohexanecarboxamide 


432 (M + H) 


3 


2790 


cis-4-{[4-(dimethylamlno)-5-methylpyrimldln-2-yGamino}-N-[(1S,2R)- 
2-phenyicyciopropyl]cyclohexanecarboxamlde 


394 (M + H) 


1 


2791 


cis-4-{[4-(dimethylamlno)-5-methylpyrimldin-2-yt]amino}-N-[4'(trifluoromethyl) 
phenyl]cyclohexanecarboxamlde 


422 (M -I- H) 


1 


2792 


cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[2-(methylthlo) 
phenyljcyclohexanecarboxamlde 


400 (M + H) 


2 


2793 


N2'[cis-4-(3,4-dihydroisoquinolin-2(1H)-ylcarbonyl)cyclohexyl] 
-N4,N4,5-trimethylpyrimidine-2,4-dlamine 


394 (M + H) 


3 


2794 


cis-N-(4-chlorophenyl)-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N- 
methylcyclohexanecarboxamide 


402 (M + H) 




2796 


cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amlno)-N-[(1S)- 
1-(4-methylphenyl)ethyl]cyclohexanecarboxamide 


396 (M + H) 


1 


2796 


cis-4-{[4-(dlmethylamlno)-6-methylpyrimidin-2-yl]amino}-N-[(1R)- 
1-(3Hnethoxyphenyi)ethyl]cyclohexanecarboxamide 


412 (M + H) 


2 


2797 


cis-N-[(1S)-1-(4-chlorophenyl)ethyl]-4-{[4-(dimethylamlno)-6-methylpyrlmidin- 
2-yl]amlno}cyclohexanecarboxamlde 


416 (M + H) 


1 


2798 


cis-N-benzyl-4-{[4-(dlmethylamlno)-6-methylpyrimidln-2-yl]amlno} 
cyclohexanecarboxamide 


368 (M 4- H) 


2 


2799 


cis-4-{[4-(dimethylamino)-6-methylpyrlmldln-2-yl]amlno}-N-(4-fluorobenzyl) 
cyclohexanecarboxamide 


386 (M + H) 


2 


2800 


cls-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino)-N-(2-fluoroben2yl) 
cyclohexanecarboxamide 


386 (M + H) 


2 


2801 


cis-N-(3,4-difluorobenzyl)-4-{[4-(dimethylamlno)-6-methylpyrlmdln-2-yl]amino} 
cyclohexanecarboxamide 


404 (M + H) 


1 


2802 


cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}-N-[(1S)- 
1-(4-methoxyphenyl)ethyl]cyclohexanecarboxamide 


412 (M + H) 


1 


2803 


cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-y[]amino}-N-[(1S)- 
1-(3-methoxyphenyl)ethyl]cyclohexanecarboxamide 


412 (M + H) 


1 


2804 


cis-4-{(4-{dlmethylamino)-6-methylpyrimidin-2-yl]amlno}-N- [(1 R)- 
1-(4-fluorophenyl)ethyl]cyclohexanecarboxamlde 


400 (M + H) 


2 


2805 


cis-N-[(1R)-1-(4-chlorophenyl)ethyl]-4-{[4-(dimethylamino)-6-methylpyrlmldin- 
2-yl]amino)cyclohexanecarboxamide 


416 (M + H) 


1 


2806 


cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amlno}-N-(3-lodobenzyl) 
cyclohexanecarboxamide 


494 (M + H) 


1 
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MC 


class 


2807 


cis-N-(2,4-dlchlorobenzyl)-4-{[4-(dlmethylamino}-6-methylpyrlmldin-2-yllamino 
cyclohexanecarboxamide 


436 (M + H) 




2808 


cis-N-(2,5-dich!orobenzyl)-4-{[4-(dimethylamlno)-6-methylpyrimjdin-2-yl]amino} 
cyctohexanecarboxamide 


436 (M ^ H) 


1 


2809 


cis-4-{[4-(dimethylamlno)-6-methylpyrimldln-2-yOamino}-N-(4-methylbenzyl) 
cyclohexanecarboxamide 


382 (M 4- H) 


1 


2810 


cis-N-(3,5-dichloroben2yl)-4-{[4-(dimethylamlno)-6-methylpyrimidln-2-yl]amino} 
cyclohexanecarboxamide 


436 (M + H) 


1 


2811 


cis-N-(3,5-dlmethoxybenzyl)-4-{[4-(dimethylamlno)-6-methylpyrimldin-2-yll 
amino}cyclohexanecarboxamide 


428 (M -H H) 


1 


2812 


cis-N-(3-chlorobenzyl)-4-{[4-(dlmethylamlno)-6-methylpyrlmidjn-2-yl)aminol 
cyclohexanecarboxamide 


402 (M + H) 


1 


2813 


cis-4-{[4-(dlmethylamino)-6-methylpyrimldln-2-yl]amino}-N-[3-(trifluoromethyl) 
benzyljcyclohexanecarboxamlde 


436 (M + H) 




2814 


cls-N^3,5-bls(trifluoromethyl)benzyl]-4-{[4-(dimethylamlno)-6-methylpyrimidln- 
2-yl]amlno}cyclohexanecarboxamlde 


604 (M + H) 


1 


2815 


cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yQamino}-N-(3-methoxybenzyl) 
cyclohexanecarboxamide 


398 (M H) 


1 


2816 


cls-N-(4-chlorobenzyl)-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amino} 
cyclohexanecarboxamide 


402 (M + H) 


1 


2817 


cis-N-(3,4-dichlorobenzyl)-4-{[4-(dlmethylamlno)-6-methylpyrlmidin-2-yi]amino} 
cyclohexanecarboxamide 


436 (M + H) 


1 


2818 


cis-N-(2,4-difluorobenzyl)-4-{[4-{dimethylamino)-6-methylpyrimldin-2-yl]amino} 
cyclohexanecarboxamide 


404 (M + H) 


1. 


2819 


cis-N-(2,5-difluorobenzyl)-4-{[4-{dimethylamlno)-6-methylpyrimidin-2-yl]amino} 
cyclohexanecarboxamide 


404 (M + H) 


1 


2820 


cis-N-(2,3-difluorobenzyl)-4-{t4-(dimethylamino)-6-methylpyrimldin-2-yl]amino} 
cyclohexanecarboxamide 


404 (M + H) 


1 


2821 


cls-N-(4-bromo-2-fluorobenzyl)-44[4-(dlmethylamlno)-6-methylpyrimidln-2-yl] 
am ino}cyclohexanecarboxamide 


464 (M + H) 


1 


2822 


cis-4-{[4-(dlmethylamino)-6-methylpyrimidln-2-yQamino}-N-(3-methylbenzyl) 
cyclohexanecarboxamide 


382 (M + H) 


1 


2823 


cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yQamino} 
-N-[2-(triftuoromethoxy)benzyl]cyciohexanecarboxamlde 


452 (M + H) 


1 


2824 


N-(cis-4-{[4-(dlmethylamino)«5,6-dimethylpyrimldln-2-yl]amino}cyclohexyl)- 
3-methoxybenzamide 


398 (M + H) 


1 


2825 


N-(cis-4-{[4-(dlmethylamino)-5,6-dlmethylpyrimidin-2-yl]amino}cyclohexyl)- 
2,6-dihydroxylsonlcotlnamlde 


401 (M + H) 


3 


2826 


N-(cls-4-{[4-(dlmethylamino)-5.6-dlmethylpyrlmldin-2-yl]amino}cyclohexyl) 

pyrazine-2-carboxamid6 


370 (M + H) 


3 


2827 


N-(ciS'4-{[4-(dlmethylamino)-5,6-dlmethylpyrimidin-2-yl]amino}cyclohexyl)- 
6-hydroxynicotinamide 


385 (M + H) 


3 


2828 


N-(cis-4-{[4-(djmethylamino)-6,6-dimethylpyrimidin-2-yl]aminolcyclohexyl)- 
5<methylisoxazole-3-carboxamide 


373 (M + H) 


2 
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2829 


2-(3,5-difluorophenyl)-N-(cis-4-{[4-{dimethylamjno)-5,6-dimethylpyrimidin-^^^ 

am i noW*Wf^l n h AwlV P- hx/dmwfir' At A m irl A 
m nil iwjwywiuf iCAyiy^ i lyui wAyawdcuiiiuc* 


434 (M + H) 


2 


2830 


N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyclohexyl)- 

2-ine1tivU1 3-Ayfl7AlA-d-rarhflyamir(A 

^ illCUiyi ■ |W WAO^UIC^r ^Ol UWAOil IlUC 


373 (M + H) 


2 


2831 


N-(cis-4-{[4-(dlmethylamino)-5,6<limethylpyrimidin-2-yl]amlno}cyclohexyl^^ 

O.mpthulni^ntinamiHo 

C 11 ICUiyilllLfUllllClllllUK? 


383 (M + H) 


3 


2832 


N-(cis-4-{[4-(dlmethylamlno)-5,6-dimethylpyrimidin-2-yl]amlno}cyclohexy!)- 

9 AoHifinAthnv\/ni<^/>tinomiHA 

£tU~airn6ino/(yn icuunarniuc 


429 {M + H) 


1 


2833 


3-amlno-N-(cis-4^[4-(dimethylaniino)-5,6-dlmethylpyrimldin-2-yl]amlno} 


385 (M -1- H) 


2 


2834 


N-{cls-44[4-(dlmethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyclohexyl)- 

9 «oth A vi/n i^nt i nam iHa 


413 (M + H) 


3 


2835 


N-(cis-4-{[4-(dimethylamlno)-5,6-dimethylpyrimidin-2-yl]amlno}cyclohexyl) 

pyi ivJiiit7~£~uciiiJUAai liiut? 


369 (M + H) 


3 


2836 


3-cyano-N-(cis-44[4-(dlmethylamino)-5,6-dim©thylpyrlmldin-2-yl]arnino} 

wywlUlleAyi^Lleil£elllllUI; 


393 (M + H) 


1 


2837 


N-(cis-4-{[4-(dlmethylamlno)-5,6-dimethylpyrimidin-2-yl]amlno}cyclohexyl)- 

0~iilouiyiL/l«ll£diTilUl# 


382 (M + H) 


1 


2838 


3-chloro-N-(cis-4-{[4-(dimethylamino)-5,6-dlmethylpyrimidin-2-yl]arnino} 

wywiLFllCAyt^L/CllAClli liUC? 


402 (M + H) 


1 


2839 


3-bromo-N-(cls-4^[4-(dimethylamino)-5,6-dimethylpyrimidln-2-yl]amino} 

wywiuiiOAyiyuci i^isiiiiiuc 


446 (M + H) 


1 


2840 


N-(cis-4-{[4-(djmethylamino)-5,6<llmethylpyrimidln-2-yOamino}cyclohexyl)^ 

o,0'Uii iicLiiUAyijcriiLorTiiuc 


428 (M + H) 


1 


2841 


N-(cls-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyc!ohexyl)- 
o,0'uis^iniiuoromeLnyiyDenzarTiiue 


504 (M + H) 


1 


2842 


3,4-dichloro-N-(cis-4-{[4-(dimethylamino)-5.6-dlmethylpyrimidin-2-yl]amino} 

cycioneAyiyuen^arniQ6 


436 (M + H) 


1 


2843 


N-(cjs-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-yl]amlno}cyciohexy^ 

^•/trifli mmnnathnvwM^an7ami#4a 

*f~^iriiiuoiuni6inoAyyDenzaniiue 


452 (M + H) 




2844 


4-cyano-N-(cls-4-{[4-(dimethylamino)-5,6-dlmethyIpyrimidin-2-yl]amlno} 

/^v/olnh Ay\/hKAn7fiamEHA 


393 (M + H) 


1 


2845 


N'(cis-4-{[4-(dimethylamlno)-5,6-dimethylpyrimidln-2-yOamlno}cyclohexyl)- 

^-moHix/lhAnTamiHa 
t 1 1 K7U ly luci i^ai 1 iiuc 


382 (M + H) 


1 


2846 


N-(cis-4-{[4-(dimethylamino)-5,6<limethylpyrimidin-2-yQamino}^^^ 

HI lUUI V#Ut7l \£.OA 1 IIU9 


386 (M -1- H) 




2847 


4-chloro-N-(cls-4^[4-(dlme%lamino)-5,6-dlmethylpyrimidin-2-yl]arTiino} 

wy viwi K^Ay i^ud liicii 1 nut? 


402 (M + H) 


1 


2848 


N-(cis-4-{[4-(djmethylammo)-5,6-dimethylpyrimldln-2-yl]amlno}cyclohexy!)- 
2-methoxy benzam ide 


398 (M + H) 




2849 


4-bromo-N-(cjs-4^[4-(dimethy!amino)-5,6-dimethylpyrimrdin-2-yl]arnlno} 
cyclohexyl)benzamide 


446 (M 4- H) 




2850 


N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyclohexyl)- 
4-(trifluoromethyl)benzamide 


436 (M -f- H) 
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MS 


class 


2851 


N-(cis-4-{[4-(dimethylamino)-5,6-dlmethylpyrimidin-2-yl]amino}cyclohexy^ 

toil lUAyuoi i^cii 1 iiuo 


412 (M + H) 


3 


2852 


4-brom<)-N-(cis-4-{[4-(dlmGthylamino)-5,6<limethylpyrimidln-2-yl]amino} 

rvrlnhAy\/h-S-meth\#ihdn7aiTiidfi 


460 (M + H) 


1 


2853 


N-(cls-4-{[4-(dlmethylamjno)-5,6-dlmethylpyrimldln-2-yl]amlno}cyclohGxyl)- 

^.f h mm-A.moth\/IKon79mirip 
o 1 luui u H 1 1 icii ly luci 1Z.CU 1 iiuc 


400 (M + H) 


1 


2854 


N-(cls-4-{[4-(dimethylamlno)-5.6-dimethylpyiimidin-2-yl]arnlno}cyclohexyl)- 

A.mfU mm-^>nn0thvlhp>n7flmiriA 
H~i lUui 1 icii ly luci i^cu 1 1 luw 


400 (M -1- H) 


1 


2855 


N-(cis-4-{[4-{dlmethylamino)-5,6Klimethylpyrimidin-2-yl]amino}cyclohexyl)- 

w cli lyiUdi^cui llUe 


396 (M + H) 


2 


2856 


N-(cis-4-{[4-(dimethylamino)-5.6-dimethylpyrimidin-2-yl]amino}cyclohexyl)- 
O'^iriiiuuiuriioLiiUAy/ucM^cciiiiiuc 


452 (M 4- H) 


1 


2857 


5-bromo-N-(cis-4^[4-(dimethylamlno)-5,6-dimethylpyrimidln-2-yl]amlno} 

/^/^ 1 n h o vu h n if^nti n SI m i H A 
uyuiuiieAyi^i iiwuui lai i iiuo 


447 (M + H) 


1 


2858 


N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimldin-2-yllamlno}cyclohexyl)- 

(\.m Athulth inn h An A>9-ofl rh ny am i ri A 


388 (M + H) 


1 


2859 


N-(cls-4^[4-(dlmethylamlno)-5,6-dlmethylpyrimidin-2-yflamlno}cyclohexyl)- 

o* IF 1 uu lorricii ly ly 1 1 luu u 1 1 ai 1 1 1 u 


437 (M + H) 


2 


2860 


N-(cls-4-{[4-(dimethylamino)-5,6-dlmethylpyrimidin-2-yl]amino}cyclohexyl)- 

Q f%-HiAtKr\v\/hAn'7AniiHA 

o ,0'UieinoAy Dcnzarniuc 


456 (M + H) 


1 


2861 


N-(cis-4-{[4-(dlmethylamino)-5,6-dimethylpyiimidin-2-yOamlno}cyclohexy^^ 
o-GinoAyDenzarniae 


412 (M + H) 


1 


2862 


N-(cls-4-{[4-(dimethylamino)-5,6-dlmethylpyrimldin-2-yl]amino}cyclohexyl)- 

1 5 op r op o xy u6 n ^cuTi 1 u c 


426 (M + H) 


1 


2863 


N-(cls-4-{[4-(dimethylamlno)-5,6-dimethylpyrimidin-2-yl]amlno}cyclohexyl)- 

£5 h\#/^r/>v\/r^\/ri/^^nQ_0_^£Jr^^^^vClmiHo 

D-nyar oxypyriuine-^-oaruuAQi 1 iiuc 


385 (M + H) 


3 


2864 


N-(cis-4-{[4-(dimethylamjno)-5,6-dimethylpyrimidin-2-yOamlno)cyclohexyl)- 

Q A Hif ii irtmHAn7AnniHA 


404 (M + H) 


1 


2865 


N4,N4.5,6-tetramethyl-N2-(cls-4-{[3-(trifluoromethoxy)benzyl]amino} 

ijyoiuiicAyi^pyi liiiiuii i9 £i*t uictiiiiiit; 


438 (M + H) 


3 


2866 


N2^cis-4-[(3,4-difluorobenzyl)amlno]cyclohexyl} 

I>IH, iNH,o,D icii ai 1 icii lyijjyi fii null ic t. ,*+ vjiaiimic 


390 (M + H) 


2 


2867 


N-(3,4-dimethoxyphenyl)-N*-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidln 


433 (M + H) 


1 


2868 


N-(cls-4-{[4-(dlmethylamino)-5,6-dlmethylpyrimldin-2-yQaminG}cyclohexyl) 

~^^~oU10Aypi1t7iiyiyuiocl 


427 (M + H) 


1 


2869 


N-[4-(benzyloxy)phenyO-N'-(ds-4^[4-(dimGthylamino)-5,6-dimGthylpyrimidi^ 

^'yijarniriojcyciuiicAyi^ui ca 


489 (M + H) 


3 


2870 


1-(4<:hlorophGnyl)-N-(cis-4^[4-(dimethylamlno)-5-methylpyrimidln-2-yl]amino) 
cycloh6xyl}cyclopropan6carboxamid6 


428 (M + H) 


1 


2871 


1-(2,4-dichlorophenyl)-N-(cls-4^[4-(dimGthylamino)-5-mGthylpyrimidin-2-yl] 
amjno}cyclohexyl)cyclopropanecart)oxamjde 


462 (M + H) 


1 


2872 


2-(4K:hlorophenyl)-N-(cis-4^[4-{dimethylamino)-5-methylpyrim^din-2-yl]amino) 
cyclohGxyl)acetamide 


402 (M + H) 


1 
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Ex. No. 


wurnpounu narnc 


IVIo 


class 


2873 


N-(cis-4-{[4-(dlmethy!amino)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)- 
1 ' ^f'lTi cLnyipricnyi^ i up ro pan ccaiu oxarn i q8 


408 (M H) 




2874 


2-(4-chlorophenyl)-N-(cis-4^[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amin 
c^cionexyijpropanoiTiiaG 


416 (M 4- H) 


1 


2875 


N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)- 
1 '(4-methoxypheny))'Cyclopropanecarboxamide 


424 (M + H) 


1 


2876 


2-(4^:hlorophenyl)-N-(c^s-4^[4-(dlmethylamino)-5"methylpyrimjdin-2-yl]ami^o) 
cycloh6xyl)-2-hyd roxyacetamide 


418 (M + H) 


1 


2877 


N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yllamino}cyclohexyl)- 
2-(3-methoxyphenoxy)acetamidG 


414 (M + H) 


1 


2878 


N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrlmidin-2-yl]amino}cyclohexyl)- 
£-[o~(inTiuororn6inyiypnGnoxyjac6iam 


462 (M + H) 


1 


2879 


2-(3K:hlorophenoxy)-N-(cls-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl] 
am 1 n 0 jcyc 10 n 6xy 1 jaceiam 1 uQ 


418 (M + H) 


1 


2880 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)-2-{ 
[^-(iriTiuoromeinyijpnenyij-suninyijsrcera 


484 (M + H) 


1 


2881 


2-[(2-chlorophenyl)sulfinyO-N-(cis-44[4-(dimethylamino)-6HTiethyIpyrimidin- 
^~y ijom inojcycionBxyi^aceiamiuB 


450 (M + H) 


1 


2882 


2-[(3>bromophenyl)sulfinyl]*N-(cis*4-{[4-(dlmethylamino)-5HTiethylpyrimidin 
2 -y l]am 1 no}cycl 0 h exy l)aceta mi de 


494 (M + H) 


1 


2883 


2-[(3,4-difluorophenyl)sulfinyl]-N-(cls-4-)[4-(dimethylamlno)-5-methylpyrlmidi^ 
2-yl]amlno}cycloh0xyl)acetamid6 


462 (M+ H) 


2 


2884 


2-[(3,4-dlfluorophenyl)sulfonyl]-N-(cis-4-{[4-(dimethylamlno)- 
5-rnethylpyriiTijdjn-2-yl]arnino)cyclohexyl)acetaiTiid6 


468 (M 4- H) 




2885 


N-(cis-4-{[4-(dimethylamlno)-5-methylpyrlmidln-2-yl]amino)cyclohexyl)- 
2-(3-methylphGnoxy) nicotinamide 


461 (M + H) 


1 


2886 


N-(cls-4-{[4-{dimethylanriino)-5-nriethylpyrinr)idin-2-yl]anriino}cycIohexyl)- 
2-(3-fluorophenoxy)nlcotinaniid6 


465 (M + H) 


1 


2887 


N-(cis-4-{[4-(dlnriethylannino)-5-nriethylpyrinriidin-2-yl]anriino)cyclohexyO 
^ - Hii ei n oxy p n en oxy j n ICO ii n arn lae 


477 (M + H) 


1 


2888 


N-(cis-4-{[4-(dimethylanrilno)-5-nfiethylpyrinriidin-2-yl]anriino}cyclohexyl)- 
^ - v^HTi 61 n oxy p n e n oxy / n iCO II n anri 1 ae 


477 (M + H) 


1 


2889 


N-(cls-4-{[4-(dimethyIanriino)-5-nriethylpyriniidin-2-yl]anriino)cyc!ohexyl)- 
^-(H-HOQopnenoxyjnicounamiQc 


573 (M + H) 


1 


2890 


N-(cis-4-{[4-(dimethyIanrilno)-5-methylpyrinriidin-2-yl]amino}cyclohexyl)- 

^- (^-m 6in OXyp nGnOXy j n ICOll n am 108 


477 (M + H) 


1 


2891 


N-(cls-4-{[4-(dlnriethylaniino)-5-nriethylpyrinriidin-2-ylJanriino)cyclohexyl)- 
^-(^-Tiuoropnenoxy^nicoTinarniae 


465 (M + H) 




2892 


2-(2K:hlorophenoxy)-N-(cls-4-{[4-(dlnriethylanriino)-5H7iethylpyrimidin-2-yl] 

oi 1 III lujwywiui iCAj i/i iiwuui leu i iiuc 


481 (M + H) 


1 


2893 


2-(3H:hlorophenoxy)-N-(cis-4-{[4-(dlnriethylanilno)-5HTiethylpyrlnrildin-2-yl] 
amlno}cyclohexyl)nicotinannide 


481 (M -H H) 




2894 


2-(3-bronfiophenoxy)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl] 
amjno}cyclohexyl)nlcotjnamide 


525 (M + H) 
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Ex. No. 


compound name 


IVlO 


uictoo 


2895 


N-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)- 
2-[3-(triflLioromethyl)phenoxy]-nicotinamide 


515 (M + H) 


1 


2896 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl)- 
3-(trifluoromethyt)benzam]de 


422 (M + H) 


1 


2897 


N-(cls-4-{[4-(dlmethylamlno)-5-methylpyrlmidln-2-yl]amino}cyclohexyl)- 
3-f tuoroben zam ide 


372 (M + H) 


1 


2898 


3-bromo-N-(cjs-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino} 
cyclohexyl)b6nzamide 


432 (M + H) 


1 


2899 


N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)- 
4-f luorobenzam ide 


372 (M + H) 


1 


2900 


N-(cis-4-{[4-(djmethylamino)-5-methylpyrlmidin-2-yl]amino}cyclohexyl)- 
3.5-dinnethoxvbenzamide 


414 (M + H) 


1 


2901 


N-(cjs-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]annlno}cyclohe)(yl)- 
2 4-difiuoroben7annlde 


390 (M + H) 


1 


2902 


N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)- 

2 S-cjiflLiorobpn7flnniFlP 

Ull lUUI WUC7I l^ai f HUB 


390 (M + H) 


1 


2903 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmldln-2-yl]amlno}cyclohexyl)- 


408 (M + H) 


1 


2904 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yllamlno}cyclohexyl) 
hen7ainlde 

uwi 1 liu w 


354 (M + H) 


2 


2905 


4-tert-butyl-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yI]amlno} 
cvclohewhben7Annidp 

wlWI IwAjf I^Wwl I^GII 1 IlUC 


410 (M + H) 


1 


2906 


4-buty!-N-(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl) 


410 (M + H) 




2907 


4-chloro-N-(cis-4-{[4-(dimethylamlno)-5-methylpyrlmldin-2-yl]amlno) 


388 (M + H) 


1 


2908 


3-cyano-N-(cis-4-{[4-(dimethylamino)-5-methyIpyrimidin-2-yl]amino} 


379(M + H) 


1 


2909 


4-cyano-N-(cls-4-{(4-{dimethylamino)-5-methylpyrimidln-2-ylJamino) 
cvf^ to h ey\/hhpn7 A m iH A 


379 (M + H) 


1 


2910 


N-(cjs-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl)- 

P-metho)fvhen7flmicle 


384 (M + H) 


3 


2911 


4-bromo-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino} 

f^dn h Awh hp n 7fl m iri A 

^ywiui iwAy i^ud i^ai t iiuc; 


432 (M + H) 


1 


2912 


N-{cis-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl)- 


422 (M + H) 


1 


2913 


N-(cls-4-{[4-(dimethyIamlno)-5-methyIpyrimldln-2-yl]amlno}cyclohexyl)- 


384 (M+H) 


3 


2914 


2-bromo-N-(cis-4-{[4-(djmethylamlno)-6-methylpyrimidin-2-yl]amino} 
cyclohexyl)benzamide 


432 (M + H) 


3 


2915 


2-chloro-N-{ds-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]ammo) 
cyclohexyl)benzamlde 


388 (M + H) 


3 


2916 


N-(cls-4-{[4-(djmethylamlno)-5-methylpyrimidjn-2-yl]amino)cyclohexyl)- 

2-fluorobenzamide 


372 (M + H) 


3 
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Ex. No. 


compound name 


Mo 


class 


2917 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amino}cyclohexyl)- 
2-methylbenzamjde 


368 (M + H) 


3 


2918 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amlno}cyclohexyl)- 
2-(trifluoromethyl)benzamide 


422 (M+H) 


3 


2919 


N-(cls-4-{[4-(dlmethylamlno)-5-methylpyrlmldin-2-yl]amino}cyclohexyl)- 
4-fluoro-3-(trifluoromethyl)benzamide 


440 (M -1- H) 


1 


2920 


4-bromo-N-(cls-4-{[4-(dlmethylamino)-5-methylpyrimldln-2-yl]amino} 
cyclohexvO-S-methvlbenzamide 


446 (M 4- H) 


1 


2921 


N-(cis-4-{[4-(dimethylamino)-5-methyIpyrimldin-2-yl]amino]cyclohexyl)- 
4-ethoxybenzamlde 


398 (M + H) 


2 


2922 


3-(dimethylamino)-N-{cls-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amlno} 
cyclohexyl)benzamide 


397 (M + H) 




2923 


N-(cis-4-{[4-(djmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)- 
4-fiuoro-3-methvIbenzamide 


386 (M -f H) 


1 


2924 


N-(cis-4^[4-(dimethylamino)-5-methylpy^imidin-2-yl]amino}cyclohexyl)- 
3-f luoro-4-methvlbenzam Ide 


386 (M -1- H) 


1 


2925 


N-(cls-4-{(4-(dimethylamino)-5-methylpyrim[dln-2-yl]amlno}cyclohexyl)- 
3-ethylbenzamtde 


382 (M 4- H) 


1 


2926 


N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-ylJamlno}cyclohexyl)- 

2.2-diflU0ro-1 3-benzodioxole-5-rarhnyamiHp 


434 (M + H) 


1 


2927 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amlno)cyclohe)(yl)- 
3-ethoxybenzamide 


398 (M + H) 


2 


2928 


N-(cjs-4-{[4'(djmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohe)cyl)- 
3-isoDroDoxvbenzamide 


412 (M + H) 


2 


2929 


N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amjno}cyclohexyl)- 
3,5-diethoxybenzamid6 


442 (M + H) 


1 


2930 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidjn-2-yl]amino}cyclohexyl)« 
3-fluoro-5-(triftuoromethvhben7amirip 


440 (M + H) 


1 


2931 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amlno)cyclohexyl)- 
3-fluoro-4-ftrifluoromethvhben7amiriP 


440 (M + H) 


3 


2932 


3-chloro-N-(cls-4^[4-(dimethylamino)-5-methylpyrim^din-2-yl]amino} 
cyclohexyt)-4-fluorobenzamide 


406 (M + H) 


3 


2933 


3,5-dibromo-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2- yljamino} 
cyclohexyl)benzamide 


510 (M + H) 


1 


2934 


N-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimldin-2-yl]amino}cyclohexyl)- 
3,5-dimethylbenzamide 


382 (M + H) 


1 


2935 


4•chloro-N-(cls•4^[4-(dimethylamino)-6-methylpy^imidin-2-yI]amino) 
cyclohexyl)-3-methylbenzamide 


402 (M + H) 


1 


2936 


N-(cis-4-{[4-{dlmethylamino)-5-methylpyrlmidln-2-yl)amino}cycfohexyl)- 
4-methoxy-3-(trifluoromethyl)benzamlde 


452 (M + H) 


1 


2937 


N-(cls-4-{[4-(dimethylamino)-5-methylpyrlmidln-2-ylJamino}cyclohexyl)- 
3-methylbenzamide 


368 (M + H) 




2938 


N-(cjs-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amlno)cyclohexyl)- 
3-methoxybenzamide 


384 (M + H) 
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Ex. No. 


comDOund name 


MS 


class 


2939 


N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimldln-2-yl]amino}cyclohe)cy^ 
4-iTi6tfivlboiizannide 


368 (M + H) 




2940 


3-chloro-N-{cis-4^[4-(dimethylam^no)-6-methylpyrimldln-2-yl]amino} 
cvclohexvhbenzamide 


388 (M + H) 


■ 1 


2941 


N- 2--(3<hlorophenyl)-N-(cis-4-{[4-(dimethylamlno)-5-methyIpyrimldln-2-yl] 
amino)cvctohe)n/h-NI9-mpth\/inl\/f^inamiHo 

ai 1 III iwjvtfjroiwi icAy 1 1 icii lyi^iyoii idi fliUt? 


431 (M + H) 


" 1 


2942 


N-(cis-44[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl) 

-N2'meth^/i-NP-^'^-mPth\/tnhon\yl^-^lvoinamiHa 


411 (M + H) 


■ 1 


2943 


N-(cis-4-{[4-(djmethylamlno)-5-methylpyrjmidin-2-yl]amlno}cyclohe)cyl) 

* N2-> / 3 -f 1 U OrOD h nu h <- M 9 -m f^t h\/ In n a m iria 
■ v** tiu\jt\jyjif^nyif 1 1 lyi^iyuiiiarTIIUw 


416 (M + H) 


1 


2944 


N-(cis-4-{[4-(dlmethylamlno)-5-methylpyrlmldin-2-yl]amino}cyclohexyl) 
iiuuiupiiciiyiy-iN£-nicinyiyiycinarTilu6 


415 (M + H) 


1 


2945 


N2-(4-chlorophenyl)-N-(cjs-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl] 

ai 1 III iv/(^y^iui iCAyiy'iN^C'Ii it7lliyiUiyuiriarT1iU6 


431 (M + H) 


1 


2946 


N2-{3,4-difluorophenyl)-N-(cls-4^[4-(dimethylamino)-5-methylpyrirnidin-2-yl] 

oi 1 III lu^yuiui it;7Ayiy~iN4i*riit;inyiyfyuinarniu6 


433 (M + H) 


1 


2947 


N-(cls-4-[4-(dlmethylamlno)-5-^ethylpyrjmidln-2-yl]amlno}cyclohexyl) 

infc vv'^iicuiuAypiiBriyi^-iN^'iTieinyiyiycinani 


427 (M + H) 


1 


2948 


N-(cis-4-[4-(dlmethylamlno)-5-methylpyrimidin-2-ylJamlno}cyclohexyl) 
^"t NicLiiUAypiicnyi^-iN^'iTieinyiyiycinarTii^ 


427 (M + H) 


2 


2949 


2-(4-chlorophenyl)-N-(cis-4^[4-(dimethylamino)-6-methylpyrimidin-2-yl]a 
i^uiuiiBAyi^'c-rneinyiprvpanarniue 


430 (M + H) 


1 


2950 


2-[3,5-bls(trlfluoromethyl)phenyl]-N-{cjs-4-{[4-(dlmethylammo)- 

u II ic;Liiyi|jyiiii Muill''^~yijcti 1 ililUjCyCiOn6AyiyaC6Xam 


504 (M + H) 


2 


2951 


N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl)amino}cyclohexyl) 

ben7amirip 


354 (M + H) 


3 


2952 


4-butyl-N-(cjs-4^[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amino}cycl^ 

benzamide 

wwl l^Cll 1 llvl w 


410 (M + H) 


3 


2953 


N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrlmidin-2-yl]amlno}cycIohexyl^ 
S-fluorobsnyamiriA 

\^ 1 lUWI WWOI I^CU 1 HUB 


372 (M + H) 


2 


2954 


N-(cis-4^[4-(dlmethylamlno)-6-methylpyrimidln-2-yl]amino}cyclohexyl)- 

3-^tHfllJommPth\/hhpn7amiHA 
w ^uiiiuwiwii it;ii ly lyL/ci i^aii iiuc? 


422 (M + H) 


1 


2955 


N-(cis-4-{[4-(dimethylamino)-6-methylpyrimldln-2-yl]amino}cyclohexyl)- 

2-fTifithoyvbpn 7fl m id a 

& 1 1 iCU IWAyUCrll^CIII 


384 (M + H) 


3 


2956 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrlmidin-2-yl]amino}cyclohexyl)- 

■r iiiouiwAyuBii^aiiiiuo 


384 (M + H) 


3 


2957 


3-cyano-N-(cls-4-{[4-(dlmethylamlno)-6-methylpyrimidln-2-yl]amino} 

cvci o h ewh h P n 7fl m i H A 

vy wiwi iCAy lyud l^cll 1 iluc 


379 (M + H) 


1 


2958 


4-cyano-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino} 
cyclohexyl)benzamide 


379 (M + H) 


1 


2959 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidln-2-yl]amlno}cyclohexyl) 
3,5-dimethoxybenzamide 


414 (M + H) 


1 


2960 


N-(cis-4-([4-(dimethyIamino)-6-methylpyrimldin-2-yl]amjno)cyclohex^ 
3-fluoro-4*(trifluoromethyf)benzamide 


440 (M + H) 


2 
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Ex. No. 


compound name 


MO 


class 


5 


2961 


N-(cis-4-{[4-(dimethylamino)-6-methylpyrlmidin-2-yl]amino}cyclohexyl)- 
4-fIuoro-3-(trifluoromethyl)ben2amide 


440 (M + H) 






2962 


N-(cls-4-{[4-{dlmethylamino)-6-methylpyrimidln-2-yl]amino}cyclohexyl)- 
3-fluoro-5-(trifluoromethyl)ben2amide 


440 (M + H) 


- 1 


10 


2963 


3-chloro-N-(cls-4-{[4-(dlmethylamlno)-6-methylpyrimidln-2-yllamlno} 
cyclohexyl)-4-fluorobenzamide 


406 (M + H) 


■ 1 




2964 


N-(cls-4-{[4-(dimethylamlno)-6-methylpyrlmjdin-2-yl]amjno}cyclohexyl)- 
4-fluoro-3-methylbenzamide 


386(M-»-H) 


■ 1 


15 


2965 


N-(cls-4-{[4-(djmethylamlno)-6-methylpyrimidin-2-yl]amino)cyclohexyl)- 
3-fluoro-4-methyIben2amide 


386(M'i-H) 


■ 1 




2966 


3,5-dichloro-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino} 
cyclohexyl)benzamide 


422 (M + H) 


■ 1 


20 


2967 


N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexyl)- 
3-(trlfluoromethoxy)benzamide 


438 (M + H) 


1 




2968 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrlmidin-2-yl]aminocyclohexyl)- 
3,5-difluorobenzamlde 


390 (M + H) 


1 


25 


2969 


4-bromo-N-(cls-4-{[4-(dimethylannlno)-6-methylpyrimidin-2-yl]amlno} 
cyclohexyl)-3-methylbenzamlde 


446 (M + H) 


1 




2970 


N-(cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amlno}cyclohexyl)- 
3-ethylbenzamlde 


382 (M + H) 


3 


30 


2971 


N-(cis-4-{[4-(dimethylamino)-6-methylpyrlmldin-2-yl]amino}cyclohexyl)- 
4-ethoxybenzamlde 


398 (M + H) 


3 




2972 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexyl)- 
4-(trifluoromethyl)benzamlde i 


422 (M + H) 


2 




2973 


4-bromo-N-(cis-4-{[4-(dimethylamino)-6-methylpyrlmidin-2-yl]amlno} 
cyclohexyl)ben2amlde 


432 (M + H) 


1 




2974 


N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohe)eyl)- 
4-ethylbenzamlde 


382 (M + H) 


2 


40 


2975 


N-(cjs-4-{[4-(dimethylamlno)-6-methylpyrimldln-2-yl]amino}cyclohexyl)- 
3.5-diethoxybenzamide 


442 (M + H) 


1 




2976 


N-(cis-4-{[4-(dlmethylamino)-6-methylpyrimldin-2-yl]amino}cyclohexyl)- 
3-ethoxybenzamide 


398 (M + H) 


2 


45 


2977 


N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyI)- 
3-isopropoxybenzamide 


412 (M + H) 


1 




2978 


5-bromo-N-(cls-4^[4-(d^methylamlno)-6-methylpyrimidin-2-yl]ami^o) 
cyclohexyl)nicotinamide 


433 (M + H) 


1 


50 


2979 


5-bromo-N-(cis-44[4-(dim6thylamlno)-6-methylpyiimidin-2-yl]amino} 
cyclohexyl)-2-furamide 


422 (M + H) 


1 




2980 


5-chloro-N-(cis-4^[4-{dimethylamino)-6-methylpyrjmidin-2-ylJam^no) 
cyclohexyI)-2-furamide | 


378 (M + H) 


1 


55 


2981 


N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrlmldin-2-yl]amino}cyclohexyI)- 
4-methoxy-3-(trjfluoromethyl)benzamide ( 


452 (M + H) 


2 




2982 


4-chlo^o-N-(cls-4^[4-(dlmethylamj^o)•6-methylpyrimid^n-2-ylJamino} 
cyclohexyl)-3-(trifluoromethyl)ben2amide | 


456 (M + H) 


1 
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(continued) 



Ex. No. 


compound name 


Mo 


class 


2983 


N-(cls-4-{[4-(dlmethylamlno)-6-methylpyrimldin-2-yl]amino}cyclohexyl)- 
3-methylbenzamide 


368 (M + H) 




2984 


N-(cis-4-{[4-(dimethylamjno)-6-methylpyrimidin-2-yl]amino}cyclohe)cyl)- 
3-methoxybenzamide 


384 (M + H) 


■ 1 


2985 


N-(cis-4-{[4-(dlmethylamino)-6-methylpyrlmidin-2-ynamino}cyclohexyl)- 
4-methylbenzamide 


368 (M + H) 


- 1 


2986 


4-chloro-N-(cis-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amino} 
cyclohexyl)benzamide 


388 (M + H) 


■ 1 


2987 


3-chloro-N-(cis-4-{[4-{dimethylamlno)-6-methylpyrimidln-2-yl]amlno} 
cyclohexyl)benzamide 


388 (M + H) 


■ 1 


2988 


N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}cyclohexyl)- 
3 ,4*drf tuorobenzamide 


390 (M + H) 


■ 1 


2989 


N-(cis-4-{[4-(dlmethylamino)-6-methylpyrimldin-2-yl]amino}cyclohexyl)- 
4-(trjfluoromethoxy)benzamide 


438 (M + H) 




2990 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino)cyclohexyl)- 
4-fluorobenzamlde 


372 (M + H) 


■ 1 


2991 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidln-2-yl]amlno}cyclohexyl)- 
3,4,5-trimethoxybenzamide 


444 (M + H) 


1 


2992 


N-(4-{[4-(djmethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexyl)- 
3-nitrobenzamide 


399 (M -1- H) 


1 


2993 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidln-2-yl]amjno}cyclohexyl)- 
2,2-diphenylacetamide 


444 (M + H) 


1 


2994 


3,4-djchloro-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino} 
cyctohexyi)benzamide 


422 (M + H) 


1 


2995 


N-(cls-4-{[4-(dimethylamlno)-5-methylpyrlmidln-2-yl]amino}cyclohexyl) 
benzenesutfonamide 


390 (M + H) 


3 


2996 


N4,N4,5-trimethyl-N2-{cis-4-[(4-methylbenzyOamino]<yclohexyl}pyrimidm 

2,4-djamine 


354 (M + H) 


3 


2997 


N2^cis-4-[(3,4-dlfluorobenzyl)amino]cyclohexyl}-N4,N4,5-trimethylpyrimidine- 
2.4-diamlne 


376 (M + H) 


3 


2998 


N2-{cis-4-[(3-chlorobenzyl)amlno]cyclohexylhN4,N4,5-trimethylpyrimidine- 
2,4-diamine 


374 (M + H) 


3 


2999 


N2^cis-4-[(3-b^omobenzyl)amino]cyclohexyl}-N4,N4,5-trimethylpyrimldine- 
2,4-diamine 


418 (M + H) 


3 


3000 


N2-{cis-4-[(3,5-dimethoxybenzyl)amlno]cyclohexyl} 
•N4,N4,5-trimethylpynmidine-2,4-diamine 


400 (M + H) 


2 


3001 


N2-{cls-4-[(3,5-dichlorobenzyl)amino]cyclohexyl)-N4,N4,5-trimethylpyrimidine- 
2,4-djamine 


408 (M +H) 


3 


3002 


N2'{cls-4-[(3,4-djchlorobenzyl)amino]cyclohexyl}-N4,N4,5-trimethylpyrimldine- 
2.4-diamine 


408 (M + H) 


3 


3003 


N2-{cis-4-[(4-methoxy-3-methyIbenzyl)amlno]cyclohexyl} 
.N4,N4,5-trimethylpyrimidjne-2,4-diamine 


384 (M + H) 


3 


3004 


N4,N4,5-trimethyl-N2-(cis-4-{[3-(trifluoromethoxy)benzyl]amino}cyclohexyl) 

pyrimidine-2,4-diamtne 


424 (M + H) 


3 
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(continued) 



Ex. No, 


compound name 


MS 


class 


3005 


N4,N4,6-trimethyl-N2-(cls-4-{[3-(trifluoiromethoxy)benzyl]amino}cyclohexyl) 
pyrimidine-2,4-diamjne 


424 (M + H) 


3 


3006 


N-(cis-44[4-(dimGthylamino)-5-(trifluoromethyl)pyrimidln-2-yl]amino} 
CVCIohexvn-3 4-difluoroben7amide 


444 (M + H) 


3 


3007 


N-[((1R,3S)-3-{[4-(dimethylamlno)-5H7iethylpyrlmldln-2-yl]amlno}cyclopentyl) 

m ©th vl - 6- f3-f 1 U O ron h p n n n lf*ot i n a m iHo 


465 (M -1- H) 




3008 


6-(3<:hlorophenoxy)-N-[((1R,3S)-3-{[4-(dimethylamino)-5-methylpyrimjdin-2-yl) 

amlno^CVClODentvhmpthvllnir'ntinamiHo 


481 (M + H) 




3009 


3009 N-I((1R,3S)-3^[4-(dimethylamino)-5-methylpyrimid^n-2-yl]amlno} 

CVCl0D6ntVhmeth\/l1-6-^3-nnpthnyvnh^nrky\#> ninrktinomif^A 


477 (M + H) 




3010 


N-[((1R,3S)-3-{[4-(dimethylamlno)-5HTiethylpyrimidln-2-yl]amino}cyclopentyl) 

ITIfith vll -6- ( 2-met h om/n h pn ny\#^ n irv>ti n am irla 


477 (M + H) 




3011 


N-[((1R.3S)-3-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cyclopentyl) 
m9thvn*6-^2*fluoroDhenoxv^nirntinamiHo 


465 (M + H) 




3012 


2-(4-bromophenoxy)-N-[((1R,3S)-3-{[4-{dimethylamlno)-5-methylpyrimidin- 

2-Vl1amino)cvclODentvhmeth\/I1nimt[namiHA 


525 (M + H) 


2 


3013 


N-[((1R,3S)-3-{[4-(dlmethylamlno)-6H7iethylpyrimldln-2-yl]amino}cyclopentyl) 

m6thvt1-2-f2-methoxvDhpnny\f^n imtinam iHo 


477 (M + H) 


1 


3014 


2-(2-bromophenoxy)-N-[((1R,3S)-3.{[4-(dlmethyIamino)-5-methylpyrimidln- 

2-Vl1amino)c\/clODPntvhmpth\#l1nir^ntinamiHa 
*- / 'J«' • m •w/wyk/iwpci iiyi^i 1 IwlliyiJI livULIi lai 1 liUc 


525 (M + H) 


3 


3015 


N-[((1R,3S)-3-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino}cyclopentyl) 

m6thvl1-2-/2-fluorDDhenox\#)nir^ntinamiHo 
• iiwMijij c iiuwi vpi iciiWAy^iiiwuiiiicuillUc; 


465 (M + H) 


1 


3016 


N-[((1R,3S)-3-{[4-(dimethylamino)-5HTiethylpyrlmidin-2-yl]amino}cyclop 

m ethv 11 Pt h oyx/n h P nnyv^ .n innti n a m i Ha 
iii«^uiyij ^ 1 1 icii lUAy^i ici lUAyy'i nuwUi ictrniUc 


477 (M + H) 




3017 


N-[((1R.3S)-3-{[4-(dimethylamlno)-5HTiethylpyrimidin-2-yl]amlno}cyclopentyl) 

mpthvtl-?-^ 3>f lunrnnhonnm/^nl^nttnamiHa 
iMt^uiyij > >uui vpiiciiuAy^i iiwuiinarniuc 


465 (M + H) 


3 


3018 


2-(3-chlorophenoxy)-N-[((1R,3S)-3-{[4-(dimethylamlno)-5HTiethylpyrimldi^ 

aminolcx/clonpntvhmpthx/llninntinamirlo 
m 1 III 1 wjv^y ^1 w^^i iiy lyi i icLi ly ijMll^ULli iaf 1 ilUc 


481 (M + H) 


3 


3019 


2-(3-chloro-4-fluorophenoxy)-N-[((1R.3S)-3-{[4-(dlmethylamlno)- 

5-m6thvlDvrimidin-2-vl1arriinolc\/nlnnontvl\mAth\#nni/«/\tmomi#4A 
w ■iiwuiji^yiiiiiiuiii c y 1 joi 1 111 mjwyfc»m|jciuyi jiTipinyijnicoxin3miQp 


499 (M + H) 


2 


3020 


2-(4-chloro-3-fluorophenoxy)-N-[((1 R,3S)-3-{[ 4-(dlmethylamino)- 

5~m6thvlDvrimidin'*2<>\/l1flrninnl^\//^lnnpnt\/hmoth\#nnir%#\ttnami#4A 
w iiiwuiji^yiiiiiiuiii y >JQN III lujuyuiupciiiyijrTieinyijniCOlinBmiG 


499 (M + H) 


3 


3021 


N-(3-chlorophenyl)-N'-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yI] 
amino)cvclohexvtVN-methvlurpa 


417 (M + H) 


1 


3022 


N-(3,4-dlchlorophenyl)-N'-{cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yO 
am i nolcvcl ohexvl)- N-methvlu raa 


451 (M + H) 


1 


3023 


N'-(cis-4-{[4-(dimethylamjno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-N- 
msthvl-N-fS-mpthvlohpnx/hiirpa 

• I'^'nijfi 111 1 1 iw 11 ly lui id ly 1 1 u 1 CCI 


397 (M + H) 


1 


3024 


N'-(cls-4-{[4-(dimethylamlno)-5-methylpyrimidjn-2-yl]amino}cyclohexyl)-N- 
methyl-N-(4-methylphenyl)urea 


397 (M + H) 


1 


3025 


N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl) 
-N-(3-fluorophenyl)-N-methylurea 


401 (M + H) 




3026 


N'-(cjs-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl) 
-N-(4-fluorophenyl)-N-methylurea 


401 (M + H) 
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(continued) 



Ex. No. 


compound name 


Mo 


class 


3027 


N-(4-chlorophenyl)-N'-(cis-4-{[4-(djmethylamino)-5-methylpyrimidln-2-ylJ 
amino}cyclohexyl)-N-methylurea 


417 (M + H) 


1 


3028 


N'-(cis-4-{[4-(dimethylamlno)-5-methylpyrjmidln-2-yl]amino}cyclohexyl) 
-N-(3-metho)typhenyl)-N-methylurea 


413 (M + H) 


1 


3029 


N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amlno)cyclohexyl) 
-N-(4-methoxyphenyl)-N-methylurea 


413 (M + H) 


1 


3030 


3,4-dichloro-N-(cis-4-{[5-methyl-4-(methylamlno)pyrlmldin-2-yl]amlno} 
cyclohexyl)benzamide 


408 (M + H) 


3 



Example 3031 

3,4-Difluoro-/V-[clB-4-(qulnolln-2-ylamlno)-cyclohexyll-benzamldehydrochlorlcte 

Step A: Synthesis of (c/s^enayloxycsrbonylamlno-cyclohexylHarbamlc acid benzyl ester. 

[05811 To a suspension of c/«:yclohexane-1 .4-dicarboxylic acid (25.0 g. 145 mmol) in benzene (1 25 mL) were added 
n^^'^rt o^' ^'"^'^ ^"'^ ♦riethylannlne (30.1 g. 297 mmol). The reaction mixture was 

sirred at reflux for 2.5 hr. Benzyl alcohol (32.2 g, 298 mmol) was added and the mixture was stirred at reflux for 24 hr. 
TTie reaction mixture was concentrated and the residue was dissolved In EtOAc and H-O. The organic layer was 
separated and the aqueous layer was extracted with EtOAc (twice). The combined organic layer was washed with 1 
M aqueous KHSO4 saturated aqueous NaHCOg, and brine, dried over MgS04. filtered, concentrated, and purified by 
flash chromatography (silica gel. 33% EtOAc in hexane) to give (cfe-4-benzyloxycarbonylamino-cyclohexyl)-carbamic 
acid benzyl ester (52.0 g. 94%) as a colorless oil. ' yi 

(m '2''mT60 1 m^TiTr""? u":"^'^ * ' ° ^ ^'^-^-^^ 2 3.52-3.80 

(m, 2 M), 1 .60-1 .80 (m, 4 H), 1 .45-1 .60 (m, 4 H). 

Step B: Synthesis of (c/s-4-amino-cyclohexyl)Karbamlc acid terf-butyl ester. 

/.S ^ f °' (c^benzyloxycarbonylamino-cyclohexyl)-carbamlc acid benzyl ester (91 .7 g, 240 mmol) in 
MeOH (460 rnL) was added 5% Pd/C (9.1 7 g). The reaction mixture was stirred at ambient temperature under hydrogen 
atmosphere for 2.5 days, filtered through a pad of celite. and concentrated to give a diamine as a colorless oil To a 
solution of the diamine in MeOH (550 mL) was added a solution of (BoO^O (6.59 g, 30.2 mmol) in MeOH (80 mL) 
dropwise over 4 hr. The reaction mixture was stin-ed at ambient temperature for 1.5 days and concentrated After 
disso ution with H2O, the aqueous layerwas extracted with CHCI3 (three times). The combined organic layer was dried 
over l^gS04. filtered, and concentrated to give cfe-(4-amino-cyclohexyl)-carbamic acid te/t-butyl ester (7 78 q 15% 
crude) as a colorless oil. The aqueous layer was concentrated and the residue was dissolved In Meon' dried over 
MgS04. Jtered. and concentrated to give a recovered diamine (32.9 g) as a colorless oil. To a solution of the recovered 
diamine (32.9 9. 288 mmol) in MeOH (660 mL) was added a solution of (BoO^O (6.29 g. 28.8 mmoQ in MeOH (80 mL) 
dropwise over5 hr. The reaction mixture was stirred at ambient temperature for 10 brand concentrated. Afterdissolution 
mIc^'^;. .^*'"!.°"^ ^'^'^'^^^ ^'^'^ ^^^^ ^^^'^^ t""^^)- ^« '^°'"'""ed organic layer was dried over 

Mg504. filtered, and concentrated to give c/s-(4-amino-cyclohexyl)-carbamic acid fert^butyl ester (8 16g 16% crude) 
as a coloriess oil. The aqueous layerwas concentrated and the residue was dissolved in MeOH. dried over IVIgSO. 
'iT* oHo '^''"'^f 3iye a recovered diamine (23.1 g) as a coloriess oil. To a solution of the recovered diamine 

(23.1 g, 202 mmol) in MeOH (462 mL) was added a solution of (800)30 (4.42 g, 20.3 mmol) in MeOH (56 mL) dropwise 
Tk'u ^ . """^"'^ ^^'"^'^ ^* ^""^'^"^ temperature for 3.5 days and concentrated. After dissolution 

M «^ ^.^""1°"* '^y®' ^'^^''^^'^ CHCIg (three times). The combined organic layer was dried over 
MgS04. filtered, and concentrated to give cfe-(4-amino-cyclohexyl)-caibamic acid tert-butyl ester (5.01 g 1 0% based 
on starting material) as a coloriess oil. The aqueous layer was concentrated and the residue was dissolv^ in MeOH 
dned over MgS04, filtered, and concentrated to give a recovered diamine (16.0 g) as a coloriess oil. To a solution of 

M ^li^'"^ ^^^ ^ ^' ""^'^ ^"^^ « of (Boc)20 (3.06 g. 14.0 mmol) in 

MeOI^ (40mL) dropw.se over4 hr. The reaction mixture was stirred at ambient temperature for 13 hr and concentrated 

JJri^^rl? ^"^'^"^^ ^^^^ ^^'^ The combined organic layerwas 

dned over MgS04. filtered, and concentrated to give cfe-(4-amlno-cyclohexyO-carbamic acid fert-butyl ester (3 53 g 
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7% based on the starting nnaterial) as a colorless oil. The aqueous layer was concentrated and the residue was dissolved 
In MeOH, dried over MgS04, filtered, and concentrated to give a recovered diamine (11 .1 g) as a colorless oil. 
ESI MS m/e 215, M + H+; NMR (300 MHz, CDCI3) 5 4.30-4.82 (m, 1 H). 3.50-3.80 (m, 1 H), 2,78-2.95 (m. 1 H), 
1.44 (s. 9H), 1.20-1.80 (m. 8 H). 

5 

Step C: Synthesis of (c/9-4-{[1-(3,4-difluoro-phenyl)-methanoyq-amlno}-cyclohexyl)-carbamic acid tert-butyl 
ester. 

[0583] To a solution of 3,4-difluoro-benzoic acid (4.10 g, 25.9 mmol) and (c/s-4-amino-cyclohexyl)-carbamlc acid 
10 te/t-butyl ester (5.05 g, 23.6 mmol) in DMF (50 mL) were added EtgN (90 mL, 56.7 mmol), HOBt-HgO (5.41 g, 35.3 
mmol), and EDC-HCI (4.97 g, 25.9 mmol). The reaction mixture was stirred at ambient temperature for 17 hr. To the 
reaction mixture was added water (200 mL) and the suspension was stirred at ambient temperature for 10 min. The 
precipitated was collected by filtration, washed with H2O and EtOH. and dried at 80 ""C under reduced pressure to give 
(c/s-4-{[1 -(3,4-dlf luoro-phenyl)-methanoyl]-amino}-cyclohexyl)-carbamic acid ferf-butyl ester (5.20 g, 62.3%) as a white 
15 solid. 

ESI MS m/e 377, M + Na+; NMR (300 MHz, CDCI3) 5 1 .45 (s, 9 H), 1 .53-1 .95 (m, 8 H), 3.60-3.74 (m, 1 H). 4.00-4.16 
(m, 1 H), 4.50-4.68 (m. 1 H), 5.95-6.09 (m. 1 H), 7.15-7.28 (m. 1 H), 7.43-7.68 (m, 2 H). 

Step D: Synthesis of AHc/»4-amino-cyclohexyl)-3,4-dmuoio-benzamide. 

20 

[0584] A solution of (c/s-4-{[1-(3,4-difluoro-phenyl)-methanoyl]-amino}-cyclohexyl)-carbamic acid fe/t-butyl ester 
(5.20 g, 14.7 mmol) In EtOAc (52 mL) was cooled on an Ice-bath and 4 M hydrogen chloride in EtOAc (104 mL) was 
added. The mixture was stinted at ambient temperature for 1 hr and concentrated. The residue was dissolved in 1 M 
aqueous NaOH and the aqueous layer was extracted with CHCia (three time). The combined organic layer was dried 
25 over MgS04, filtered, concentrated, and dried at 60 under reduced pressure to give yV-(c/s-4-amino-cyclohexyl)- 
3,4-difluoro-benzamide (3.00 g, 80%) as a white solid. 

ESI MS m/e 256. M + H-^ ; ^H NMR (300 MHz, CDCI3) 8 1 .15-1 .52 (m, 3 H). 1 .59-1 .89 (m, 5 H), 2.94-3.06 (m, 1 H). 
4.06-4.20 (m, 1 H). 6.01-6.18 (m. 1 H), 7.13-7.26 (m. 1 H), 7.43-7.50 (m, 1 H), 7.57-7.67 (m, 1 H). 

30 Step E: Synthesis of 3,4-dif luoro-A^[c/s-4-(qulnolln-2-yianiino)-cyclohexyl]-benzamlde hydrochioride. 

[0585] A mixture of 2-chloro-quinoline (200 mg, 1 .22 mmol) and A/-(c/s-4-amino-cyclohexyl)-3,4-difluoro-benzamide 
(342 mg, 1 .34 mmol) in butanol (1 mL) was stinred at 1 30 °C for 60 hr in a sealed tube. The reaction mixture was poured 
into saturated aqueous NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic 

35 layer was dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-silIca 
gel, 20% to 50% EtOAc in hexane). To a solution of the above material in EtOAc (2 mL) was added 4 M hydrogen 
chloride in EtOAc (10 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated. The residue was 
suspended in Et^O (20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was filtered, 
washed with Et20, and dried at 80 °C under reduced pressure to give 3.4-difluoro-A^[c/s-4-(quinolin-2-ylamino)-cy- 

40 clohexyl]-benzamide hydrochloride (189 mg, 37%) as a white solid. 

ESI MS m/e 382, M (free) + H+ ; 1H NMR (300 MHz, CDCI3) 8 1 .80-2.09 (m, 8 H), 3.96-4.24 (m, 2 H), 6.90-7.03 (m, 2 
H), 7.14-7.25 (m. 1 H), 7.41-7.48 (m. 1 H), 7.57-7.64 (m, 1 H), 7.69-7.79 (m. 4 H), 8.18 (d, J= 9.6 Hz. 1 H). 9.73-9.76 
(m, 1 H). 

45 Exampie 3032 

2-Phenoxy-AK^/^-4-(qulnolln-2-ylamino)-cyclohexyl]-nicotinamide hydrochloride 
Step A: Synthesis of /V-fc/s-4-amino-cyciohexyi)-2-phenoxy-nlcotinamide. 

50 

[0586] To a solution of (c/s-4-amino-cyclohexyl)-carbamic acid ferf-butyl ester obtained In step B of exampie 3031 
(6.00 g, 27.8 mmol) In CHCI3 (60 mL) was added /-PrgNEt (9.67 mL, 55.6 mmol). The mixture was cooled on an ice- 
bath and 2-phenoxy-nicotinoyl chloride (6.50 g, 27.8 mmol) was added. The mixture was stirred at ambient temperature 
for 17 hr. The reaction was quenched with saturated aqueous NaHCOg and the aqueous layer was extracted wtth 
55 CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, and concentrated. To a solution of 
the above material in EtOAc (100 mL) and CHCI3 (40 mL) was added 4 M hydrogen chloride in EtOAc (100 mL). The 
mixture was stirred at ambient temperature for 1 hr and concentrated. The residue was dissolved in 1 M aqueous 
NaOH and the aqueous layer was extracted with CHCI3 (three time). The combined organic layer was dried over 
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MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-silica gel, 0.2% to 1% 
MeOH in CHCI3) to give A/-(c/s-4-amlno-cyclohexyl)-2-phenoxy-nicotjnamide (3.51 g, 41%) as a pale yellow oil. 
ESI MS m/e 312, M 4- H+ ; NMR (300 MHz, CDCI3) 8 1.12-1.39 (m. 3 H). 1.65-1.94 (m. 5 H). 2.80-2.91 (m. 1 H), 
4.18-4.30 (m, 1 H), 7.13-7.22 (m, 3 H), 7.25-7.33 (m, 1 H), 7.41-7.51 (m, 2 H). 8.04-8.14 (m. 1 H), 8.22 (dd. J= 4.7, 
5 2.1 Hz, 1 H), 8.62 (dd. J= 7.6, 2.0 Hz, 1 H). 

Step B: Synthesis of 2-phenoxy-iV-[c/s^(qulnolln-2-ylamino)'Cyclohexyq-nlcotinamiGle hydrochloride. 

[0587] A mixture of 2^hloro-qulnollne (200 mg, 1 .22 mmol) and c/s-W-(4-amino-cyclohexyl)-2-phenoxy-nicotinamide 
10 (418 mg, 1 .34 mmol) In butanol (1 mL) was stirred at 130 for 6 days In a sealed tube. The reaction mixture was 
poured Into saturated aqueous NaHCOa and the aqueous layer was extracted with CHO3 (three times). The combined 
organic layer was dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography 
(NH-silica gel, 10% to 16% EtOAc In hexane). To a solution of the above material in EtOAc (10 mL) was added 4 M 
hydrogen chloride in EtOAc (0.2 mL). The mixture was stin-ed at ambient temperature for 1 hr, and concentrated. The 
15 residue was suspended In Et20 (20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate 
was collected by filtration, washed with Et20, and dried at 60 °C under reduced pressure to give 2-phenoxy-A/-[cfe- 
4-(quinolin-2-ylamlno)-cyclohexyll-nicotinamide hydrochloride (138 mg, 37%) as a white solid. 
ESI MS m/e 461 , M (free) + Na+: NMR (300 MHz, CDCI3) 8 1 ,87-2.10 (m, 8 H), 3.83-3.97 (m, 1 H) 4.12-4.24 (m, 1 
H). 6.90 (d. J = 9.5 Hz, 1 H). 7.12 (dd. J = 7.6,4.5 Hz, 1 H), 7.20-7.32 (m, 3 H). 7.37-7.50 (m, 3 H), 7.66-7.80 (m, 3 H). 
20 7.95 (d, J = 7.0 Hz. 1 H) 8.13 (d, J = 9.6 Hz, 1 H), 8.21 (dd, J- 4.6. 2.2 Hz, 1 H), 8.53 (dd. J- 7.6.1 .9 Hz, 1 H), 9.77-9,92 
(m, 1 H). 

Example 3033 

25 3.Methyl-A^[d^4-(qulnolin-2-ylamino)-cyclohexyl]-benzannide hydrochloride 
Step A: Synthesis of cl&-Af'quinolln-2-yl^clohexane-1,4-dlamine. 

[0588] A mixture of 2-chloro-quinoline (1 6.0 g, 97,8 mol) and (cls-4-amino-cyclohexyl)-cart3amic acid fe/t-butyl ester 
30 obtained in step B of example 3031 (23.0 g, 1 07.5 mol) In butanol (1 6 mL) was stirred at 1 30 ''C for 3 days. The reaction 
mixture was poured into saturated aqueous NaHCOa and the aqueous layer was extracted with CHCI3 (three times). 
The combined organic layer was dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid 
chromatography (NH-silica gel, 1 0% EtOAc in hexane) to give a pale yellow oil. To a solution of the above material in 
EtOAc (1 60 mL) was added 4 M hydrogen chloride in EtOAc (80 mL). The mixture was stin-ed at ambient temperature 
35 for 12 hr and concentrated. The residue was dissolved in 1 M aqueous NaOH and the aqueous layer was extracted 
with CHCI3 (three time). The combined organic layer was dried over MgS04, filtered, and purified by medium-pressure 
liquid chromatography (NH-silica gel. 2% to 5% MeOH in CHCI3) to give c/s-/V-quinolin-2-yl-cyclohexane-1 ,4-diamine 
(6.30 g, 27%) as pale yellow solid. 

ESI MS m/e 242, M + H+ ; ^H NMR (300 MHz, CDCI3) 5 1.12-1.53 (m, 4 H), 1.65-1.93 (m, 6 H), 2.84-2.98 (m. 1 H), 
40 4.04-4.16 (m, 1 H), 4.78-4.91 (m, 1 H), 6.61 (d, J= 9.0 Hz, 1 H), 7.17 (ddd, J= 8.0, 6.9. 1.2 Hz, 1 H), 7.46-7.58 (m, 2 
H), 7.61-7.66 (m, 1 H), 7.79 (d. J= 8.9 Hz. 1 H). 

Step B: Synthesis of 3-methyl-A^[c/s-4-(qulnolln-2-ylamlno)-cyclohexyl]-benzamide hydrochloride. 

45 [0589] To a solution of c/s-A/^quinolin-2-yl-cyclohexane-1 ,4-diamine (300 mg, 1 .24 mmol) in CHCI3 (2 mL) were added 
APraNEt (0.45 mL, 2.60 mmol) and 3-methyl-benzoyl chloride (21 0 mg, 1 .36 mmol) In CHCI3 (1 mL). The mixture was 
stirred at ambient temperature for 1 7 hr. The reaction was quenched with saturated aqueous NaHCOa and the aqueous 
layer was extracted with CHCIg (three times). The combined organic layer was dried over MgS04, filtered, concentrated, 
and purified by medium-pressure liquid chromatography (NH-silIca gel. 20% EtOAc in hexane) to give a coloriess oil. 

50 To a solution of the above material in EtOAc (1 0 mL) was added 4 M hydrogen chloride in EtOAc (0.2 mL). The mixture 
was stirred at ambient temperature for 1 hr and concentrated. The residue was suspended in Et20 (20 mL) and the 
suspension was stirred at ambient temperature for 2 hr. The precipitate was collected by filtration, washed with EtgO, 
and dried at 60 **C under reduced pressure to give 3-methyl-A/-[c/s-4-(qulnolin-2-ylamino)-cyclohexyll-benzamide hy- 
drochloride (294 mg, 60%) as a white solid. 

55 ESI MS m/e 382, M (free) + Na"^; ^H NMR (300 MHz, CDCI3) 5 1 .82-2.07 (m. 8 H), 2.40 (s, 3 H), 3.93-4.04 (m, 1 H), 
4.08-4.26 (m. 1 H). 6.49-6.58 (m, 1 H). 6.94 (d. J = 9.5 Hz, 1 H). 7.25-7.32 (m. 2 H). 7.40-7.48 (m. 1 H), 7.56-7.66 (m. 
2 H). 7.67-7.81 (m, 3 H) 8.17 (d, J= 9.5 Hz. 1 H), 9.74-9.87 (m, 1 H). 
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Example 3034 

3-Methoxy-M[cls-4-(quinolin-2-ylamino)-cyclohexyq-benzamlde hydrochloride 

5 Step A: Synthesis of 3-methoxy-Af-[c/s-4-(qulnolln-2-ylamino)-cyclohexyl]-benzaniide hydrochloride. 

[0590] Using the procedure for the step B of example 3033, the title compound was obtained. 
ESI MS m/e 398, M (free) + Na+ ; NMR (300 MHz, CDCI3) 8 1.78-2.09 (m, 8 H), 3.86 (s, 3 H), 3.94-4.06 (m, 1 H), 
4.08-4.25 (m. 1 H), 6.63 (d, J= 8.6 Hz, 1 H), 6.91-7.05 (m. 2 H). 7.28-7.48 (m, 4 H), 7.68-7.80 (m. 3 H), 8.17 (d. J = 
10 9.3 Hz, 1 H), 9,76-9.84 (m, 1 H). 

Example 3035 

3-Chloro-Af-[c/s-4-(quinolln-2-ylamino)-cyclohexyl]-benzamide hydrochloride 

IS 

Step A: Synthesis of 3-chloro-M-[c/s-4-(qulnolln-2-ylamlno)-cyclohexyl] -benzamide hydrochloride. 

[0591] Using the procedure for the step B of example 3033, the title compound was obtained. 
ESI MS m/e 402, M (free) + Na+; ^H NMR (300 MHz. CDCI3) 5 1 .82-2.10 (m, 8 H), 3.96-4.07 (m, 1 H), 4,09-4.26 (m, 
20 1 H), 6.75 (d, J= 7.8 Hz, 1 H), 6.96 (d, J= 9.3 Hz. 1 H), 7.33-7.49 (m, 3 H), 7,66-7.79 (m, 4 H), 7.83-7.88 (m, 1 H), 
8.19 (d, J = 9.3 Hz, 1 H), 9.80 (d, J= 8.5 Hz, 1 H). 

Example 3036 

25 5-Nitro-thiophene-3-carboxyilc acid [c/94»(quinolin-2-ylamino)-cyclohexyi]-amlde hydrochloride 

Step A: Synthesis of 5-nitro-thiophene-3-carboxyllc acid [clSN4-(quinolln-2-yiamino)-cyclohexyq-amide 
hydrochloride. 

30 [0592] To a solution of 6-nitro-thlophene-3-carboxyllc acid (51 6 mg, 2.98 mmol) and c/s-A^quinolin-2-yl-cyclohexane- 
1 ,4-diamlne obtained in step A of example 3033 (600 mg, 2.48 mmol) in DMF (6 mL) were added EtsN (0.83 mL, 5.95 
mmol), HOBt-HgO (570 mg, 3.72 mmol), and EDC-HCI (571 g, 2.98 mmol). The reaction mixture was stirred at ambient 
temperature for 12 hr. To the reaction mixture was added water (20 mL) and the suspension was stirred at ambient 
temperature for 30 min. The precipitated was collected by filtration, washed with HgO, and purified by medium-pressure 

35 liquid chromatography (NH-silica gel, 33% to 50% EtOAc in hexane and silica gel, 2% to 5% MeOH in CHCI3) to give 
a pale yellow oil. To a solution of the above material in EtOAc (10 mL) was added 4 M hydrogen chloride in EtOAc (0.2 
mL). The mixture was stirred at ambient temperature for 1 hr and concentrated. The residue was suspended in Et20 
(20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was collected by filtration, 
washed with Et20, and dried at 60 °C under reduced pressure to give 5-nitro-thlophene-3-carboxylic acid [c/s-4-(quin- 

40 olin-2-ylamino)-cyclohexyl]-amide hydrochloride (329 mg, 60%) as a yellow solid. 

ESI MS m/e 419, M (free) + Na+ ; 1H NMR (300 MHz, CDCI3) S 1 .80-2.18 (m. 8 H), 3.96-4.25 (m, 2 H), 6.97 (d, J= 9.3 
Hz, 1 H), 7.39-7.53 (m, 2 H), 7.67-7.80 (m, 3 H), 8.20 (d, J= 9.4 Hz. 1 H), 8.26-8.30 (m, 1 H), 8.39-8.42 (m, 1 H), 9.59 
(d, J=8.6 Hz, 1 H). 

45 Example 3037 

2-Chloro-A^[cls-4-(qulnolln-2-yiamino)-cyclohexyl]-nicotinamide hydrochloride 

Step A: Synthesis of 2-chioro-M[c/s-4-(quinolin-2-yiamino>-cyclohexyl]-nlcotlnamide hydrochloride. 

50 

[0593] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 403. M (free) + Na+; ^H NMR (300 MHz. CDCI3) 8 1 .84-2.17 (m. 8 H). 3.93-4.05 (m, 1 H). 4.13-4.30 (m, 
1 H), 6.89-7.02 (m, 2 H), 7.30-7.50 (m, 2 H), 7.67-7.81 (m. 3 H). 7.96 (d. J= 7.5 Hz, 1 H), 8.19 (d. J= 9.6 Hz, 1 H), 
8.44-8.50 (m, 1 H), 9.73-9.87 (m, 1 H). 
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Example 3038 

3-Chloro^fluoro-A^[c/s^(qulnolin-2-ylamlno)-cyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 3-chloro-4-fluoro-M[c/s-4-(quinolln-2-ylamlno)-cyclohexyl]-benzamide hydrochloride. 

[0594] Using the procedure for the step B of example 3033, the title compound was obtained. 

ESI MS nrr/e 420, M (free) + Na+; NMR (300 MHz, CDCIg) 5 1.78-2.08 (m, 8 H). 3.96-4.06 (m, 1 H), 4.07-4.23 (m, 

1 H). 6.68-6.78 (m. 1 H). 6.95 (d, J=9.S Hz, 1 H). 7.18 (t, J= 8.6 Hz, 1 H), 7.41-7.48 (m, 1 H), 7.68-7.79 (m. 4 H). 
7.95 (dd, J= 7.0, 2.2 Hz, 1 H), 8.18 (d, J= 9.6 Hz, 1 H), 9.79 (d, J= 8.4 Hz. 1 H). 

Example 3039 

3,5-Dimethoxy-Af-[c/9^(quinolln-2-ytamino)-cyclohexyl]-benzamide hydrochloride 

Step A: Synthesis of 3,5-dlmethoxy-W-[c/s-4-(qulnolln-2-ylamlno)-cyclohexyl]-benzamlde hydrochloride. 

[0595] Using the procedure for the step B of example 3033, the title compound was obtained. 

ESI MS m/e 428, M (free) Na+; ^H NMR (300 MHz, CDCI3) 5 1 .80-2.14 (m, 8 H), 3.85 (s. 6 H), 3.95-4.26 (m, 2 H), 

6.53-6.66 (m, 2 H), 6.89-7.01 (m. 3 H), 7.40-7.51 (m, 1 H). 7.68-7.82 (m. 3 H), 8.1 8 (d. J= 9.6 Hz. 1 H), 9.76-9.85 (m, 1 H). 

Example 3040 

3,4-Dlchloro-A/-[c/s-4-(qulnolin-2-ylamlno)-cyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 3,4Kilchloro-M[c/s-4-(quinolin-2-yiamlno)-cyclohexyl]-benzamlde hydrochloride. 

[0596] Using the procedure for the step B of example 3033, the title compound was obtained. 

ESI MS m/e 436. M (free) + Na+: ^H NMR (300 MHz. CDCI3) 5 1 .81-2.15 (m, 8 H), 3.98-4.25 (m. 2 H). 6.87-7.00 (m, 

2 H), 7.42-7.52 (m, 2 H). 7.65-7.80 (m, 4 H), 7.98 (d, J= 2,0 Hz, 1H), 8.19 (d, J= 9.5 Hz, 1H), 9.87 (d, J= 8.6 Hz, 1H). 

Example 3041 

Benzo[2,1 ,3]oxadIazole-5-carboxylic acld-[c/s4-(qulnolin-2-yiamlno)-cyelohexyl]-amlde hydrochloride 

Step A: Synthesis of benzo[2,1,3]oxadiazole-5-carboxyllc acld-[c/s^(qulnolln-2-ylamino)-cyclohexyl]-amide 
hydrochloride. 

[0597] Using the procedure for the step B of example 3033, the title compound was obtained. 
ESI MS m/e 388, M (free) + H+ ; iH NMR (300 MHz, CDCI3) 5 1 .81-2.23 (m, 8 H), 3.98-4.31 (m. 2 H), 6.97 (d, J= 9.5 
Hz, 1 H), 7.38-7.50 (m, 2 H). 7.70-7.78 (m, 3 H), 7.88 (ddd, J= 14.3. 9.3, 1.2 Hz, 2 H), 8.20 (d, J= 9.5 Hz, 1 H), 8.41 
(t, J= 1.2 Hz. 1 H). 9,75 (d. J= 8.1 Hz, 1 H). 

Example 3042 

1-Methyl-4-nitro-1l#-pyrrole-2-carboxyllc acid [c/s-4-(qulnolln-2-ylamino)-cyclohexyl]-amlde hydrochloride 

Step A: Synthesis of 1-methyl-4-nltro-1/f-pyrrole-2-carboxyllc acid [c/s-4-(qulnolln-2-ylamlno)-cyclohexyl]- 
amlde hydrochloride. 

[0598] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 394. M (free) + H+: ^H NMR (300 MHz, CDCI3) S 1 .80-2.14 (m, 8 H), 3.91-4.15 (m. 5 H), 6.96 (d, J= 9.4 
Hz. 1 H). 7.09 (d, J= 9.0 Hz. 1 H), 7.28-7.31 (m, 1 H), 7.41-7.54 (m, 2 H), 7.67-7.79 (m, 3 H), 8.19 (d. J= 9.6 Hz. 1H). 
9.66 (m, 1 H). 
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Example 3043 

9/#-Xanthene-9-carboxylic acid [c/s-4-(quinolin-2-ylamino)-cyclohexyi]-amide hydrochloride 

Step A: Synthesis of 9H-Xanthene-9-earboxytlc acid [ci8-4-(quinoiin-2-ylamino)-cyclohexyl]-amide 
hydrochloride. 

[0599] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 472, M (free) + Na+ ; NMR (300 MHz, CDCI3) 8 1 .65-1 .89 (m, 6 H), 3.76-3.94 (m, 2 H), 5.99-6.09 (m. 
1 H), 6.87 (d, J= 10.1 Hz. 1 H), 7.05-7.18 (m, 4 H), 7.24-7.47 (m, 5 H), 7.66-7.79 (m, 3 H) 8.13 (d, J= 9.6 Hz, 1 H), 
9.62 (d, J =7.6 Hz, 1 H). 

Example 3044 

5-(4-Chloro-phenyl)-furan-2-carboxylic acid [cl&-4-(quinolin-2-yiamlno)-cyclohexyl]-amlde hydrochloride 

Step A: Synthesis of 5-(4-chloro-phenylHuran-2-caiboxylic acid[cls-4-(quinoiin-2-ylamlno)-cyclohexyi]-amide 
hydrochloride. 

[0600] Using the procedure for the step A of example 3036, the title compound was obtained. 

ESI MS m/e 468, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 8 1.77-2.13 (m, 8 H), 3.93-4.07 (m, 1 H), 4.10-4.28 (m, 

1 H), 6.65-7.03 (m, 3 H), 7.12-7,23 (m, 1 H). 7.32-7.52 (m, 3 H). 7.63-7.85 (m, 5 H), 8.12-8.26 (m. 1 H), 9.74-9.94 (m, 

1H). 

Example 3045 

3- Nltro-Af-[c/s-4-(quinolln-2-ylamino)-cyciohexyl]-benzamide hydrochloride 

Step A: Synthesis of 3-nitro-A^-[c/s-4-(quinolin-2-ylamlno)-cyclohexyl]-benzamide hydrochloride. 

[0601] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 413, M (free) + Na+; ^H NMR (300 MHz, CDCI3) 8 1 .83-2.30 (m, 8 H), 3.99-4.10 (m, 1 H), 4.13-4.31 (m, 
1 H), 6.97 (d. J= 9.6 Hz. 1 H), 7.24-7.33 (m, 1 H), 7.42-7.51 (m. 1 H). 7.63 (t, J= 7.9 Hz, 1 H), 7,70-7.79 (m, 3 H), 
8.17-8.24 (m, 2 H), 8.30-8.35 (m. 1 H), 8.75-8.77 (m, 1 H), 9.76 (d, J= 7.3 Hz, 1 H). 

Example 3046 

4- Fluoro-3-methyl-/^[c/^4-(qulnolin-2-yiamino)-cyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 4-fluoro-3-methyl-Af-[c/s-4-(quinolln-2-ylamlno)-cyclohexyl]-benzamlde hydrochloride. 

[0602] To a solution of c/s-A^qulnolin-2-yl-cyclohexane-1,4-diamine obtained in step A of example 3033 (250 mg, 
1.04 mmol) In CHCI3 (5 mL) were added Et3N (0.3 mL, 2.15 mmol) and 4-fIuoro-3-methyl-benzoyl chloride (197 mg, 
1.14 mmol). The mixture was stirred at ambient temperature for 12 hr. The reaction was quenched with saturated 
aqueous NaHCOs and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04, filtered, concentrated, purified by medium-pressure liquid chromatography (NH-sllica gel, 20% to 
50% EtOAc in hexane). To a solution of the above material in EtOAc (2 mL) was added 4 M hydrogen chloride in EtOAc 
(10 mL). The mixture was stirred at ambient temperature for 2 hr and concentrated. The residue was suspended In 
Et20 (20 mL) and the suspension was stirred at ambient temperature for 6 hr. The precipitate was collected by filtration, 
washed with Et20, and dried at 80 ®C under reduced pressure to give 4-fluoro-3-methyl-AHc/s^-(quinolin-2-ylamino)- 
cyclohexyl]-benzamide hydrochloride (363 mg, 85%) as a white solid. 

ESI MS m/e 400, M (free) + Na+; ^H NMR (300 MHz, CDCI3) 8 1 .82-2.10 (m, 8 H), 2.32 (d, J= 1 .9 Hz, 3 H), 3.96^.07 
(m, 1 H), 4.09-4.27 (m, 1 H), 6.62-6.72 (m, 1 H), 6.96 (d, J= 9.5 Hz, 1 H), 7,04 (t, J= 8.9 Hz, 1 H), 7.40-7.61 (m, 1 H), 
7.61-7.83 (m, 5 H) 8.19 (d, J= 9.6 Hz, 1 H). 9.71-9.85 (m, 1 H). 
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Example 3047 

3-Bromo-l^[c/s-4-(quinolln-2-ylamino)-cyclohexyl]-benzamlde hydrochloride 

5 Step A: Synthesis of 3-bromo-A^-[c/s-4-(qulnolin-2-ylamlno)-cyclohexyl]-benzamlde hydrochloride. 

[0603] Using the procedure for the step A of example 3046, the title compound was obtained. 
ESI MS m/e 446, M (free) + Na+; NMR (300 I^Hz, CDCI3) 5 1.81-2.13 (m, 8 H). 3.96-4.08 (m, 1 H), 4.09-4.27 (m, 
1 H), 6.84 (d, J= 7.8 Hz. 1 H). 6.96 (d, J= 9.6 Hz, 1 H), 7.30 (t, J= 7.9 Hz, 1 H), 7.41-7.50 (m, 1 H), 7.57-7.64 (m, 1 
10 H), 7.69-7.80 (m, 4 H), 8.01 (t, J = 1 .6 Hz, 1 H), 8.19 (d, J= 9.3 Hz, 1 H), 9.71 (m, 1 H). 

Example 3048 

2- (2-Bromo-phenoxy)-AKc/s-4-(qulnolin-2-ylamlno)-cyclohexyl]-nlcotlnamlde hydrochloride 

IS 

Step A: Synthesis of 2-(2-bromo-phenoxy)-M[c/s-4-(quinol[n-2-ylamino)-cyclohexyl]-nicotlnamlde 
hydrochloride. 

[0604] To a solution of 2-bromo-phenol (453 mg. 2.62 mmol) In DMA (4 mL) was added 60% NaH In ol) (210 mg, 
20 5.24 mmol). The mixture was stinted at ambient temperature for 1 hr. To the mixture was added 2-chloro-A^[c/s-4-(qui- 
nolin-2-yiamlno)-cyclohexyl]-nicotinamide obtained in step A of example 3037 (1 .00 g, 2.62 mmol) in DMA (2 mL), The 
mixture was stirred at 120 ^'C for 3 hr and the reaction was quenched with water. The aqueous layer was extracted 
with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated, and purified by 
medium-pressure liquid chromatography (NH-siltca gel, 20% EtOAc In hexane and silica gel, 1 % to 2% MeOH In CHCI3) 
25 to give a colorless oil. To a solution of the above material in EtOAc (1 0 mL) was added 4 M hydrogen chloride in EtOAc 
(0.2 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated. The residue was suspended in 
Et20 (20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was collected by filtration, 
washed with EtgO, and dried at 60 °C under reduced pressure to give 2-(2-bromo-phenoxy)-A4c/s-4-(qulnolln-2-ylaml- 
no)-cyclohexyl]-nicotinamide hydrochloride (262 mg, 1 8%) as a white solid. 
30 ESI MS m/e 51 7. M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 5 1 .89-2.1 7 (m. 8 H), 3.81 -3.98 (m, 1 H), 4.1 4^.30 (m. 1 
H), 6.92 (d, J= 9.5 Hz, 1 H), 7.11-7.20 (m. 2 H), 7.34-7.47 (m, 3 H). 7.63-7.80 (m. 4 H), 7.92-8.00 (m, 1 H), 8.10-8.20 
(m, 2 H), 8.54 (dd, J= 7,5, 2.0 Hz, 1 H), 9,71-9.88 (m, 1 H). 

Example 3049 

35 

3- Cyano-A^[c/s-4-(qulnolln-2-ylamlno)-cyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 3-cyano*N^[c/s-4-(quinolln-2-ylamino)-cyclohexyl]-benzanilde hydrochloride. 

40 [0605] Using the procedure for the step A of example 3046» the title compound was obtained. 

ESI MS m/e 393, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 8 1 .80-2.17 (m, 8 H), 3.98-4.30 (m, 2 H). 6.97 (d. J= 9.3 
Hz, 1 H), 7.07-7.18 (m, 1 H), 7.42-7.50 (m, 1 H) 7.56 (t, J= 7.8 Hz. 1 H). 7.70-7.80 (m. 4 H), 8.08 (d. J= 7.9 Hz. 1 H). 
8.17-8.25 (m, 2 H), 9.69-9.84 (m, 1 H). 

45 Example 3050 

AKc/9-4-(Qulnolln-2-yiamlno)-cyclohexyl]-3-trifluoromethyl-benzamide hydrochloride 

Step A: Synthesis of N-[c/s-4-(quinolin-2-ylamino)-cyclohexyl]-3-trlfluoromethyl-benzamlde hydrochloride. 

50 

[0606] Using the procedure for the step A of example 3046. the title compound was obtained. 
ESI MS m/e 436, M (free) + Na+ ; 1H NMR (300 MHz. CDCy 5 1 .77-2.13 (m. 8 H), 3.97-4.09 (m. 1 H). 4.12-4.33 (m. 
1 H), 6.92-7.05 (m, 2 H), 7.41-7.50 (m, 1 H). 7.57 (t, J= 7.7 Hz, 1 H). 7.69-7.79 (m, 4 H), 8.02 (d. J= 8.1 Hz. 1 H). 
8.13-8.26 (m. 2 H). 9.72-9.85 (m, 1 H). 

55 
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Example 3051 

AH!c/s-4-(Qu inolin-2-ylannino)-Gyclohexyl]-2-^-tolylo3cy-acetamlcle hydrochloride 

5 Step A: Synthesis of AKc/s4-(quinolln-2-ylamlno)-cyclohexyl]-2-m-tolyloxy-acetamlde hydrochloride. 

[0607] To a solution of m-tolyloxy-acet(c acid (1 89 mg, 1 . 1 4 mmol) and c/s- Af-qulnolin-2-yl-cyctohexane-1 ,4-diamine 
obtained In step A of exanfiple 3036 (250 mg, 1 .04 mmol) In DMF (15 mL) were added Et3N (0.35 mL, 2.50 mmol), 
HOBt-HgO (238 mg, 1 .56 mmoi), and EDC-HCI (219 g, 1 .14 mmoi). The reaction mixture was stirred at ambient tem- 

10 perature for 1 3 hr. To the reaction mixture was added water (30 mL) and the aqueous layer was extracted with CHCl^ 
(three times). The combined organic layer was dried over MgS04, filtered, concentrated, and purified by medium- 
pressure liquid chromatography (silica gel, 1% to 5% MeOH in CHCts) to give a colorless oil. To a solution of the above 
material In EtOAc (10 mL) was added 4 M hydrogen chloride In EtOAc (0.2 mL). The mixture was stirred at ambient 
temperature for 1 hr and concentrated. The residue was suspended in Et20 (20 mL) and the suspension was stin-ed 

IS at ambient temperature for 2 hr. The precipitate was collected by filtration, washed with Et20, and dried at 60 ""C under 
reduced pressure to give /V"[c/s-4-(qulnolln-2-ylamlno)-cyclohexyl]-2-m-tolyloxy-acetamide hydrochloride (140 mg, 
32%) as a white solid. 

ESI MS m/e 412, M (free) + Na+ ; NMR (300 MHz, CDCia) S 1 .78-2.06 (m, 8 H), 2.33 (s, 3 H), 3.88-4.12 (m, 2 H), 
4.44 (s. 2 H), 6.72-6.96 (m, 5 H). 7.18 (t. J= 8.0 Hz, 1 H), 7.39-7.47 (m. 1 H). 7.68-7.81 (m. 3 H), 8.17 (d, J= 9.3 Hz, 
20 1 H), 9.72-9.89 (m, 1 H). 

Example 3052 

2,2-Dlphenyl-A/-[c/s>4-(qulnolln-2-ylamlno)-cyclohexyl]-acetamlde hydrochloride 

25 

Step A: Synthesis of 2,2-dlphenyl-^[c/s-4-(qulnolin-2-ylamlno)-cyciohexyq-acetamlde hydrochloride. 

[0608] Using the procedure for the step A of example 3046. the title compound was obtained. 
ESI MS m/e 458, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 8 1 .71-1.97 (m, 8 H), 3.84-4.10 (m, 2 H), 4.87 (s, 1 H), 
30 6.16-6.25 (m, 1 H), 6.90 (d, J= 9.5 Hz, 1 H), 7.20-7.36 (m, 10 H), 7.39-7.48 (m, 1 H). 7.67-7.79 (m, 3 H), 8.15 (d, J= 
9.2 Hz, 1 H), 9.63-9.77 (m. 1 H). 

Example 3053 

35 5-Bromo-furan-2-carfooxyllc acid [c/s-4-(qulnolln-2-ylamino)-cyclohexyl)-amlde hydrochloride 

Step A: Synthesis of 5-bromo-furan-2-carboxylic acid [c/s-4-(qulnolln-2-ylamino)-cyclohexyl)-anilde 
hydrochloride. 

40 [0609] Using the procedure for the step A of example 3036, the title compound was obtained. 

ESI MS m/e 436, M (free) + Na+; ^H NMR (300 MHz, CDCI3) 8 1 .84-2.09 (m, 8 H), 3.92-4.18 (m, 2 H). 6.42 (d, J= 3.5 
Hz, 1 H), 6.61 (d, J= 8.6 Hz, 1 H), 6.95 (d. J= 8.2 Hz, 1 H), 7,05 (d. J= 3.5 Hz. 1 H), 7.42-7.48 (m, 1 H), 7.69-7.83 
(m, 3 H). 8.19 (d, J= 9.5 Hz, 1 H). 9.85 (d, J= 8.6 Hz, 1 H). 

^ Example 3054 

2-(4-Fluoro-phenoxy)-AKc/94-(qumollri-2-ylamino)-«yclohexyl]-nlcotlnaniide hydrochloride 
Step A: 2-(4-fiuoro-phenoxy)-nlcotlnlc acid ethyl ester. 

50 

[0610] To a solution of 2-fluoro-phenoi (3.02 g, 26.9 mmol) in DMA (20 mL) was added 60% NaH in oil (1 .08 mg, 
26.9 mmol). The mixture was stinted at ambient temperature for 1.5 hr. To the mixture was added 2-chloro-nicotinlc 
acid ethyl ester (5.00 g, 26.9 mmol) in DMA (5 mL), The mixture was stirred at 120 °C for 2.hr and the reaction was 
quenched with saturated aqueous NaHCOs. The aqueous layer was extracted with CHCI3 (three times). The combined 
S5 organic layer was dried over MgS04, filtered, and concentrated. The residue was suspended in 10% Et20 in hexane 
(50 mL) and the suspension was stirred at ambient temperature for 1 hr. The precipitate was collected by filtration, 
washed with hexane, and dried at 70 °C under reduced pressure to give 2-(4-fluoro-phenoxy)-nicotlnic acid ethyl ester 
(3.08 g, 44%) as a white solid. 
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ESI MS m/e 284, M + Na+; NMR (300 MHz. CDCI3) 8 1 .40 (td, J = 7.1 . 1 .6 Hz, 3 H), 4.41 (qd, J = 7.1 . 1 .6 Hz, 2 H), 
6.99-7.21 (m, 5 H), 8.23-8.29 (m, 2 H). 

Step B: Synthesis of 2-(4-fluoro-phenoxy)-nfcotinic acid. 

5 

[0611] To asolution of 2-(4-fluoro-phenoxy)-nlcotlnjc acid ethyl ester (3.00 g. 11 .5 mmol) in EtOH (90 mL) was added 
2 M aqueous NaOH (6 mL). The mixture was stirred at ambient temperature for 4 hr. To the mixture was added 1 M 
aqueous HCI (pH=3) and concentrated. The residue was dissolved in water and the aqueous layer was extracted with 
CHCI3 (three times). The combined organic layer was dried over MgSO^, filtered, and concentrated. The residue was 
10 suspended in 10% EIqO in hexane (80 mL) and the suspension was stirred at ambient tempereture for 1 hr. The 
precipitate was collected by filtration, washed with hexane, and dried at 70 *C under reduced pressure to give 
2-(4-fluoro-phenoxy)-nicotinic acid (2.39 g. 89%) as a white solid. 

ESI MS m/e 233. M+; ^H NMR (300 MHz, CDCI3) S 7.05-7.26 (m, 5 H), 8.32 (dd, J= 4.8, 2.0Hz, 1 H), 8.49 (dd, J= 7.6, 
2.0 Hz, 1 H). 

IS 

Step C: Synthesis of 2-(4-fiuoro-phenoxy)-/V-[c/s-4-(quinolin-2-ylamino)-cyclohexyl]-nicotinamide 
hydrochloride. 

[061 2] Using the procedure for the step A of example 3036, the title compound was obtained. 
20 ESI MS m/e 479, M (free) + Na+; ^H NMR (300 MHz, CDCI3) 5 1 .83-2.14 (m, 8H), 3.88-4.01 (m, 1 H), 4.13-4.30 (m, 1 
H), 6.93 (d, J= 9.3 Hz, 1 H), 7.11-7.20 (m, 3 H), 7.25-7.31 (m, 2 H), 7.43 (t, J= 7.9 Hz, 1 H), 7.67-7.81 (m, 3 H). 7.93 
(d, J= 7.2 Hz, 1 H). 8.16 (d, J= 9.2 Hz, 1 H). 8.21 (dd, J= 4.8, 2.0 Hz, 1 H). 8.54 (dd. J= 7.6, 2.0 Hz. 1 H), 9.81-9.94 
(m. 1 H). 

25 Example 3055 

2-(3ADifluoro-phenoxy)-A#-[c/s^-(quinoiin-2-ylamlno)-cyclohexyl]-nlcotinamide hydrochloride 
Step A: Synthesis of 2-(3,4-difluoro-phenoxy)-nicotinlc acid. 

30 

[0613] To a solution of 3,4-difluoro-phenol (3.77 g, 28.9Tnmol) in DMA (20 mL) was added 60% NaH in oil (1 .16 mg, 
28.9 mmol). The mixture was stin-ed at ambient temperature for 1 hr. To the mixture was added 2-chloro-nicotinic acid 
ethyl ester (5.36 g, 28.9 mmoi) in DMA (5 mL). The mixture was stinted at 120 "C for 2.5 hr and the reaction was 
quenched with saturated aqueous NaHC03. The aqueous layer was extracted with CHCI3 (three times). The combined 

35 organic layer was dried over MgS04, filtered, and concentrated. The residue was suspended in 1 0% EtgO in hexane 
(150 mL) and the suspension was stirred at ambient tempereture for 1 hr. The precipitate was filtered, washed with 
hexane, and dried at 70 'C under reduced pressure to give a white solid. To a solution of the above material In EtOH 
(150 mL) was added 2 M aqueous NaOH (15.2 mL). The mixture was stirred at ambient temperature for 12 hr. To the 
mixture was added I M aqueous HCI (46 mL, pH=3) and concentrated. The residue was dissolved in water and the 

^0 aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04. filtered, 
and concentrated. The residue was suspended In 10% Et20 in hexane (150 mL) and the suspension was stirred at 
ambient tempereture for 30 min. The precipitate was collected by filtration, washed with hexane, and dried at 70 **C 
under reduced pressure to give 2-(3,4-dif luoro-phenoxy)-nlcotinic acid (4.85 g. 67) as a white solid. 
ESI MS m/e 251 , M+ ; ^H NMR (300 MHz, CDCI3) 6 6.90-7.30 (m, 4 H). 8.30-8.35 (m, 1 H), 8.46-8.52 (m, 1 H). 

45 

Step B: Synthesis of 2-(3,4-difluoro-phenoxy)-A*-[c/s^(qulnolin.2-ylamlno)-cyclohexyl]-nlcotlnamlde 
hydrochloride 

[0614] Using the procedure for the step A of example 3036, the title compound was obtained. 
so ESI MS m/e 475, M (free) + H+; ^H NMR (300 MHz, CDCI3) 6 1.85-2.13 (m, 8 H), 3.91-4.03 (m, 1 H), 4.13-4.29 (m. 1 
H). 6.94(d, J=:9.6 Hz, 1 H), 7.11-7.34 (m, 4 H). 7.40-7.47 (m, 1 H), 7.67-7.85 (m, 4 H), 8.17(d. J=9.5 Hz, 1 H). 8.22 
(dd. J= 4.8, 2.0 Hz. 1 H). 8.53 (dd, J= 7.6, 2.0 Hz, 1 H), 9.84-9.98 (m, 1 H). 
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Example 3056 

AKc's4-(Quinolln-2-ylamlno)-cyclohexylh2-p-tolyk>xy-nlcotinamidehydrochl^ 
Step A: Synthesis of 2-p-tolyloxy-nicotinic acid. 

[0615] Using the procedure for the step A of example 3055, the title compound was obtained. 

ESI MS m/e 229, M+; NMR (300 MHz, CDCI3) 5 2.40 (s. 3 H) 7.05-7.31 (m. 5 H). 8.30-8.35 (m. 1 H). 8.52-8.57 (m. 



Step B: Synthesis of AKe/»^quinolin-2-ylamlno)-cyclohexyl]-2-p-tolyloxy-nicotinamide hydrochloride. 

[0616] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 475, M (free) + Na+ ; NMR (300 MHz, CDCI3) 6 1 .86-2.13 (m. 8 H), 2.36 (s, 3 H). 3.86-3.98 (m, 1 H), 
4.11-4.29 (m, 1 H), 6.86-7.00 (m, 1 H), 7.07-7.31 (m, 5 H), 7.43 (t. J= 7.6 Hz. 1 H), 7.64-7.82 (m, 3 H). 7.92-8.28 (m, 
3 H), 8.53 (d, J= 7.0 Hz, 1 H). 9.74-9.87 (m, 1 H). 

Example 3057 

2-(4-Chloroi9henoxy}-AKcls>4-(quinoiin-2-ylamino)-cyclohexyl]-nicotlnamide hydrochloride 
Step A: Synthesis of 2-(4-chloro-phenoxy)-nicotinlc acid. 

[0617] Using the procedure for the step A of example 3055, the title compound was obtained. 

ESI MS m/e 250. M + H"^ ; ^H NMR (300 MHz. CDCI3) S 7.10-7.21 (m, 3 H). 7.36-7.45 (m, 2 H), 8.30-8.36 (m, 1 H), 

8.45-8.51 (m. 1 H). 

Step B: Synthesis of 2-(4-chloro-phenoxy)-l^c/s-4-(quinolln-2-ylamino)-cycloh^l]-nicotlnamlde 
hydrochloride. 

[0618] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 473. M + H+ ; ^H NMR (300 MHz. CDCy 5 1.83-2.13 (m, 8 H). 3.87-4.04 (m, 1 H), 4.10-4.33 (m, 1 H). 
6.87-7.01 (m. 1 H), 7.10-7.35 (m. 3 H), 7.38-7.50 (m, 3 H), 7.65-7.93 (m, 4 H), 8.10-8.26 (m, 2 H), 8.53 (d, J= 6.4 Hz. 
1 H), 9.78-9.97 (m, 1 H). 

Example 3058 

2-(4-Bromo-phenoxy)-Af-[c/s-4-(qulnolln-2-ylamino)-cyclohexyl]-nicotinamide hydrochloride 
Step A: 2-(4-bromo-phenoxy)-nicotlnic acid 

[0619] Using the procedure for the step A of example 3055, the title compound was obtained. 

ESI MS m/e 294, M + H+ ; ^H NMR (300 MHz. CDCia) 8 7.05-7.12 (m, 2 H). 7.18 (dd. J= 7.6. 4.8 Hz. 1 H). 7.52-7 62 

(m. 2 H), 8.31-8.35 (m. 1 H), 8.48 (dd. J= 7.6, 2.0 Hz. 1 H). 

Step B: Synthesis of 2-(4.bromo-phenoxy)-W.[c/s-4-(qulnolln-2-ylamIno)-cyclohexyll-nlcotlnamlde 
hydrochloride 

[0620] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 517, M (free) + H+; ^H NMR (300 MHz. CDCI3) 6 1.80-2.11 (m, 8 H), 3.87-4.02 (m. 1 H), 4.12-4.30 (m, 1 
H). 6.86-7.01 (m. 1 H). 7.09-7.29 (m, 3 H), 7.38-7.48 (m. 1 H), 7.51-7.62 (m. 2 H). 7.64-7.93 (m. 4 H), 8.11-8.25 (m 2 
H), 8.53 (d, J= 7.6 Hz. 1 H), 9.78-9.96 (m, 1 H). 
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Example 3059 

2-(4-Methoxy-phenoxy)-M[c/s-4^guinolin-2-ylamlno)-cyck>hexyl]-nicotin^ 
Step A: Synthesis of 2-(4-methoxy-phenoxy)-nlcotinic acid. 

[0621] Using the procedure for the step A of example 3055, the title compound was obtained. 

ESI MS m/e 245, M+;iHNMR (300 MHz, CDCI3) 5 6.94-7.01 (m, 2 H), 7.09-7.20 (m. 3 H), 8.31 -8.35 (m, 1 H), 8.50-8.55 

(m. 1 H). 

Step B: Synthesis of 2-<4-methoxy-phenoxy)-A^[cl9-4-(quinoiin-2-yiamlno)-cyclohexyihnicotinamicle 
hydrochloride. 

[0622] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 491 . M (free) + Na+; 1H NMR (300 MHz. CDCIa) 5 1 .85-2.12 (m, 8 H), 3.81 (brs. 3 H), 3.86-3.99 (m, 1 H), 
4.12-4.30 (m. 1 H). 6.84-7.29 (m, 6 H), 7.37-7.49 (m, 1 H), 7.64-7.82 (m, 3 H), 7.96-8.28 (m, 3 H), 8.48-8.60 (m, 1 H)[ 
9.71-9.86 (m, 1H). 

Example 3060 

2-(3-Chioro<4-fiuoro-phenoxy)-M[c/s-4-(qulnoiin-2-yiamino)-cyciohexyl]-nicotinamidehydroc^ 
Step A: Synthesis of 2-(3-chloro-4-fiuoro-phenoxy)-nlcotinic acid. 

[0623] Using the procedure for the step A of example 3055, the title compound was obtained. 

ESI MS m/e 268, M + H+ ; ^H NMR (200 MHz. CDCig) S 7.03-7.32 (m, 4 H), 8.29-8.37 (m, 1 H). 8.44-8.53 (m, 1 H). 

Step B: Synthesis of 2-(3-chloro-4-fiuoro-phenoxy)-A^[cls-4-(qulnolln-2-yiamlno)-cyciohexyl]-nic^^ 
hydrochloride. 

[0624] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 491 . M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 6 1.83-2.10 (m, 8 H), 3.88-4.04 (m, 1 H), 4.11-4.27 (m, 1 
H). 6.92 (d. J= 9.6 Hz, 1 H) 7.16 (dd, J= 7.6. 4.8 Hz. 1 H). 7.21-7.46 (m, 4 H). 7.67-7.81 (m, 4 H), 8.15 (d, J= 9.5 Hz, 
1 H), 8.20 (dd, J= 4.8, 2.0 Hz, 1 H), 8.52 (dd, J= 7.6. 2.0 Hz. 1 H), 9.83-9.95 (m, 1 H). 

Example 3061 

W-[c/s-4-{Quinolln-2-ylamlno)-cyciohexyi]-2-m-tolyioxy-nicotlnamide hydrochloride 
Step A: Synthesis of 2-iii-tolyloxy-nicotinic acid 

[0625] Using the procedure for the step A of example 3055, the title compound was obtained. 

ESI MS m/e 229. M+ ; ^H NMR (200 MHz, CDCI3) 8 2.40 (s. 3 H). 6.96-7.41 (m, 5 H), 8.33 (dd. J= 4.8. 1 .8 Hz. 1 H). 

8.54 (dd, J= 7.7, 1.9 Hz, 1 H). 

Step B: Synthesis of AK^/^*(quinoiin-2-ylamlno)-cyciohexyi]-2-m-tolyioxy-nicotinamlde hydrochloride. 

[0626] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 475, M + Na+; ^H NMR (300 MHz, CDCI3) 6 1 .87-2.07 (m, 8 H), 2,40 (s. 3 H), 3.85-3.98 (m, 1 H), 4.10-4.25 
(m, 1 H), 6.88-6.99 (m, 1 H). 7.01-7.18 (m, 4 H). 7.33 (t, J= 7.8 Hz. 1 H). 7.42 (t, J= 7.5 Hz, 1 H), 7.66-7.81 (m. 3 H). 
7.93-8.03 (m. 1 H). 8.12-8.20 (m, 1 H). 8.23 (dd. J= 4.7. 1 .9 Hz. 1 H), 8.52 (dd. J= 7.5. 1 .9 Hz. 1 H). 9.71-9.83 (m, 1 H). 
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Example 3062 

2-(3-Methoxy-phenoxy)-A^[c/s-4-(quinolin-2-ylamino)-cyclohexylhacetam 
Step A: Synthesis of (3-methoxy-phenoxy)-acetic acid ethyl ester. 

[0627] To a solution of 3-methoxy-phenol (3.54 g. 28.5 mmol) In DMA (20 mL) was added 60% NaH in oil (1 .14 g, 
28.5 mmol). The mixture was stirred at ambient temperature for 1 .5 hr. To the mixture was added bromo-acetic add 
ethyl esterr (4.63 g, 28.5 mmol) in DMA (10 mL). The mixture was stinted at ambient temperature for 1 .5 hr and the 
reaction was quenched with saturated aqueous NaHCOg. The aqueous layer was extracted with CHCI3 (three times). 
The combined organic layer was dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid 
chromatography (silica gel, 20% EtOAc In hexane) to give (3-methoxy-phenoxy)-acetlc acid ethyl ester (5.19 g, 91 %) 
as a colorless oil. 

ESI MS m/e 233, M + Na+: NMR (300 MHz, CDCI3) 5 1 .30 (t. J= 7.1 Hz, 3 H), 3.79 (s. 3 H). 4.27 (q, J= 7.1 Hz. 2 
H), 4.60 (s. 2 H), 6.44-6.61 (m, 3 H). 7.15-7.23 (m. 1 H). 

Step B: Synthesis of (3-methoxy-phenoxy)-acetic acid. 

[0628] To a solution of (3-methoxy-phenoxy)-acetic acid ethyl ester (5.06 g, 24. 1 mmoi) In EtOH (1 00 mL) was added 
1 M aqueous NaOH (25.3 mL). The mixture was stinted at ambient temperature for 1 hr. To the mixture was added 1 
M aqueous HCI (pH=3) and concentrated. The residue was dissolved in water and the aqueous layer was extracted 
with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, and concentrated to give (3-meth- 
oxy-phenoxy)-acetic acid (4.05 g, 92%) as a white solid. 

ESI MS m/e 182, M+ ; ^H NMR (300 MHz, DMSO-dg) 5 3.73 (s, 3 H), 4.65 (s. 2 H), 6.45-6.57 (m, 3 H), 7.13-7.23 (m, 
1 H). 12.97(brsJ H). 

Step C: Synthesis of 2-(3-methoxy-phenoxy)-i^[c/s-4-(quinolin-2-ylamino)-cyclohexyl]-acetamide 
hydrochloride. 

[0629] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 406, M (free) + H+ ; ^H NMR (300 MHz, CDCI3) § 1 79-2.05 (m, 8 H), 3.82 (s, 3 H). 3.90-4,11 (m, 2 H), 
4.46 (s, 2 H), 6,52-6.61 (m, 3 H), 6.80-6.87 (m, 1 H), 6.93 (d, J= 9.5 Hz. 1 H), 7.16-7.24 (m, 1 H), 7.41-7.48 (m, 1 H), 
7.69-7.82 (m. 3 H). 8.17 (d, J= 9.5 Hz, 1 H) 9.78-9.88 (m, 1 H). 

Example 3063 

2-(3-Chloro-pherioxy)-AKcfe-4-(qulnolln-2-ylamlno)-cyclohexyl]-acetamlde hydrochloride 
Step A: Synthesis of (3-chloro-phenoxy)-acetlc acid ethyl ester. 

[0630] Using the procedure for the step A of example 3062, the title compound was obtained. 

ESI MS m/e 237, M + Na+; ^H NMR (300 MHz, CDCI3) 8 1 .30 (t, J= 7.2 Hz, 3 H). 4.28 (q, J= 7.2 Hz, 2 H), 4.60 (s, 2 

H), 6,73-7,02 (m, 3 H), 7.14-7.30 (m. 1 H). 

Step B: Synthesis of (3-chloro-phenoxy)-acetlc acid. 

[0631] Using the procedure for the step B of example 3062, the title compound was obtained. 

ESI MS m/e 187, M + H+ ; ^H NMR (300 MHz. CDCI3) 84.73 (d, J= 1.2 Hz, 2 H). 6.87-6.94 (m, 1 H). 6.98-7.05 (m, 2 

H), 7.27-7.35 (m, 1 H), 13.07 (s, 1 H). 

Step C: Synthesis of 2-(3-chloro-phenoxy)-A^[c/s-4-(qulnolln-2-yIamlno)-cyclohexylJ.acetamlde hydrochloride. 

[0632] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 410. M (free) + H+; ^H NMR (300 MHz, CDCI3) 8 1.78-2.07 (m, 8 H), 3.90-4.14 (m, 2 H), 4.45 (s, 2 H) 
6.74-6.84 (m, 1 H), 6.86-7.03 (m, 4 H). 7.20-7.29 (m, 1 H), 7.40-7.49 (m. 1 H), 7.69-7,82 (m, 3 H), 8.1 8 (d, J= 9.3 Hz, 
1 H), 9.79-9.93 (m, 1 H). 
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Example 3064 

2-(3-Chlofo-4-fluoro-phenoxy)-A^[c/s-4-(qulnolln-2.ylamlnohcyclohexylhacetam 

Step A: Synthesis of (3-chloro-4-f luoro-phenoxy)-acetic acid ethyi ester. 

[0633] Using the procedure for the step A of example 3062. the title compound was obtained. 

ESI MS m/e 233, M + H+ ; NI^R (300 MHz, CDCI3) S 1.30 (t, J= 7.1 H2. 3 H), 4.28 (q. J= 7.1 Hz, 2 H), 4.58 (s. 2 

H), 6.75-6.82 (m, 1 H), 6.95 (dd. J= 5.9. 3.1 Hz, 1 H). 7.01-7.11 (m. 1 H). 

Step B: Synthesis of (3-chloro-4-fluoro-phenoxy)-acetic acid. 

[0634] Using the procedure for the step B of example 3062, the title compound was obtained. 

ESI MS m/e 205, M + H+ ; ^H NMR (300 MHz. DMSO-dg) 8 4.72 (s. 2 H), 6.92-6.97 (m. 1 H), 7.1 7 (dd, J= 6.1 , 3.1 Hz 

1 H), 7.34 (t, J= 9.1 Hz, 1 H), 13.08 (brs, 1 H). 

Step C: Synthesis of 2-(3-chloro-4-fluoro-phenoxy>A^[c/s-4-(quinoiin-2-yiamino)-cydohexyi]-acetamide 
hydrochloride. 

[0635] Using the procedure for the step A of example 3036, the title compound was obtained. 

ESI MS rrVe 450, M (free) + Na* ; 1H NMR (300 MHz, CDCI3) 6 1.76-2.08 (m. 8 H), 3.91^.13 (m. 2 H). 4.42 (s, 2 H) 

6.73-6.97(m.3H).7.00-7.14(m,2H),7.41.7.49(m,1 H), 7.70-7.80 (m.3H),8.18(d, J=9.5Hz,1 H),9.79-9.90(m. 1 H). 

Example 3065 

2-(3,4-Dlchloro-phenoxy).A^[c/s^-(qulnolln.2-ylamino)-cyclohexyl]-acetamide hydrochloride 
Step A: Synthesis of (3,4-dichioro-phenoxy)-acetic acid ethyl ester. 

[0636] Using the procedure for the step A of example 3062, the title compound was obtained. 

CI MS m/e 249. M^ i^H NMR (300 MHz, CDCI3) 6 1 .30 (t, J= 7.1 Hz, 3 H). 4.28 (q. J= 7.1 Hz. 2 H). 4.59 (s, 2 H), 6.78 

(dd, J= 9.0, 2.9 Hz, 1 H), 7.01 (d, J= 2.8 Hz, 1 H), 7.34 (d, J= 9.1 Hz. 1 H). 

Step B: Synthesis of (3,4-dichloro-phenoxy)-aceUc acid. 

[0637] Using the procedure for the step B of example 3062. the title compound was obtained. 

ESI MS m/e 221 . M + H+ ; ^H NMR (300 MHz, DMSO-dg) S 4.76 (s. 2 H), 6.96 (dd. J= 8.9. 2.9 Hz, 1 H). 7 24 (d J = 

2.9 Hz, 1 H), 7.53 (d, J= 8.9 Hz, 1 H), 13.12 (brs. 1 H). 

Step C: Synthesis of 2-(3,4-dichloro-phenoxy)*AKc/s-4-(quinolin-2-yiamino)-cyciohexyl]-acetamide 
hydrochloride. 

[0638] Using the procedure for the step A of example 3036. the title compound was obtained. 
ESI MS nfi/e 466. M (free) + Na-^ ; ^H NMR (300 MHz, CDCI3) S 1 .75-2.07 (m, 8 H), 3.92-4.13 (m, 2 H). 4.44 (s 2 H) 
6.78 (d, J = 8.1 Hz. 1 H). 6.86-6,97 (m. 2 H). 7.10 (d. J= 2.9 Hz, 1 H), 7.37 (d. J= 8.9 Hz. 1 H). 7.41-7.49 (m.' 1 H), 
7,67-7.82 (m. 3 H). 8,18 (d. J= 9.5 Hz, 1 H), 9.80-9.90 (m, 1 H). 

Example 3066 

C-(Methyl-phenyi-amino>-A^[c/s-4-(quinolin-2-ylanriino)-cyclohexyl]-acetamldedihydrochloride 
Step A: Synthesis of (methyi-phenyl-amlno)-acetlc acid ethyl ester. 

[0639] To a solution of bromo-acetic acid ethyl ester (5.00 g, 29.9 mmol) in IPA (1 0 mL) were added APrgNEt (4.06 
g, 31 .4 mmol) and methyl-phenyl-amine (3.37 g, 31 .4 mmol). The mixture was stin-ed at reflux for 2.5 hr and the reaction 
was quenched with saturated aqueous NaHCOg. The aqueous layer was extracted with CHCI3 (three times). The 
combined organic layer was dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid chro- 
matography (silica gel, 20% EtOAc in hexane) to give (methyl-phenyl-amino)-acetic acid ethyl ester (5.61 g, 97%) as 
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a yellow oil. 

ESI MS m/e 216. M + Na+; NMR (300 MHz, CDCI3) 8 1 .24 (t, J= 7.1 Hz, 3 H), 3.07 (s. 3 H), 4,06 (s, 2 H). 4.1 7 (q. 
J= 7.1 Hz. 2 H), 6.63-6.79 (m, 3 H). 7.18-7.29 (m, 2 H). 

s Step B: Synthesis of (methyl-phenyl-amino)-8cetic acid. 

[0640] To a solution of (methyl-phenyl-amlno)-acetlc acid ethyl ester (5.48 g, 28.4 mmol) in EtOH (100 mL) was 
added 1 M aqueous NaOH (29.8 mL). The mixture was stirred at ambient temperature for 1 .5 hr. To the mixture was 
added 1 M aqueous HCI (pH=3) and concentrated. The residue was dissolved in water and the aqueous layer was 
10 extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated, and 
purified by medium-pressure liquid chromatography (silica gel. 20% EtOAc in hexane) to give (methyl-phenyl-amino)- 
acetlc acid (1 .73 g, 37%) as a yellow oil. 

ESI MS m/e 165, M+ ;iH NMR (300 MHz, CDCI3) S 3.05 (s. 3 H), 4.07 (s. 2 H), 6.65-6.85 (m, 3 H), 7.1 8-7.30 (m, 2 H), 
8.62 (brs, 1 H). 

15 

Step C: Syntliesis of C-(methyi-phenyl-amino)-N-[c/s-4-(qulnolin-2-ylamino)-cyclohexyl]-acetBmide 
dlhydiDchioride. 

[0641] Using the procedure for the step A of example 3036, the title compound was obtained. 
20 ESI MS m/e 411 , M (free) + Na+ ; ^H NMR (300 MHz. CDCI3) 5 1 .73-1 .99 (m, 8 H), 3.05-3.16 (m, 3 H). 3.79-4.02 (m, 
4 H), 6.82-7.00 (m, 4 H), 7.06-7.49 (m, 5 H), 7.65-7.80 (m, 3 H), 8.15 (d, J= 9.9 Hz, 1 H), 9.57-9.68 (m. 1 H). 

Exampie 3067 

25 2-(3ADichioro-phenyiamino)-l^[c/s-4-(quinolin-2-yianiino)-eyclohexyiHcetamidedlhydro^ 

Step A: Synthesis of (3,4-dichioro-phenylamino)-acetic acid ethyi ester. 

[0642] Using the procedure for the step A of example 3066, the title compound was obtained. 
30 CI MS nn/e 248, M + H+; 1H NMR (300 MHz, CDCI3) 5 1 .31 (t, J= 7.1 Hz, 3 H), 3.85 (d. J= 5.4 Hz, 2 H), 4.26 (q, J = 
7.1 Hz, 2 H). 4.33-4.42 (m, 1 H), 6.45 (dd, J= 8.7, 2.8 Hz, 1 H), 6.66 (d, J- 2.8 Hz. 1 H), 7.21 (d, J= 8.7 Hz, 1 H). 

Step B: Synthesis of (3,4-dichloro-phenylamino)-acetic acid. 

35 [0643] Using the procedure for the step B of example 3054, the title compound was obtained. 

ESI MS m/e 220, M + H-^;iH NMR (300 MHz, CDCI3) 5 3.84 (s. 2 H). 6.37 (brs, 1 H), 6.57 (dd. J= 8.8, 2.7 Hz, 1 H), 
6.76 (d. J= 2.6 Hz, 1 H), 7.26 (d, J= 8.8 Hz. 1 H). 12.67 (brs, 1 H). 

Step C: Synthesis of 2-(3,4<iichioro-phenyiamino)-AKc/s^(quinoiin-2-ylamino)-cyciohexyi]-acetamide 
40 dihydrochloride 

[0644] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 465, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 8 1.72-2.05 (m, 8 H), 3.80 (s, 2 H), 3.87-4.10 (m, 2 H), 
6.48-6.57 (m, 1 H). 6.73 (brs, 1 H). 6.86-7.05 (m, 2 H), 7.18 (d. J= 8.7 Hz, 1 H), 7.39-7.50 (m, 1 H), 7.66-7.80 (m, 3 
45 H). 8.11-8.24 (m, 1 H). 9.55-9.68 (m, 1 H). 

Example 3068 

3,4-Difluoro-A^[c/s-4-(quinolln-2-ylamino)-cydohexylmethyl]-benzamide hydrochioride 

50 

Step A: Synthesis of (c/s-4-hydroxymethyi-cyciohexyl)-carbamicacid tei^butyl ester. 

[0645] A suspension of c/s-4-amlno-cyclohexanecarboxylic acid (244 g, 1 .70 mol) in MeOH (2.45 L) was cooled to- 
8 *C. Thionyl chloride (45.0 mL, 617 mmol) was added dropwise. The resulting solution was stirred at ambient tem- 
55 perature for 4.5 hr and concentrated to give a white solid. To a suspension of the above solid in CHCI3 (3.00 L) were 
added triethylamlne (261 mL, 1 .87 mol) and (Boc)20 (409 g, 1 .87 mol) successively. The reaction mixture was stln-ed 
at ambient temperature for 5 hr and poured into water. The aqueous layer was extracted with CHCI3 (three times). The 
combined organic layer was dried over MgS04, filtrated, concentrated, and purified by flash chromatography (silica 
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gel, CHCI3 only to 10% MeOH In CHCI3) to give a colorless oil (531 g). To a suspension cooled at -4 of lithium 
alunrtinum hydride (78.3 g, 2.06 mol) In EtgO (7.9 L) was added a solution of the above oil (530.9 g) in Et20 (5.3 L) 
below O^C. The resulting suspension was stln-ed at ambient temperature for 2 hr. The reaction mixture was cooled on 
an ice-bath, quenched with cold water, and filtrated through a pad of celite. The filtrate was dried over MgS04, filtrated. 
5 and concentrated. The precipitate was suspended In hexane (300 mL), filtrated, washed with hexane, and dried under 
reduced pressure to give (ds-4-hydroxymethyl-cyclohexyl)-carbamic acid ferf-butyl ester (301 g, 77%) as a white solid. 
ESI IVIS m/e 252, IVI + Na+ ; NMR (300 IVIHz, CDCI3) 5 1 .16-1 .36 (m, 2 H). 1 .45 (s, 9 H). 1 .52-1 .77 (m, 7 H). 3.51 
(d, J= 6.2 Hz, 2 H), 3.75 (brs, 1 H), 4.30-4.82 (m, 1 H). 

10 step B: Synthesis of [c/s-4-(benzyloxycarbonylamino-methyl)-cyclohexyl]-carbamic acid tert-butyl ester. 

[0646] To a solution of {c/s-4-hydroxymethyl-cyclohexyl)-carbamic acid terf-butyl ester (17.7 g, 77.2 mmol) In THF 
(245 mL) were added triphenylphosphine (20.2 g, 77.0 mmol) and phthalimide (11.4 g, 77.5 mmol) successively. The 
resulting suspension was cooled on an ice-bath and 40% diethyl azodicarboxylate (DEAD) In toluene (33.6 mL, 74.1 

IS mmol) was added over 1 hr. The reaction mixture was stirred at ambient temperature for 2.5 days, concentrated, and 
purified by flash chromatography (silica gel, 33% EtOAc in hexane) to give a white solid. To a suspension of the above 
solid (27.5 g) in EtOH (275 mL) was added hydrazine hydrate (5.76 g, 115 mmol). The mixture was stirred at reflux for 
2.25 hr, cooled, and concentrated. The precipitate was dissolved in 10% aqueous sodium hydroxide (350 mL). The 
aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, 

20 and concentrated. To a solution of the above residue in CHCI3 (275 mL) was added triethylamine (8.54 g, 84.4 mmol). 
The resulting solution was cooled to 0 *C and ZCI (14.4 g, 84.4 mmol) was added below 5 ''C. The reaction mixture 
was stirred at ambient temperature for 16 hr and poured into saturated aqueous NaHCOs. The aqueous layer was 
extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, concentrated, and 
purified by flash chromatography (silica gel, 2% MeOH in CHCI3) to give [c/s-4-(benzyloxycarbonylamino-methyl)- 

25 cyclohexyl]-carbamlc acid te/t-butyl ester (25.3 g, 91 %) as a colorless oil. 

ESI MS m/e 385. M + Na^\ ^H NMR (300 MHz, CDCI3) 61,13-1 .31 (m, 2 H), 1 .44 (s, 9 H), 1 .48-1 ,75 (m, 7 H), 3.1 0 (t, 
J= 6.4 Hz, 2 H), 3.72 (brs, 1 H), 4.42-4.76 (m, 1 H), 4.76-4.92 (m, 1 H), 5.09 (s, 2 H), 7.27-7.38 (m, 5 H). 

Step C: Synthesis of (c/s-4-amino-cyclohexylmethyl)-carbamic acid benzyl ester. 

30 

[0647] To a solution of [c/s-4-(benzyloxycarbonylamino-methyl)-cyclohexyl]-carbamic acid ferf-butyl ester (12.9 g, 
35.6 mmol) in EtOAc (129 mL) was added 4 M hydrogen chloride In EtOAc (129 mL). The reaction mixture was stin-ed 
at ambient temperature for 3 hr, filtrated, washed with EtOAc, and dried under reduced pressure. The solid was dis- 
solved in saturated aqueous NaHCOg. The aqueous layer was extracted with CHCI3 (five times). The combined organic 
35 layer was dried over MgSO^, filtrated, concentrated, and dried under reduced pressure to give (c/s-4-amino-cyclohex- 
ylmethyl)-carbamlc acid benzyl ester (8.88 g, 95%) as a colorless oil. 

ESI MS m/e 263, M + H+ NMR (300 MHz, CDCI3) 8 1 .36-1 .98 (m, 9 H), 2.96-3.32 (m, 3 H). 5.12 (brs. 3 H). 7.36 
(s, 5 H). 

40 step D: Synthesis of (c/S"4*aminomethyi-cyclohexyi)-quinolin-2-yl-amine. 

[0648] A mixture of 2-chloro-quinoline (10.0 g, 61 .1 mmol) and (c/s-4-amlno-cyclohexylmethyl)-carbamic acid benzyl 
ester (17.6 g, 67.2 mmol) In butanol (10 mL) was stirred at reflux for 2 days. The reaction mixture was poured into 
saturated aqueous NaHC03, and the aqueous layer was extracted with CHCI3 (three times). The combined organic 

45 layer was dried over MgS04. filtrated, concentrated, and purified by flash chromatography (NH-silica, 33% to 50% 
EtOAc In hexane) to give a pale yellow oil. To a solution of the above oil in MeOH (1 00 mL) was added 1 0% Pd/G (1 .00 
g). The mixture was stinred at ambient temperature under hydrogen atmosphere for 1.5 days. The reaction mixture 
was filtrated through a pad of celite, concentrated, and purified by medium-pressure liquid chromatography (NH-silIca 
gel, 2% MeOH in CHCI3) to give (c/s-4-aminomethyl-cyclohexyl)-qulnolin-2-yl-amine (6.20 g, 40%) as a pale yellow 

50 solid. 

ESI MS m/e 256, M + H+^H NMR (300 MHz, CDCI3) 5 1.12-1.51 (m, 4 H), 1.59-1.93 (m, 5 H). 2.60 (d, J= 6.2 Hz, 2 
H), 4.08-4.20 (m. 1 H). 4.94 (d, J= 7 A Hz, 1 H). 6.65 (d, J= 9.0 Hz. 1 H), 7.18 (ddd. J= 7.9. 6.8, 1 .1 Hz. 1 H) 7.47-7.59 
(m, 2 H). 7.61-7.67 (m, 1 H) 7.81 (d, J= 8.9 Hz. 1 H). 

55 Step E: Synthesis of 3,4-difluoro-M[c/s-4-(quinoiin-2-ylamlno)-cyclohexyimethyl]-benzamide hydrochloride. 

[0649] To a solution of c/s-(4-an-amlno methyl-cyclohexyl)-quinolin-2-yl-amine (300 mg, 1.17 mmol) and 3,4-dif luoro- 
benzolc acid (223 mg, 1.41 mmol) in DMF (3 mL) were added Et3N (0.40 mL. 2.87 mmol), HOBt-HgO (270 mg. 1.76 
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mmol), and EDC-HCI (270 mg, 1 .41 mmol). The reaction mixture was stirred at ambient temperature for 16 hr. To the 
reaction mixture was added water (20 mL) and the aqueous layer was extracted with CHCI3 (three times) . The combined 
organic layer was dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography 
(NH-silica gel, 20% to 50% EtOAc in hexane). To a solution of the above material in EtOAc (2 mL) was added 4 M 
5 hydrogen chloride In EtOAc (10 mL). The mixture was stirred at ambient temperature for 2 hr, filtered, washed with 
Et20, and dried at 80 *C under reduced pressure to give 3,4-difluoro-/V-[c/s-4-(quinolin-2-ylamino)-cyclohexylmethyl]- 
benzamlde hydrochloride (390 mg, 77%) as a white solid. 

ESI MS m/e 418, 1^ (free) + Na+ ; NMR (300 MHz. CDCy 8 1.65-2.08 (m, 9 H), 3.48-3.56 (m, 2 H), 3.98-4.09 (m. 
1 H). 6.92-7.07 (m, 2 H), 7.18-7.29 (m, 1 H), 7.39-7.47 (m, 1 H). 7.67-7.76 (m, 3 H). 7.81-7.93 (m. 2 H). 8.15 (d, J = 
10 9.6 Hz, 1 H), 9.86-9.95 (m, 1 H). 

Example 3069 

2-Phenoxy-N-[c/5^(quinolin-2-ylamino)-cyclohexylmethyl]-nieotlnamide hydrochloride 

15 

Step A: Synthesis of 2-phenoxy-A^[c/s-4-(quinolln-2-ylamino)-cyclohexylmethyl]-nlcotinamlde hydrochloride. 

[0650] Using the procedure for the step E of example 3068, the title compound was obtained. 
ESI MS m/e 475, M (free) + Na^ ; ^H NMR (300 MHz. CDCig) 5 1 .54-2.02 (m. 9 H), 3.42-3.52 (m. 2 H). 3.91-4.05 (m, 
20 1 H), 6.91 (d. J= 9.5 Hz, 1 H), 7.10-7.20 (m, 3 H), 7.23-7.31 (m, 1 H), 7.38-7.50 (m, 3 H). 7.65-7.82 (m, 3 H), 8.06-8.17 
(m, 2 H), 8.20 (dd, J= 4.7, 2.0 Hz, 1 H) 8.60 (dd, J= 7.7,1.9 Hz, 1 H), 9.65-9.78 (m, 1 H). 

Example 3070 

2s AKc/s4-(4-Methyl<|uinolln-2-ylamlno)-cyclohexyq-2-phenoxy-nicotinamM^ 
Step A: Synthesis of AKc/s-4-methyl-qulnolln-2-yl)-cyclohexane-1,4-dlamine. 

[0651] A mixture of 2-Chloro-4-methyl-quinoline (10.0 g, 56.3 mmol) and (c/s-4-amino-cyclohexyi)-carbamic acid 
30 tert-buty fester obtained in step B of example 3031 (13.3 g, 62.1 mmol) in IRA (1 0 mL) was stirred at reflux for 7 days. 
The reaction mixture was poured into saturated aqueous NaHCOs and the aqueous layer was extracted with CHCi3 
(three times). The combined organic layer was dried over MgS04, filtered, concentrated, and purified by medium- 
pressure liquid chromatography (NH-silIca gel, 20% to 50% EtOAc in hexane) to give a pale yellow oil. To a solution 
of the above material in EtOAc (1 50 mL) was added 4 M hydrogen chloride in EtOAc (1 50 mL). The mixture was stin-ed 
3s at ambient temperature for 1 hr and concentrated. The residue was dissolved in 1 M aqueous NaOH and the aqueous 
layer was extracted with CHCI3 (three time). The combined organic layer was dried over MgS04, filtered, and purified 
by medium-pressure liquid chromatography (NH-silica gel, 1 % to 5% MeOH in CHGI3) to give A/-(c/s-4-methyl-quinolin- 
2-yl)-cyclohexane-1,4-diamine (3.41 g. 24%) as pale yellow solid. 

ESI MS m/e 256, M 4- H+ ; ^H NMR (300 MHz. CDCI3) 5 1 .19-1 .55 (m, 4 H), 1 .67-1 .94 (m, 4 H), 2.56 (s, 3 H), 2.85-2.98 
(m. 1 H), 4.03-4.15 (m, 1 H), 4.77 (d, J= 6.8 Hz, 1 H), 6.49 (s, 1 H), 7.17-7.25 (m, 1 H), 7.47-7.55 (m. 1 H), 7.62-7.68 
(m, 1 H), 7.72-7.77 (m. 1 H). 

Step B: Synthesis of AKc/s-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyl]-2-phenoxy-nlcotlnamlde 
hydrochloride. 

45 

[0652] To a solution of A^-(c/s-4-methyl-quinolin-2-yi)-cyclohexane-1 ,4-diamlne (300 mg, 1 . 1 7 mmol) in CHCI3 (2 mL) 
were added EtgN (0.45 mL. 2.60 mmol) and 2-phenoxy-nicotinoyl chloride (411 mg, 1.76 mmol) in CHCI3 (1 mL). The 
mixture was stirred at ambient temperature for 14 hr. The reaction was quenched with saturated aqueous NaHC03 
and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04. 

so filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-sllica gel, 20% EtOAc in hexane) 
to give a colorless oil. To a solution of the above material in EtOAc (1 0 mL) was added 4 M hydrogen chloride in EtOAc 
(0.2 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated. The residue was suspended in 
EtgO (20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was collected by filtration, 
washed with EtgO. and dried at 60 "C under reduced pressure to give A/-[c/s-4-(4-methyl-quinolin-2-ylamlno)-cy- 

55 clohexyl]-2-phenoxy-nicotinamide hydrochloride (85 mg. 1 5%) as a white solid. 

ESI MS m/e 453, M (free) + H+; ^H NMR (300 MHz. CDCI3) 8 1.85-2.12 (m. 8 H), 2.70 (s. 3 H), 3.83-4.00 (m, 1 H), 
4.11-4.28 (m, 1 H). 6.74 (s, 1 H), 7.08-7.1 8 (m, 1 H), 7.1 9-7.34 (m. 3 H), 7.38-7.53 (m, 3 H), 7.63-7.85 (m, 3 H), 7.91-7.99 
(m, 1 H), 8.20-8.24 (m, 1 H). 8.54 (d, J= 7.4 Hz, 1 H). 
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Example 3071 

3,4-Difluoro-M-[c/s-4-(4-methyl<)uinolin-2-ylamino)-cyclohexyl]4ienzamid^ 

Step A: Synthesis of 3,4HJifluoro-A^[c/«-4-(4-methyl-qulnolln-2-ylaminohcyclohexylh^^ 
hydrochloride. 

[0653] To a solution of 3,4-difluoro-benzoic acid (222 mg, 1 .40 mmol) and /V-(c/s4-methyl-quinolln-2-yl)-cyclohex- 
ane-1 ,4-diamine obtained in step A of example 3070 (300 mg, 1 .1 7 mmol) in DMF (3 mL) were added Et3N (0.39 mL, 
2.80 mmol). HOBt-HgO (268 mg, 1 .76 mmol), and EDC-HCI (268 g, 1 .40 mmol). The reaction mixture was stirred at 
ambient temperature for 12 hr To the reaction mixture was added water (20 mL) and the suspension was stirred at 
ambient temperature for 30 min . The precipitated was collected by filtration, washed with H2O, and purified by medium- 
pressure liquid chromatography (NH-silica gel, 20% to 50% EtOAc in hexane and silica gel, 2% to 5% MeOH in CHCI3) 
to give a yellow oil. To a solution of the above material in EtOAc (8 mL) was added 4 M hydrogen chloride In EtOAc 
(0.5 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated. The residue was suspended in 
Et20 (20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was collected by filtration, 
washed with EtgO, and dried at 60 ''C under reduced pressure to give 3,4-difluoro-AKcfe-4-(4-methyl-quinolln-2-ylaml- 
no)-cyclohexyl)-benzamide hydrochloride (377 mg, 75%) as a white solid. 

ESI MS m/e 396, M (free) + H+ ; NMR (300 MHz, CDCI3) 5 1.75-2.17 (m. 8 H), 2.73 (s. 3 H). 3.95-4.26 (m, 2 H), 
6.71 (d. J= 7.1 Hz, 1 H), 6.79 (s, 1 H), 7.14-7.28 (m, 1 H), 7.41-7.51 (m, 1 H), 7.54-7.64 (m, 1 H), 7.66-7.79 (m, 3 H), 
7.85 (d, J= 8.2 Hz, 1 H), 9.57-9.67 (m, 1 H). 

Example 3072 

1-(2,3-Dichloro-phenyi)-3-[c/9-4-(4-methyl<|uinolln-2-ylamlno)-cyclohexyl]-urra 

Step A: Synthesis of 1-(2,3-dlchloro-phenyl)-3-[c/s-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexylhurea 
hydrochloride. 

[0654] To a solution of A/-(c/s-4-methyl-qulnolin-2-yl)-cyclohexane-1 ,4-dlamine obtained in step A of example 3070 

(300 mg, 1 .1 7 mmol) in DMSO (3 mL) was added 1 ,2-dichIoro-3-lsocyanato-benzene (242 mg, 1 .29 mmol). The mixture 

was stirred at ambient temperature for 5 hr and poured into water (20 mL). The precipitate was collected by filtration, 

washed with water, and purified by medium-pressure liquid chromatography (NH-silIca gel. 20% to 33% EtOAc in 

hexane) and flash chromatography (silica gel, 2% MeOH in CHCI3) to give a pale yellow oil. To a solution of the above 

material in EtOAc (10 mL) was added 4 M hydrogen chloride in EtOAc (0.2 mL). The mixture was stirred at ambient 

temperature for 1 hr and concentrated. A suspension of the residue in Et20 (20 mL) was stirred at ambient tempareture 

for 1 hr. The precipitate was collected by filtration, washed with EtgO, and dried at 60 °C under reduced pressure to 

give 1-{2,3-dichloro-phenyl)-3-[c/s-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-urea hydrochloride (421 mg, 68%) as 
a white solid. 

ESI MS nrVe 465. M (free) + Na+ ; iH NMR (300 MHz, CDCI3) 6 1 .76-2.1 7 (m. 8 H). 2.70 (s, 3 H), 3.69-4.08 (m, 2 H), 
6.65-6.83 (m. 2 H). 6.95-7.1 7 (m. 2 H), 7.41 (t, J=8.1 Hz, 1 H), 7.64-7.89 (m, 4 H), 8.05-8.17 (m, 1 H), 9.13-9.27 (m, 1 H). 

Example 3073 

3-Chloro-A^[c/s-4-(4-iiiethyl-qulnoiln-2-yiamino)-cyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 3-chioro-i^[c/»4-(4-nriethyl-qulnolln-2-ylamino)-cyclohexyl]-benzam hydrochloride. 

[0655] To a solution of /V-(c/s-4-methyl-quinolin-2-yl)-cyciohexane-1 ,4-diamine obtained in step A of example 3070 
(300 mg, 1 .17 mmol) in CHCI3 (3 mL) were added EtgN (0.35 mL, 2.51 mmol) and 3-chloro-ben2oyl chloride (226 mg. 
1.29 mmol). The mixture was stin-ed at ambient temperature for 1.5 hr. The reaction was quenched with saturated 
aqueous NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-silica gel, 20% 
to 50% EtOAc in hexane). To a solution of the above material in EtOAc (2 mL) was added 4 M hydrogen chloride in 
EtOAc (1 0 mL). The mixture was stin-ed at ambient temperature for 1 hr, and concentrated. The residue was suspended 
in EtgO (20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was collected by 
filtration, washed with EtgO, and dried at 80 °C under reduced pressure to give 3-chloro-/V-[c/s-4-(4-methyl-quinoiin- 
2-ylamlno)-cyclohexyl]-benzamide hydrochloride (441 mg. 87%) as a white solid. 
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ESI MS m/e 416, M (free) + Na-^; NMR (300 MHz, CDCI3) 5 1 .78-2.11 (m, 8 H), 2.72 (s, 3 H), 3.92-4.29 (m, 2 H), 

6.78 (s, 1 H), 6.94 (d. J= 9.0 Hz, 1 H), 7.33-7.60 (m, 3 H), 7.68-7.76 (m. 3 H), 7.83-7.88 (m, 2 H), 9.58 (d. J= 9.0 Hz! 1 H).' 

Example 3074 

S-Nltro-thlophene-a-carboxylto acid [c/»4*(4-methy|.qulnolin-2-ylamino)-cyclohexyl].amlde hydrochloride 

Step A: Synthesis of 5-nitro-thlophene-3-carboxyiic acid [c/&4-(4-methyl-quinoiln-2-ylamlno)-cyclohexyl]- 
amide hydrochloride. 

[0656] Using the procedure for the step A of example 3071 . the title compound was obtained. 

ESI MS m/e 411 , M (free) + H+ ; 1H NMR (300 MHz, CDCI3) 8 1 .78-2.14 (m, 8 H). 2.73 (s. 3 H), 3.97-4.26 (m, 2 H) 

6.79 (s, 1 H), 7.41-7.57 (m, 2 H), 7.68-7.76 (m, 2 H), 7.85 (d. J= 8.2 Hz, 1 H), 8.26 (d. J = 1.4 Hz, 1 H), 8.38 (d J = 
1 .4 Hz, 1 H). 9.41 (d, J= 9.0 Hz, 1 H). 

Example 3075 

3-Methyl-M[c/9-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 3-methyl-N-[cl9-4-(4-methyl<|ulr)olin-2-ylamino)-cyclohexyl]-berizami^ hydrochloride. 

[0657] Using the procedure for the step B of example 3070. the title compound was obtained. 
ESI MS m/e 374. M (free) + H^ ^H NMR (300 MHz, CDCI3) 5 1.66-2.10 (m. 8 H). 2.41 (s, 3 H), 2.72 (d, J= 0.8 Hz. 3 
H), 3.94-4.05 (m. 1 H), 4.08-4.25 (m, 1 H), 6.62 (d, J= 8.1 Hz, 1 H), 6.78 (s, 1 H), 7.28-7.36 (m, 2 H). 7.42-7.49 (mi 1 
H), 7.58-7.66 (m, 2 H), 7.67-7.79 (m, 2 H). 7.84 (d, J= 8.1 Hz, 1 H), 9.62 (d, J= 8.1 Hz. 1 H). 

Example 3076 

3- Methoxy-A^[c/a-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 3-methoxy-Ar-[c/s-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyi]-benzamlde hydrochloride. 

[0658] Using the procedure for the step B of example 3070, the title compound was obtained. 
ESI MS m/e 390, M (free) + H+ ; iH NMR (300 MHz, CDCI3) 6 1 .66-2.1 0 (m. 8 H), 2.72 (s, 3 H), 3.87 (s, 3 H). 3.94-4.26 
(m, 2 H), 6.69-6.81 (m, 2 H), 6.99-7.07 (m, 1 H), 7.28-7.51 (m, 4 H), 7.66-7.79 (m, 2 H), 7.84 (d, J= 7.9 Hz, 1 H). 
9.55-9.68 (m, 1 H). 

Example 3077 

4- Cyano-A*.[c/s-4.(4-methyl-qulnolin-2-ylamlno)-cyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 4-cyano-iV-[c/a-4-(4-methyi-qulnolin-2-ylamlno)-cyclohexyl]-benzamide hydrochloride. 

[0659] Using the procedure for the step B of example 3070, the title compound was obtained. 
ESI MS m/e 385, M (free) + H+ ; iH NMR (300 MHz, CDCI3) 6 1 .79-2.1 6 (m. 8 H), 2.73 (d, J= 0.9 Hz, 3 H), 3.99-4.29 
(m, 2 H), 6.79 (s. 1 H). 7.20-7.28 (m, 1 H), 7.42-7.51 (m, 1 H), 7.69-7.76 (m, 4 H), 7.86 (d, J= 8.2 Hz, 1 H), 7.95-8.02 
(m.2H), 9.54 (d.J=8.9 Hz, 1 H). 

Example 3078 

3,4-Oichloro-A^[c/s-4-(4-methyl-qulnoiin-2-ylamlno)-cyclohexyl]-benzamide hydrochloride 

Step A: Synthesis of 3,4-dichloro-Af-[c/9^(4-methyk|uinoiln-2-yiamlno)-cyclohexyl]-benzamide 
hydrochloride 

[0660] Using the procedure for the step B of example 3070, the title compound was obtained. 

ESI MS m/e 428. M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 6 1,80-2.14 (m, 8 H). 2,73 (d, J= 0.6 Hz, 3 H), 3.95-4 24 

(m, 2 H). 6.75-6.87 (m, 2 H). 7.42-7.52 (m, 2 H). 7.64-7.76 (m, 3 H). 7.85 (d. J= 8.2 Hz. 1 H). 7.98 (d, J = 1.9 Hz, 1 
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H), 9.60 (d, J =7.9 Hz, 1 H). 
Example 3079 

3- Chloro-4-fluoro-/^[c/s4-(4-methyl<|uinolln-2-ylamlnoVcyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 3-chloro-4-fluoro-^[c/9-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyl]-benzamlde 
hydrochloride. 

[0661 ] Using the procedure for the step B of example 3070, the title compound was obtained. 
ESI MS m/e 412, M (free) + H+ ; NMR (300 MHz, CDCy 5 1.79-2.14 (m. 8 H), 2.73 (d, J= 0.8 Hz, 3 H), 3.96-4.26 
(m, 2 H). 6.70-6.82 (m. 2 H), 7.1 8 (t, J= 8.6 Hz, 1 H), 7.42-7.51 (m, 1 H), 7.68-7.78 (m. 3 H), 7.85 (d, J= 8.2 Hz, 1 H), 
7,96 (dd. J= 7.0, 2.2 Hz, 1 H), 9.61 (d, J= 8.4 Hz. 1 H). 

Example 3080 

4- Fluoro-3-nriethyl-f^[c/s-4-(4-methyl<|ulnolln-2-ylamlno)-cydohexyl]-benzamldehydm 

Step A: Synthesis of 4-fluoro-3-methyl-A^[c/s-4-(4-methyl<|uinolln-2-ylamlno)-cyclohexyl]-benzamide 
hydrochloride. 

[0662] Using the procedure for the step B of example 3070, the title compound was obtained. 
ESI MS m/e 414, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 8 1 .73-2.10 (m, 8 H). 2.33 (d, J= 1 .9 Hz, 3 H). 2.72 (s, 
3 H), 3.95-4.25 (m, 2 H). 6.45-6.54 (m, 1 H), 6.78 (s, 1 H). 7.00-7,08 (m, 1 H), 7.42-7.50 (m, 1 H), 7.60-7.80 (m, 4 H), 
7.84 (d, J= 8.6 Hz, 1 H), 9.58-9.70 (m, 1 H). 

Example 3081 

1 -Methyl-4-nltro-1 H-pyrrole-2-carboxylic acid-[c/s-4-(4-methyl-quinolln-2-ylamino)-cyclohexyt]-amlde 
hydrochloride 

Step A: Synthesis of 1-methyl-4-nitro-1f#-pyrrole-2-carboxylic acld-[c/s-4-(4-methyl-qulnolln-2-ylamino)- 
cyclohexyq-amlde hydrochloride. 

[0663] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 408, M (free) + H+ ; 1H NMR (300 MHz, CDCI3) 8 1 .77-2.11 (m, 8 H), 2.72 (s, 3 H), 3.94-4.14 (m, 5 H). 
6.77 (s. 1 H). 7.09-7.16 (m, 1 H), 7.26-7.29 (m, 1 H), 7.41-7.55 (m, 2 H). 7.67-7.78 (m, 2 H). 7.84 (d, J= 8.2 Hz, 1 H). 
9.51-9.63 (m, 1 H), 

Example 3082 

9H-Xanthene-9-carboxyllc acld-[cl&^(4-methyl-qulnoiln-2*ylamlno)-cyclohexyl]-amlde hydrochloride 

Step A: Synthesis of 9/#-xanthene-9-carboxyllc acid [c/s-4-(4-methyl-quinoiin-2-ylamlno)-cyclohexyl]-amlde 
hydrochloride. 

[0664] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 486, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) S 1 .63-1 .91 (m, 8 H), 2.68 (s. 3 H), 3.75-3.97 (m, 2 H), 
4.88 (s, 1 H). 6.14-6.27 (m, 1 H), 6.69 (brs. 1 H), 7.03-7.18 (m. 4 H), 7.23-7.49 (m, 5 H), 7.62-7.86 (m, 3 H), 9.34-9.47 
(m. 1 H). 
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Example 3083 

5-Bromo-furan-2-carboxylic acid-[c/s-4-(4-methyl-quinolln-2-ylamino)-cydohexyl]-amicle hydrochloric 

Step A: Synthesis of 5-bromo-furan-2-carboxylic acid [c/4M-{4-methyl-qulnolln-2-ylamlno)-cyclohexyn-amlde 
hydrochloride. 

[0665] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 428, M (free) + H+ ; NMR (300 MHz, CDCI3) 8 1.62-2.08 (m. 8 H), 2.72 (s. 3 H), 3.90-4.19 (m, 2 H) 
6.42 (d, J= 3.6 Hz. 1 H), 6.67-6.80 (m. 2 H), 7,05 (d. J= 3.6 Hz. 1 H). 7.41 -7.51 (m. 1 H), 7.67-7.81 (m, 2 H), 7.85 (d,' 
J= 8,4 Hz. 1 H). 9.59-9.72 (m. 1 H). 

Example 3084 

/^[c/^.(4-Methyl-qulnolln-2-ylamlno)-cyclohexyl]-2-in-tolyloxy-acetamlde hydrochloride 

Step A: Synthesis of AKc/s4-(4-methyl-quinolln-2-ylamlno)-cyclohexyl]-2-/i^tolyloxy-acetamide 
hydrochloride. 

[0666] Using the procedure for the step A of example 3071 . the title compound was obtained. 

ESI MS m/e 426. M (free) + Na+ ; 1H NMR (300 MHz, CDCI3) 8 1 .75-2.07 (m, 8 H). 2.34 (s. 3 H). 2.72 (s. 3 H), 3 86-4 14 

(m, 2 H). 4.46 (s. 2 H), 6.70-6.95 (m. 5 H). 7.15-7.24 (m. 1 H). 7.41-7.50 (m, 1 H). 7.67-7.88 (m, 3 H). 9.58-9.69 (m, 1 H). 

Example 3085 



Benzo[2,1,3]oxadiazole-5-carboxylic acld-[c/s-4-(4-methyl-quinolln-2-ylamino>-cyclohexyl]-amlde 
hydrochloride 



Step A: Synthesis of benzo[2,1,3]oxadiazoie-5-carboxyllc acid [c/s-4-(4-methyl-quinolin-2-ylamino)- 
cyclohexyl]-amide hydrochloride. 

[0667] Using the procedure for the step A of example 3073. the title compound was obtained 
ESI MS m/e 402. M (free) + H+ ; iH NMR (300 MHz. CDCI3) 5 1 .79-2.28 (m. 8 H), 2.73 (s, 3 H), 3.98-4.11 (m 1 H) 
4.12-4.32 (m, 1 H). 6.79 (s, 1 H), 7.37-7.50 (m, 2 H), 7.71 (s. 1 H). 7.72 (s, 1 H), 7.81-7.96 (m. 3 H), 8.40 (s. 1 H), 9.56 
(d, J =8.7 Hz, 1 H). 

Example 3086 

3-Bromo-iV-[c/M-(4-4iiethyl-quinolin-2-ylamlno)*cyciohexyl]-benzamide hydrochloride 

Step A: Synthesis of 3-bromo-A^I<:/s-4-(4-methy|.qulnolln-2-ylamIno)-cyciohexyl]-ben2amide hydrochloride. 

[0668] Using the procedure for the step A of example 3073, the title compound was obtained. 
ESI MS nn/e 438. M (free) + H+ ; iH NMR (300 MHz, CDCI3) 8 1.81-2.13 (m, 8 H), 2.72 (s. 3 H). 3.96-4 06 (m 1 H) 
4.08-4.26 (m. 1 H), 6.75-6.85 (m, 2 H). 7.26-7.34 (m. 1 H), 7.42-7.50 (m. 1 H). 7.57-7.64 (m. 1 H). 7.66-7.79 (m! 3 H)' 
7.85 (d. J= 8.2 Hz. 1 H). 8.01 (s. 1 H). 9.55-9.66 (m. 1 H), 

Example 3087 



3<:yano-A^[c/s-4-(4-methyl-quinoiln-2-ylamino)-cyclohexyl]-benzamlde hydrochloride 

Step A: Synthesis of 3-cyano.iV-[c/s.4-(4-methyl-qulnolln-2-ylamlno)^yclohexyl]-benramlde hydrochloride. 

[0669] Using the procedure for the step A of example 3073, the title compound was obtained. 
ESI MS m/e 385. M (free) + H+ ; ^H NMR (300 MHz. CDCIg) 8 1.81-2.18 (m, 8 H). 2.73 (s, 3 H), 3.98-4.29 (m 2 H) 
6.80 (s. 1 H). 7.13-7.22 (m. 1 H). 7.43-7.60 (m. 2 H). 7.68-7.79 (m, 3 H). 7.85 (d. J= 8.1 Hz. 1 H). 8.08 (d. J= 7.2 Hz' 
1 H), 8.22 (s. 1 H), 9.49-9.62 (m. 1 H). / i . . 
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Example 3088 

AHc/s^K4-M6thyl-quinolln-2-yKamlno)-cyclohexyq-3-trmuoro^ 

Step A: Synthesis of AKc/s4-(4-methyl<|ulnolln-2-ylamino)-cyclohexyl]-3-trlfluoromethyhben2BmM^ 
hydrochloride. 

[0670] Using the procedure for the step A of example 3073, the title compound was obtained. 
ESI MS m/e 428. M (free) -i- H-^ ; NMR (300 MHz. CDCIa) 5 1.81-2.14 (m. 8 H), 2.73 (s, 3 H). 3.95-4.09 (m. 1 H), 
4.12-4.31 (m, 1 H), 6.79 (s, 1 H), 6.85-6.99 (m, 1 H), 7.43-7.50 (m. 1 H), 7.57 (t, J= 7.8 Hz, 1 H), 7.64-7.79 (m, 3 H),' 
7.85 (d. J= 8.2 Hz, 1 H), 8.01 (d, J= 7.8 Hz. 1 H). 8.15 (s, 1 H), 9.56-9.68 (m. 1 H). 

Example 3089 

AA-[c/s-4-(4-Methyl-qulnolln-2-ylamlno)-cyclohexya-2,2-dlphenyl-acetamIdehydrochi^ 

Step A: Synthesis of AKc/94-(4-methyl-qulnolln-2-ylamino)-cyclohexyq-2,2-dlphenyl-acetamlde 
hydrochloride. 

[0671] Using the procedure for the step A of example 3073, the title compound was obtained. 

ESI MS m/e 472, M (free) + Na+ ; iH NMR (300 MHz, CDCI3) 8 1.56-2.10 (m, 8 H), 2.51-2.87 (m, 3 H), 3.81-4.16 (m, 

2 H), 4.94 (s. 1 H), 6.40-6.88 (m, 2 H), 7.17-7.51 (m, 11 H). 7.63-7.89 (m, 3 H), 9.44 (brs, 1 H). 

Example 3090 

2-(4-Fluoro-phenoxy)-A^[c/s-4-(4-methyl<|ulnolln-2-ylamlno)-cyclohexyi]-nlcoti hydrochloride 

Step A: Synthesis of 2-(4-fluoro-phenoxy)-A^[cls-4-(4-methyl-qulnolin-2-ylamlno)-cyctohexylhniTO^ 
hydrochloride. 

[0672] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 493. M (free) + Na+ ; ^H NMR (300 MHz. CDCI3) 5 1 .85-2.12 (m. 8 H), 2.71 (s. 3 H), 3.87-4.00 (m. 1 H), 
4.11-4.30 (m. 1 H). 6.76 (brs, 1 H), 7.09-7.21 (m, 3 H). 7.24-7.36 (m, 2 H), 7.44 (t, J= 7.1 Hz, 1 H), 7.65-7.99 (m, 4 
H), 8.19-8.25 (m, 1 H). 8.54 (d. J= 6.2 Hz, 1 H), 9.60-9.73 (m, 1 H). 

Example 3091 

2-(3,4-Dmuoro-phenoxy)-/V-(c/s-4-(4-methyi-qulnoiln-2-ylamino)K:yclohexyll-nlcotlnamldehydrochto 

Step A: Synthesis of 2-(3,4-difluoro-phenoxy)-M-[c/s-4-(4-methyl-quinolin-2-ylamlnoH^clohexyl]- 
nlcotlnamlde hydrochloride. 

[0673] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 611 , M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 5 1 .81-2.13 (m, 8 H). 2.71 (s, 3 H), 3.90-4.03 (m, 1 H), 
4.13-4.30 (m. 1 H), 6.76 (s. 1 H), 7.10-7.51 (m. 5 H), 7.65-7.88 (m, 4 H), 8.18-8.27 (m, 1 H). 8.50-8.58 (m, 1 H), 
9.67-9.81 (m, 1 H). 

Example 3092 

/^c/s-4-(4-Methyi-qulnolin-2-ylamlno)-cyclohexyq-2-p-tolyloxy-nlcotlnamld^ 

Step A: Synthesis of AKcis^-(4-methyl-qulnoiin-2-yiamlno)-cyclohexyll-2-p-tolyloxy-nicotinamide 
hydrochloride. 

[0674] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 489. M (free) + Na*^ ; ^H NMR (300 MHz, CDCI3) 5 1 .83-2.15 (m, 8 H), 2.36 (s. 3 H), 2.71 (s, 3 H), 3.78-4.03 
(m. 1 H), 4.10-4.32 (m, 1 H), 6.67-6.84 (m. 1 H), 7.06-7.51 (m, 6 H), 7.62-7.90 (m. 3 H), 7.95-8.08 (m, 1 H). 8.19-8.30 
(m. 1 H), 8.48-8.61 (m, 1 H), 9.62 (brs, 1 H). 
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Example 3093 

2-(4-Chloro-phenoxy)-/^[c/s-4-(4-methyl-quinolln-2-ylamlno)^clohexyq-nira^ 

Step A: Synthesis of 2-(4-chloio-phenoxy)-//-[c/s4-(4-methyl-qulnolin-2-ylamlno)-cyclohexyl]-^ 
hydrochloride. 

[0675] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 487. M (free) + H-^ ; NMR (300 MHz, CDCI3) 8 1.58-2.13 (m, 8 H), 2.71 (s, 3 H). 3.87-4.02 (m, 1 H), 
4.10-4.31 (m, 1 H), 6.75 (brs, 1 H), 7.15 (dd. J= 7.5. 4.8 Hz, 1 H), 7.22-7.33 (m, 2 H), 7.37-7.49 (m, 3 H). 7.64-7.92 
(m, 4 H), 8.21 (dd, J= 4.8. 2.0 Hz, 1 H), 8.53 (dd, J= 7.6. 2.0 Hz, 1 H). 9.63-9.78 (m, 1 H). 

Example 3094 

2-(4-Bronioi)henoxy)-A^[c/s^(4-methyi-quinoiiri-2-ylamino)<yclohexyq-nicotin 

Step A: Synthesis of 2H4-bromo-phenoxy)-Af-[c/s-4-(4-methylKiuinolln-2-ylamlno)-cyclohexyl]-nlcotinaml^ 
hydrochloride. 

[0676] Using the procedure for the step A of example 3071 . the title compound was obtained. 

ESI MS m/e 531, M (free) + H+ ; ^H NMR (300 MHz. CDCI3) 5 1-81-2.20 (m, 8 H), 2.72 (s, 3 H), 3.83-4.31 (m, 2 H), 

6.66-6.85 (m. 1 H), 7.03-7.93 (m, 10 H). 8.16-8.28 (m. 1 H). 8.46-8.61 (m. 1 H). 9.55-9.61 (m, 1 H). 

Example 3095 

2-(4-Methoxy-phenoxy)-A^[c/s-4-(4-methyl-qulnolln-2-ylamlno)<yclohexyq-nlcotlnam 

Step A: Synthesis of 2-(4-methoxy-phenoxy)-i^c/s^-(4*methyl<|ulnolln-2-ylamlno)<yciohexyl]-nl^^ 
hydrochloride. 

[0677] Using the procedure for the step A of example 3071 , the title compound was obtained. 

ESI MS m/e 483. M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 5 1.84-2.19 (m, 8 H). 2.71 (s, 3 H). 3.74-4.00 (m. 4 H), 

4.12- 4.28 (m. 1 H), 6.68-6.82 (m. 1 H), 6.91-7.30 (m. 5 H). 7.38-7.50 (m. 1 H), 7.63-7.88 (m, 3 H), 7.96-8.09 (m. 1 H), 
8.17-8.33 (m, 1 H), 8.48-8.61 (m, 1 H), 9.50-9.70 (m. 1 H). 

Example 3096 

2.(3-Chloro-4-fluoro-phenoxy)-A^[c/s-4-(4-methyl-qulnolln-2.ylamlno)'cyclohexyl].n 
hydrochloride 

Step A: Synthesis of 2-(3-chloro-4-fluoro-phenoxy)-A^[c/s-4-(4-methyl-quinolin-2-yiamlno)-cyclohexyl]- 
nicotinamlde hydrochloride. 

[0678] Using the procedure for the step A of example 3071 , the title compound was obtained. 

ESI MS m/e 505. M (free) + H+ ; ^H NMR (300 MHz. CDCI3) 6 1.67-2.13 (m, 8 H), 2.71 (s, 3H), 3.89-4.02 (m. 1 H), 

4.13- 4.29 (m. 1 H). 6.76 (brs. 1 H), 7.17 (dd. J= 7.6. 4.8 Hz. 1 H). 7.22-7.49 (m. 4 H). 7.65-7.87 (m, 4 H), 8.21 (dd. J 
= 4.8. 2.0 Hz. 1 H). 8.52 (dd. J= 7.6, 2.0 Hz, 1 H). 9.65-9.77 (m, 1 H). 

Example 3097 

AKc/s-4-(4*Methyl-quinolin-2-ylamino)-cyclohexyl]-2-/i^tDlyioxy-nicotlnamlde hydrochloride 

Step A: Synthesis of AKc/«4-(4.Methyl-qulnolln-2-ylamlno)-cyclohexyl]-2-#n-tolyloxy-nlcotinamide 
hydrochloride. 

[0679] Using the procedure for the step A of example 3071 , the title compound was obtained. 

ESI MS m/e 467, M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 6 1 .85-2.1 0 (m, 8 H). 2.40 (s, 3 H). 2.70 (s. 3 H). 3.84-3.98 

(m. 1 H). 4.10-4.24 (m, 1 H). 6.76 (brs. 1 H), 7.00-7.21 (m. 4 H). 7.28-7.48 (m, 2 H), 7.62-7.87 (m. 3 H). 7.94-8.06 (m. 
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1 H), 8.21-8.29 (m, 1 H), 8.53 (d, 6.4 Hz, 1 H), 9.51-9.64 (m, 1 H). 
Example 3098 

2-(3-Methoxy*phenoxy)*A^[p/s-4-(4-methyl-qulnolin-2-ylamlno)-cyelohexyq-ac^ 

Step A: Synthesis of 2-(3-methoxy-phenoxy)-A^[c/s-4-(4-methyl-quinolin-2-ylamlno)<yctohexyi]-acete 
hydrochloride. 

[0680] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 442, M (free) + Na+ ; NMR (300 MHz, CDCI3) 8 1 .71-2.06 (m, 8 H). 2.72 (s. 3 H), 3.82 (s, 3 H), 3.89-4.11 
(m, 2 H), 4.46 (s. 3 H), 6.52-6.61 (m, 3 H), 6.75 (s, 1 H) 6.84-6.92 (m, 1 H). 7.16-7.24 (m, 1 H). 7.41-7.49 (m, 1 H), 
7.67-7.80 (m, 1 H), 7.84 (d, J= 8.2 Hz, 1 H), 9.57-9.70 (m, 1 H). 

Example 3099 

2-(3-Chloro-phenoxy)-A4c/9^(4-methyl-qulnolln-2-yiamino)-cyclohexyl]-acetamide hydrochloride 

Step A: Synthesis of 2-(3-chloro-phenoxy)-A*-[cto-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyi]-acetemlde 
hydrochloride. 

[0681] Using the procedure for the step A of example 3071 , the title compound was obtained. 

ESI MS m/e 446, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 5 1.80-2.06 (m, 8 H). 2.72 (s. 3 H). 3.91-4.13 (m, 2 H). 

4.45 (s, 2 H), 6.73-7.03 (m, 5 H), 7.19-7.28 (m. 1 H). 7.41-7.50 (m, 1 H), 7.67-7.87 (m, 3 H), 9.68-9.72 (m, 1 H). 

Example 3100 

2-(3-Chloro-4-fluoro-phenoxy)-Af-[c/s-4-(4-methyl-qulnolln-2-ylamlno)K:ycloh hydrochloride 

Step A: Synthesis of 2-(3-chloro-4-fluoro-phenoxy)-A^IclB-4-(4.methyl-quinolln-2-ylamino)-cyclohexyi]. 
acetemlde hydrochloride. 

[0682] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 464, M (free) + Na+ ; 1H NMR (300 MHz, CDCI3) 5 1.70-2.07 (m. 8 H), 2.72 (s, 3 H), 3.91-4.14 (m, 2 H), 
4.42 (s. 2 H), 6.76 (s, 1 H), 6.83-6.95 (m, 2 H), 6.99-7.16 (m, 2 H), 7.42-7.60 (m, 1 H), 7.67-7.80 (m, 2 H), 7.84 (d, J 
= 7.9 Hz, 1 H), 9.59-9,70 (m, 1 H). 

Example 3101 

2-(3,4-Dichloro-phenoxy)./V-[c/s-4-<4.methyi-quinoiln-2.ylamino)-cyclohexyil.acetemldehydro^^ 

Step A: Synthesis of 2-(3,4<JlchIoro-phenoxy)-A^[c/s^{4.methyl-qulnolln-2-ylamlno)-cyciohexylI-acetem^ 
hydrochloride. 

[0683] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 480. M (free) + Na-^ ; ^H NMR (300 MHz. CDCI3) 8 1 .78-2.13 (m. 8 H), 2.72 (s, 3 H), 3.91-4.14 (m. 2 H). 
4.44 (s. 2 H). 6.76 (brs, 1 H), 6.84-6.93 (m. 2 H). 7.09 (d. J= 2.8 Hz, 1 H), 7.37 (d, J= 8.9 Hz, 1 H). 7.42-7.49 (m. 1 
H), 7.67-7.80 (m. 2 H), 7.84 (d. J= 8.1 Hz, 1 H), 9.54-9.72 (m. 1 H). 

Example 3102 

C-(Methyi-phenyl-amlno)-M[cfe4-(4-methyl-quinolln-2-ylamlno)-cyclohexyl]-acetemlde dlhydrochloride 

Step A: Synthesis of C<methyi-phenyl-amlno)-A^(cfe-4-(4.methyl-quinoiin-2-ylamino)-cyclohexyi]-acetamide 
dlhydrochloride. 

[0684] Using the procedure for the step A of example 3071 , the title compound was obtained. 

ESI MS m/e 403. M (free) + H+ ; ^H NMR (300 MHz. CDCI3) S 1 .67-1 .99 (m. 8 H). 2.70 (s. 3 H). 3.11 (s, 3 H), 3.76-4.06 



385 



EP1464 335 A2 



(m, 4 H). 6.63-7.01 (m, 4 H), 7.08-7.50 (m, 4 H), 7.60-7.92 (m, 3 H). 9.34-9.61 (m. 1 H). 
Example 3103 

2-{3,4-Dlchloroi»heriylaminohA^[c/«-4-(4.methyk|ulnolln-2-ylam 

Step A: Synthesis of 2-(3,4-dichioro-phenylamlno)-^-[c/s-4-(4-methyl-qulnolin-2-ylamino)-cyclohe^ 
acetamide dihydrochloride. 

[0685] Using the procedure for the step A of example 3071 , the title compound was obtained. 

ESI MS m/e 479. M (free) + Na^ ; 1H NMR (300 MHz, CDCy 5 1 .75-2.02 (m. 8 H), 2.71 (s, 3 H). 3.74-4.08 (m, 4 H). 

6.45-6.56 (m. 1 H). 6.67-6.78 (m. 2 H). 7.04-7.19 (m. 2 H). 7.39-7.60 (m. 1 H), 7.62-7.87 (m, 3 H), 9.31-9.46 (m. 1 H)! 

Example 3104 

3,4-Dlfluoro-W.[c/s-4.(4-methyl<|ulnolln-2-ylamlno)-cyclohexylmethyl]-benzamldehydro^^ 
Step A: Synthesis pf (c/s-4-aminomethyl-cyciohexylH4-methyi-quinoiin-2-yl)-amine. 

[0686] A mixture of 2-chloro-4-methyl-qulnoline (10.0 g, 56.3 mmol) and (c/s-4-amino-cyclohexylmethyl)-cart)amic 
acid benzyl ester obtained in step C of example 3068 (17.7 g, 67.6 mmol) in butanol (10 mL) was stirred at reflux for 
5 days. The reaction mixture was poured into saturated aqueous NaHCOa and the aqueous layer was extracted with 
CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, concentrated, and purified by me- 
dium-pressure liquid chromatography (NH-silica gel. 10% to 20% EtOAc in hexane and silica gel, 2% to 10% MeOH 
in CHCI3) to give a pale yellow oil. To a solution of the above oil in MeOH (140 mL) was added 10% Pd/C (1.40 g). 
The mixture was stinted at ambient temperature under hydrogen atmosphere for 6 days. The reaction mixture was 
filtrated through a pad of celite, concentrated, and purified by medium-pressure liquid chromatography (NH-silica gel, 
2% to 10% MeOH in CHGI3) to give (cfe-4-aminomethyl-cyclohexyl)-(4-methyl-quinolin-2-yl)-amine (6.74 g. 38%) as a 
pale yellow solid. 

ESI MS m/e 470, M + H+;iH NMR (300 MHz. CDCI3) 6 1.14-1.51 (m. 4 H), 1.60-1.94 (m, 5 H). 2.56 (s. 3 H), 2.60 (d 
J= 6.4 Hz, 2 H), 4.08-4.22 (m. 1 H), 4.82-4.92 (m. 1 H), 6.52 (s. 1 H), 7.17-7.24 (m, 1 H). 7.47-7.54 (m, 1 H), 7.62-7.67 
(m, 1 H). 772-7.77 (m, 1 H). 

Step B: Synthesis of 3,4<imuoro-iV.[c/a-4-(4-methyl-qulnolln-2-ylamlno)^clohexylmethyll.benzam 
hydrochloride. 

[0687] To a solution of (c/s-4-aminomethyI-cyclohexyl)-(4-methyl-quinolin-2-yl)-amine (300 mg, 0.90 mmol) in CHCI3 
(2 mL) were added /-PraNEt (0.33 mL, 1 .89 mmol) and 3,4-difluoro-benzoyl chloride (1 75 mg, 0.99 mmol) in CHCI3 (1 
mL). The mixture was stinted at ambient temperature for 6 hr. The reaction was quenched with saturated aqueous 
NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 
MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-silIca gel, 20% to 25% 
EtOAc in hexane) to give a colorless oil. To a solution of the above material in EtOAc (1 0 mL) was added 4 M hydrogen 
chloride in EtOAc (0.2 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated. The residue 
was suspended in EtgO (20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was 
collected by filtration, washed with Et20, and dried at 60 «C under reduced pressure to give 3,4-difluoro-A/^[c/s-4-(4-me- 
thyl-quinolin-2-ylamino)-cyclohexylmethyl]-benzamide hydrochloride (289 mg, 72%) as a white solid. 
ESI MS m/e 432, M (free) + Na+ ; iH NMR (300 MHz, CDCI3) 8 1.66-2.05 (m, 9 H). 2.70 (s. 3 H). 3.49-3.54 (m 2 H) 
3.97-4.09 (m, 1 H), 6.75 (s, 1 H), 6.89-6.98 (m, 1 H), 7.19-7.30 (m. 1 H), 7.40-7.47 (m. 1 H). 7.66-7.75 (m. 2 H),' 
7.79-7.93 (m, 3 H), 9.72-9.85 (m, 1 H). 

Example 3105 

AKc/s^-(4-i\/lethyl<|ulrioiln-2-ylamlno)-cyclohexylmethyl)-2-pherioxy-nicotiriamld^ 

Step A: Synthesis of AKcte4-(4-methyl^uinolin-2.ylamlno)-cyclohexylmethylh2-phenoxy-nicotlnamlde 
hydrochloride. 

[0688] Using the procedure for the step C of example 31 04. the title compound was obtained. 
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ESI MS m/e 467, M (free) + ; 1H NMR (300 MHz, CDCI3) 5 1.61-2.14 (m. 9 H). 2.69 (s, 3 H). 3.42-3.50 (m 2 H) 

3.92-4.04 (m. 1 H), 6.73 (brs, 1 H). 7.10-7.32 (m. 4 H), 7.38-7.49 (m. 3 H). 7.64-7.84 (m. 3 H). 8.06-8.15 (m 1 H ,' 

8.19-8.24 (m,1H). 8.57-8.83 (m,1H), 9.49-9.62 (m,1H). ' 

Example 3106 

H2,3-Dtehloroi3henyl)-3-[cte-4-(4-methyl-qulnolln-2-ylamlno)-cydohexylmethyn-ureahydrochlorW^ 

Step A: Synthesis of 1-(2,3-dichloro-phenyl)-3-[c/M-(4-methyl-quinolln-2-ylamlnoH:yclohexylmethyll-urea 
nydrochlorlde. 

[0689] To a solution of (cfe^-aminomethyl-cyclohexyl)-(4-methyl-qulnolln-2-yl)-amine obtained in step B of example 
3014 (300 mg, 1 .11 mmol) in DMSO (3 mL) was added 1 .2-dichloro-3-isocyanato-benzene (230 mg. 1 .22 mmol) The 
mixture was stirred at ambient temperature for 21 hr and poured into water (20 mL). The precipitate was collected by 
filtration, washed with water, and purified by medium-pressure liquid chromatography (NH-silica gel, 20% EtOAc in 
hexane) to give a pale yellow oil. To a solution of the above material In EtOAc (1 0 mL) was added 4 M hydrogen chloride 
in EtOAc (0.2 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated. A suspension of the 
residue in EtgO (20 mL) was stirred at ambient tempareture for 1 hr. The precipitate was collected by filtration washed 
with EtaO, and dried at 60 <>C under reduced pressure to give 1-(2.3.dichloro-phenyl)-3-tds-4-(4-methyl-quinolin- 
2-ylamino)-cyclohexylmethyl]-urea hydrochloride (247 mg, 45%) as a white solid 

ESI MS m/e 479, M (free) + Na+ ; 1H NMR (300 MHz, CDCI3) 8 1 .51-2.1 8 (m, 9 H), 2.71 (d, J= 0.8 Hz, 3 H) 3 37-3 44 
(m, 2 H), 4.04-4.14 (m, 1 H), 6.78 (s, 1 H), 6.89-7.13 (m, 3 H), 7.42-7.50 (m. 1 H), 7.70-7.76 (m, 2 H). 7.84*(d. J= 8 1 
Hz, 1 H), 8.13-8.22 (m, 2 H), 9.38 (d, J= 9.2 Hz. 1 H), 13.95 (brs. 1 H). 

Example 3107 

A4cls^-(4-Dimethylamlno-5,6J>tetrahydio-qulna»lliH2^lamlno)-cyclohexyn.2-phenoxy-nlcotlnamlde 
hydrochloride 

Step A: Synthesis of 5,6,7,8-tetrahydio-quinazoline-2,4-diol. 

[0690] To a solution of 2-oxo-cyclohexanecarboxylic acid ethyl ester (61.5 g, 361 mmol) in EtOH (61 5 mL) was 
added urea (73.8 g. 1 .23 mol). The mixture was stin-ed at reflux for 1 0.5 days and stirred at ambient temperature for 
30 mm. The precipitate was filtrated, washed with acetone, and dried. A suspension of the above solid in H20(1 00 mL) 
stirred on an ice-bath for Ihr. The precipitate was filtrated, washed with hexane, and dried under reduced pressure to 
give 5,6,7,8-tetrahydro-quinazoline-2,4-diol (21.0 g, 35%) as a pale yellow solid. 

10 Sif lO^gsOTi' 2 H)"* '^^ * 1.48-1.71 (m. 4 H), 2.09-2.19 (m, 2 H), 2.24-2.34 (m. 2 H). 

Step B: Synthesis of (2-chloro-5,6,7,8-tetrahydro-qulnazolln-4-yl).dlmethyl-amine. 

[0691] A suspension of 5,6,7.8-tetrahydro-quinazoline-2.4-diol (20.9 g, 1 00 mmol) in POCI3 (1 05 mL) was stirred at 
reflux for 2 hr and the reaction mixture was concentrated. The residue was poured into ice water. The aqueous layer 
was extracted with EtOAc (three times). The combined organic layer was dried over MgSO., filtrated, and concentrated 
To the solutiori of residue (7.00 g) in THF (70 mL) was added 50% aqueous MeaNH (7.77 g, 86.2 mmol) and the mixture 
stirred at ambient temperature for 2 hr. To the reaction was added saturated aqueous NaHCOg and the aqueous layer 
was extracted with CHCI3 (three times). The combined organic layer was dried over MgSO^, filtered, concentrated 
and purified flash chromatography (silica gel. 20% EtOAc in hexane) to give (2-chloro-S.6.7.8-tetrahydro-quinazolin- 
4-yl)-dimethyi-amine (6.08 g, 64%) as a white solid. 

^1 8 1-62-1.90 (m. 4 H). 2.59 (t, J= 6.0 Hz, 2 H). 2.76 (t, Jb 6.6 

Hz, 2 H), 3.06 (s, 6 H). 

Step C: Synthesis of (cf»4-amino-cyeiehexyi)<arbamie add benzyl ester. 

[0692] To a solution of (c/s-4-amino-cyclohexyl)-carbamic acid tert-butyl ester obtained in step B of example 3031 
(75.0 g, 350 mmol) in CHCI3 (750 mL) were added EtgN (53.7 mL. 385 mmol) and benzyl chloroformate (55 mL 385 
mrrioO^The mixture was stIn-ed at ambient temperature for 20 hr. The reaction was quenched with saturated aqueous 
NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 
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MgS04. filtered, concentrated, purified by flash chromatography (silica gel, 0.4% to 5% MeOH In CHCI3) to give a pale 
yellow oil. To a solution of the residue In EtOAc (200 mL) was added 4 M hydrogen chloride in EtOAc (200 mL). The 
mixture was stirred at ambient temperature for 2 hr and concentrated. The residue was dissolved In 1 M aqueous 
NaOH and the aqueous layer was extracted with CHCI3 (three time). The combined organic layer was dried over 
MgS04, filtered, concentrated, and purified flash chromatography (silica gel, 25% to 50% EtOAc In hexane) to give 
(cfe-4-amino-cyclohexyl)-carbamic acid benzyl ester (37.6 g, 43%) as a pale brown oil. 

ESI MS m/e 249, + ; iH NMR (200 MHz, CDCI3) 8 1.13-1.83 (m, 8 H). 2.77-2.97 (m. 1 H). 3.63-3.83 (m, 1 H). 
4.92-5.20 (m. 3 H), 7.25-7.47 (m, 5 H). 

Step D: Synthesis of W2-(c/s-4-amlno-cyclohexyl)-Af*,Ar*-dlmethyl-5,67.8-tetrahydro<|ulnazollne-2,4^^ 

[0693] A mixture of (2-chloro-5,6.7,8-tetrahydro-qulnazolin-4-yl)-dlmethyl-amine (1 6.0 g. 75.7 mmol) and (c/s-4-aml- 
no-cyclohexyl)-carbamic acid benzyl ester (18.8 g. 75.7 mmol) In butanol (21 mL) was stirred at reflux for 6 days. The 
reaction mixture was poured into saturated aqueous NaHC03, and the aqueous layer was extracted with CHCI3 (three 
times). The combined organic layer was dried over MgS04, filtrated, concentrated, and purified by flash chromatog- 
raphy (NH-sllIca, 33% to 50% EtOAc In hexane) to give a pale yellow oil. To a solution of the above oil in MeOH (270 
mL) was added 10% Pd/C(2.70 g). The mixture was stirred at ambient temperature under hydrogen atmosphere for 
1.5 days. The reaction mixture was filtrated through a pad of celite, concentrated, and purified by medium-pressure 
liquid chromatography (NH-silica gel, 1% to 5% MeOH In CHCI3) to give A^-(cis-4-amlno-cyclohexyl)-AA*,Ar»-dimethyl- 
5,6,7,8-tetrahydro-quinazoline-2,4-dlamlne (15.8 g, 72%) as a pale yellow solid. 

FAB MS m/e 290, M+ + H+; 1H NMR (200 MHz, CDCI3) 5 1 .00-1 .90 (m, 14 H), 2.49 (t. J= 5.9 Hz, 2 H), 2.61 (t, J= 6.6 
Hz, 2 H), 2.71-3.00 (m, 7 H). 3.93-4.07 (m, 1 H), 4.67-4.80 (m. 1 H). 

Step E: Synthesis of AKc/s-4-(4-dlmethylamino-5,6,7,8-tetrahydro-quinazolin-2-ylamino)-cyclohexyl]- 
2-phenoxy-nicotfnamide hydrochloride 

[0694] To a solution of A^-(c/s-4-amino-cyclohexyl)-A;*, A/*-dimethyl-5,6,7.8-tetrahydro-quinazollne-2,4-diamlne (300 
mg, 1 .04 mmol) In CHC\^ (3 mL) were added Et3N (0.31 mL, 2.22 mmol) and 2-phenoxy-nlcotinoyl chloride (266 mg. 
1.14 mmol). The mixture was stirred at ambient temperature for 3 hr. The reaction was quenched with saturated aqueous 
NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 
MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-sllIca gel, 20% EtOAc In 
hexane). To a solution of the above material in EtOAc (2 mL) was added 4 M hydrogen chloride In EtOAc (10 mL). The 
mixture was stirred at ambient temperature for 1 hr and concentrated. The residue was suspended In EtgO (20 mL) 
and the suspension was stinted at ambient temperature for 2 hr. The precipitate was collected by filtration, washed 
with Et20, and dried at 80 °C under reduced pressure to give A/-(c/s-4-(4-dimethylamjno-5,6,7,8-tetrahydro-quinazolin- 

2- ylamino)-cyclohexyl]-2-phenoxy-nicotlnamide hydrochloride (159 mg, 29%) as a white solid. 

ESI MS m/e 487, M (free) + H+ ; ^H NMR (300 MHz. CDCI3) 5 1 .61-1 .98 (m. 12 H). 2.54 (t, J= 5.9 Hz. 2 H). 2 74 (t 
6.5 Hz, 2 H), 3.20 (s. 6 H), 4.02-4.20 (m. 2 H), 7.12 (dd, J= 7.5. 4.8 Hz, 1 H). 7.21-7.30 (m. 3 H), 7.42-7.50 (m. 2'h), 
7.87-7.93 (m. 1 H), 8.21 (dd, J= 4.8. 2.2 Hz. 1 H). 8,25-8,32 (m, 1 H). 8.52 (dd. J= 7.6, 2.0 Hz, 1 H), 13.18 (s. 1 H). 

Example 3108 

3- Chloro-A^[c/s-4-(4<iimethylanilno-5,67>tetrahydro-quinazolin-2-ylanrilno)-cycloh 
hydrochloride 

Step A: Synthesis of 3-chloro-A^[c/s-4-(4-dlmethylamlno-5.6,7,8-tetrahyd«>-qulnazolln-2-yiamlno)-cyclohexyl]- 

4- fluoro-benzamide hydrochloride. 

[0695] Using the procedure for the step E of example 31 07, the title compound was obtained. 
ESI MS m/e 468, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 5 1 .61-2.00 (m. 12 H). 2.51-2.61 (m, 2 H), 2.68-2 81 (m 
2 H). 3.23 (s. 6 H). 4.02-4.26 (m, 2 H), 6.73-6.90 (m, 1 H). 7.13-7.23 (m. 1 H). 7.65-7.82 (m, 1 H). 7.96 (d, J= 6.8 Hz' 
1 H), 8.22-8.44 (m. 1 H). 12.63-12.89 (m. 1 H). 
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Example 3109 



AKc/s^-(4-Dlmethylamino-5,67>tetrahydro<|ulna2olin-2-ylamlno)s:yclohexyll^^^ 
hydrochloride 

Step A: Synthesis of A^[c/s-4.(4-dlmethylamlno.5,6 J,8-tetrahydro<|ulnazolln-2-ylamlno)Kwd^ 
3-methyl-benzamide hydrochloride. 

[06961 Using the procedure for the step E of example 31 07, the title compound was obtained. 

ESI MS nri/e 448, M (free) + Na+; 1H NMR (300 MHz, CDCI3) 8 1 .60-2.04 (m, 12 H), 2.27-2.36 (m, 3 H) 2 50-2 61 (m 

2 H). 2.65-2.84 (m, 2 H). 3.23 (s, 6 H). 4.03-4.27 (m. 2 H). 6.42-6.58 (m, 1 H), 6.96-7.11 (m, 1 H), 7.56-7.75 (m 2 H)' 



Example 3110 



AKc/s^-(4.Dlmethylamlno-5,67,8-tetrahydroK?ulnazolln-2-ylamlno)-cyclohexyl].3,5-dlmethox^^ 
hydrochloride 

Step A: Synthesis of AKc/s4-(4<llmethylamlno-5,67,8-tetrahydro-qulnazolln-2-ylamino)-cyclohexyll. 
3,5-dlmethoxy-benzamlde hydrochloride. 

[0697] Using the procedure for the step E of example 31 07, the title compound was obtained 

ESI MS m/e 476, M (free) + Na^ ; NMR (300 MHz. CDCI3) 6 1 .63-2.04 (m, 12 H), 2.51-2.62 (m, 2 H) 2 66-2 86 (m 

2 H), 3.23 (s, 6 H), 3.85 (s. 6 H), 4.04-4.27 (m. 2 H), 6.50-6.70 (m, 2 H). 6.95 (brs, 2 H), 8.19-8.47 (m.'l H). 

Example 3111 

Benzo[2,1,31oxadia2ole-5^arboxyllcacld-[c/s^(4-dlmethylamlno.5,67,8.tetrahydro.q 
cyclohexyq-amide hydrochloride 

Step A: Synthesis of benzo[2,1.3]oxadlazole-5-carboxylte acld-[cte^(4-dlmethylamlno.5,6,7,8-tetrahydro- 
qu lnazolln-2-ylamlno)-cyclohexyl]-amlde hydrochloride. 

[0698] Using the procedure for the step E of example 31 07, the title compound was obtained. 
ESI MS m/e 458. M (free) + Na+ ; iH NMR (300 MHz, CDCI3) 5 1 .62-2.01 (m, 12 H), 2.56 (t, 5.8 Hz, 2 H) 2 71 (t 
J= 6.5 Hz. 2 H). 3.23 (s. 6 H), 4.04-4.27 (m. 2 H). 7.71 (d, J= 8.2 Hz, 1 H), 7.85 (dd, J= 9.5. 1.1 Hz, 1 H), 7.91-7 96 
(m, 1 H), 8.27 (d. J= 8.1 Hz, 1 H), 8.42 (t. J= 1.2 Hz, 1 H). 

Example 3112 

AKc/«^-(4.Dlmethylamlno-5,67>tetrahydro<|ulnazoiln-2-ylamlno).cyclohexyl].3-nltr^ 
hydrochloride 

Step A: Synthesis of AKc/s^-(4-dlmethylamino-5.67,8-tetrahydro-qulna2oiin-2.yiamlno)-cyc^^ 
benzamlde hydrochloride. 

[0699] Using the procedure for the step E of example 31 07, the title compound was obtained 

ESI MS m/e461.M(free) + Na^iHNMR (300 MHz. CDCl3)Sl.65-2.04(m, 12 H). 2.50-2.85 (m 4 H) 3 24 (s 6 H) 
4.11-4.29 (m. 2 H). 7.04-7.20 (m, 1 H), 7.56-7.68 (m, 1 H), 8.13-8.38 (m. 3 H), 8.72-8.79 (m. 1 H) ' 
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Example 3113 

Af-[c/s^-(4-Dlmethylamlno-5,67,8.tetrahydro<|ulnazolln-2-ylamlno)-cyclohexyl^ 
nicotinamide hydrochloride 

Step A: Synthesis of A^(cl9-4-aminomethyl-cydohexyQ-A^,A;«<llmethyl-5.67,8-tetrahydro-quinazo 
2,4-dlamlne. 

[0700] A mixture of (c/s-4-amlno-cyclohexylmethyl)-carbamic acid benzyl ester obtained in step C of example 3068 
(3.10 g, 11.8 mmol) and (2-chloro-5,6,7,8-tetrahydro-qulnazolln-4-yl)-dimethyl-amine obtained in step B of example 
31 07 (2.00 g, 9.44 mmol) in butanol (3 mL) was stirred at reflux for 1 9 hr. The reaction mixture was poured into saturated 
aqueous NaHCOa, and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04, filtrated, concentrated, and purified by flash chromatography (NH-silica gel, 33% to 50% EtOAc in 
hexane) to give a pale yellow oil. To a solution of the above oil (2.48 g) In MeOH (26 mL) was added 10% Pd/C (248 
mg). The mixture was stirred at 60 ''C under hydrogen atmosphere for 8 hr. The reaction mixture was filtrated through 
a pad of celite, concentrated, and purified by medium-pressure liquid chromatography (NH-silIca gel, 1 % to 5% MeOH 
in CHCI3) to give A^-(c/s-4-aminomethyl-cycIohexyl)-A^, A^<llmethyl-5,67,8-tetrahydro-quina2oline-2,4-diami^ (1 .70 
g, 59%) as a pale yellow solid. 
FAB IS/IS m/e 304, M (free) + H+ 

Step B: Synthesis of AK^^^-(4-dlmethylamlno-5,6,7,8-tetrahydro-quinazolln-2-ylamlno)-cyclohexylmethyl]- 
2-phenoxy-nicotinamide hydrochloride. 

[0701 ] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 501 , M (free) + H+ 

Example 3114 

AKc/^-(4-Dimethylamlno-quinolin-2-ylaniino)-cyclohexyl]-2-phenoxy-nlcotinamldehydrochlo 
Step A: Synthesis of 2,4-dichloro-qulnollne. 

[07021 A suspension of qulnoline-2.4-dioi (150 g, 931 mmol) in POCI3 (975 mL, 10.4 mol) was stirred at reflux for 6 
hr and the reaction mixture was concentrated. The residue was diluted with CHCI3 (500 mL) and the solution was 
poured into ice water The aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04, filtrated, concentrated, and purified by flash chromatography (silica gel, 20% EtOAc in hexane) to 
give 2,4-dichloro-quinoline (177 g, 96%) as a pale brown solid. 

El MS m/e 197, l\4+ ; NMR (300 MHz, CDCI3) 8 7.50 (s, 1 H), 7.65 (ddd, J= 8.3, 7.0. 1.3 Hz, 1 H), 7.79 (ddd, J = 
8.5, 7.0, 1.3 Hz, 1 H). 8.00-8.06 (m, 1 H), 8.16-8.21 (m. 1 H). 

Step B: Synthesis of (2-chloro-quinolln-4-yl)-dimethyl-amlne. 

[0703] To a solution of 2,4-dichloro-quinollne (177 g, 894 mmol) in THF (2.1 L) was added 50% aqueous MegNH 
(234 mL, 2.23 mol). The mixture was stirred at ambient temperature for 68 hr. To the mixture was added 50% aqueous 
Me2NH (47 mL, 448 mmol) and stirred at ambient temperature for 3 hr The solution was poured into saturated aqueous 
NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 
MgS04, filtrated, concentrated, and purified by flash chromatography (NH-silica, 1% to 3% EtOAc In hexane) to give 
(2-chloro-qulnolin-4-yl)-dimethyl-amine (75.9 g. 41%) as a pale yellow oil and (4-chloro-quinoiin-2-yl)-dlmethyl-amine 
(28.0 g, 15%) as a pale yellow oil. (2-chloro-quinolin-4-yl)-dimethyl-amlne; 

ESI MS m/e 207, M + H+ ; ^H NMR (300 MHz, CDCI3) S 3.06 (s, 6 H), 6.71 (s. 1 H), 7.45 (ddd, J= 8.4.7.0,1.2 Hz, 1 
H), 7.63 (ddd, J= 8.4, 6.9, 1.5 Hz. 1 H), 7.91-7.93 (m, 1 H), 7.97-8.03 (m. 1 H). 
(4-chloro-quinolin-2-yi)-dimethyl-amine; 

ESI MS m/e 207, M + H-^ ; ^H NMR (300 MHz, CDCI3) S 3.18 (s, 6 H), 6.97 (brs. 1 H). 7.18-7.31 (m. 1 H). 7.49-7.63 
(m, 1 H), 7.66-7.72 (m, 1 H), 7.95-8.00 (m, 1 H). 

Step C: Synthesis of i^(cte^amino-cyclohexyl)-#l^,/V4-dlmethyl-quinoline-2,4-diamine. 

[0704] A mixture of (2^hloro-quinolln-4-yl)-dimethyl-amine (15.6 g, 75.7 mmol) and (as-4-amlno-cyclohexyl)-car- 
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bamic acid benzyl ester obtained In step C of example 3107(18.8 g, 75,7 mmol) In butanol (20 mL) was stirred at reflux 
for 6 days. The reaction mixture was poured into saturated aqueous NaHCOa and the aqueous layer was extracted 
with CHCI3 (three times). The combined organic layer was dried over MgS04. filtrated, concentrated, and purified by 
flash chromatography (NH-sllIca, 33% to 50% EtOAc in hexane) to give a pale yellow oil. To a solution of the above 
oil in MeOH (1 70 mL) was added 1 0% Pd/C (1 .70 g). The mixture was stirred at ambient temperature under hydrogen 
atmosphere for 1.5 days. The reaction mixture was filtrated through a pad of celite, concentrated, and purified by 
medium-pressure liquid chromatography (NH-silica gel, 1 % to 5% MeOH In CHCI3) to give A^-(c/s-4-amino-cyclohexyl) 
-A^,Ar^-dlmethyl-quinoline-2,4-dlamine (11 .7 g, 55%) as a pale yellow solid. 

FAB MS m/e 285, M^H^; ;iH NIVIR (300 MHz, CDCI3) 5 1 .19-1 .96 (m, 1 0 H). 2.81-3.03 (m. 7 H) 4 02-4 1 7 (m 1 H) 
4.66-4.83 (m, 1 H), 6.03 (s, 1 H), 7,06-7.21 (m, 1 H), 7.39-7.52 (m, 1 H), 7,55-7.67 (m, 1 H), 7.80-7.90 (m. 1 H). 

Step D: Synthesis of AKc/^-(4-dlmethylamino-quinolln-2-ylamlno)««yclohexyl]-2-phenoxy-nk»tlnamide 
hydrochloride. 

[07051 To a solution of A^-(c/s-4-amino-cyclohexyl)-A/*,/V*.dimethyl-quinoline-2,4-diamine (300 mg. 1 .05 mmol) in 
CHCI3 (3 mL) were added EtgN (0.31 mL, 2.22 mmol) and 2-phenoxy-nlcotinoyl chloride (271 mg, 1.16 mmol). The 
mixture was stirred at ambient temperature for 3 hr. The reaction was quenched with saturated aqueous NaHCOg and 
the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgSO^, filtered, 
concentrated, and purified by medium-pressure liquid chromatography (NH-silica gel, 20% EtOAc in hexane). To a 
solution of the above material in EtOAc (2 mL) was added 4 M hydrogen chloride in EtOAc (10 mL). The mixture was 
stirred at ambient temperature for 1 hr and concentrated. The residue was suspended in EtgO (20 mL) and the sus- 
pension was stirred at ambient temperature for 2 hr. The precipitate was collected by filtration, washed with EtgO, and 
dried at 80 »C under reduced pressure to give /V-[cis-4-(4-dimethylamino-quinolin-2-ylamlno)-cyclohexyl]-2-phenoxy- 
nicotinamide hydrochloride (160 mg, 29%) as a white solid. 

ESi MS m/e 482, M (free) + H+ ; iH NMR (300 MHz, CDCI3) 5 1.57-2.15 (m, 8 H), 3.21 (s, 6 H), 3.73-3.88 (m 1 H) 
4.06-4.27 (m, 1 H), 5.79 (s. 1 H), 7.12 (dd, J= 7.6, 4.8 Hz, 1 H), 7.19-7.33 (m. 4 H), 7.41-7.71 (m, 4 H). 7 81-7 97 (m' 
2 H), 8.21 (dd. J= 4.8, 2.0 Hz, 1 H), 8.52 (dd, J= 7.6, 2.0 Hz, 1 H), 8.94-9.08 (m, 1 H), 13.81 (brs, 1 H). 

Example 3115 

A^[c/i^4-(4-ChlOfo-qulnolln-2-ylamino)-cyclohexyl]-2-phenoxy-nlco^ 

Step A: Synthesis of iH<7/s-4*(4-chloro<|uinolln-2-ylamlno)-cyclohexyl]-2-phenoxy-nlcotinamM^ 
hydrochloride. 

[0706] A mixture of 2,4-dlchloro-quinoilne obtained in step A of example 3114 (1 .5 g, 7.57 mmol) and A^(c/s-4-amlno- 
cyclohexyl)-2-phenoxy-nicotinamide obtained In step A of example 2 (2.3 g. 7.57 mmol) in butanol (2 mL) was stirred 
at 130 »C for 3 days in a sealed tube. The reaction mixture was poured Into saturated aqueous NaHCOa anci the 
aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, 
concentrated, and purified by medium-pressure liquid chromatography (NH-silica gel. 20% EtOAc in hexane) to give 
a colorless oil. To a solution of the above material in EtOAc (1 0 mL) was added 4 M hydrogen chloride In EtOAc (0.2 
mL). The mixture was stirred at ambient temperature for 1 hr and concentrated. The residue was suspended in EtaO 
(20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was collected by filtration 
washed with EX^O, and dried at 60 under reduced pressure to give /V-[c/s-4-(4-chloro-quinolin-2-ylamino)-cy- 
clohexyl]-2-phenoxy-nicotinamide hydrochloride (295 mg. 8%) as a white solid and /VL[c/s-4-(2Hchloro-qulnolin-4-ylami- 
no)-cyclohexyl]-2-phenoxy-nlcotlnamide hydrochloride (283 mg, 7%) as a white solid. 
/V-[c/s-4-(4-chloro-quinoiin-2-ylamino)-cyclohexyl]-2-phenoxy-nicotlnamide hydrochloride; 

ESI MS m/e 495. M (free) + Na^ ; 1H NMR (300 MHz. CDCI3) 5 1.86-2.10 (m. 8 H). 3.82-3.96 (m, 1 H) 4 13-4 28 (m 
1 H). 7.04 (s. 1 H), 7.10-7.34 (m, 4 H). 7.41-7.55 (m. 3 H). 7.71-7.84 (m. 2 H), 7.92-8.11 (m, 2 H), 8.20-8.26 (m 1 H)' 
8.50-8.59 (m. 1 H), 9.83 (brs, 1 H). v » v . 

A/-[c/s-4-(2K:hloro-quinolin-4-ylamino)-cyclohexyl]-2-phenoxy-nicotinamide hydrochloride; 

ESI MS m/e 495. M (free) + Na^ ^H NMR (300 MHz. DMSO-dg) 5 1 .72-2.37 (m. 8 H). 3.'64-3.84 (m. 1 H) 4 36 (brs 
1 H). 6.33 (brs. 1 H). 7.05-7.60 (m, 8 H). 8.06-8.66 (m. 6 H). ^ ^ h • K rs. 
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Example 3116 

3,4-Difluoro-iV-[cl&4-(4-methoxy<|uinolln-2-ylamino)-cyclohexyl]-bentt 
Step A: Synthesis of 2-chloro-quinolln-4-ol. 

[0707] A mixture of 2,4-dlchloro-quinollne obtained in step A of example 3114 (3.00 g, 15.1 mmol) and MeOH (485 
mg, 15.1 mmoi) in butanol (3 mL) was stirred at reflux for 3 hr. The reaction mixture was suspended in CHCI3 (15 mL) 
and stin-ed at ambient temperature for 30 min. The precipitate was collected by filtration, washed with CHCI3, and dried 
at 50 *»C under reduced pressure to give 2-chloro-quinolin-4-ol (1 .47 g, 54%) as a pale yellow solid. 
ESI MS m/e 179. ; 1H NMR (300 MHz, DMSO-dg) 8 6.83 (s. 1 H), 7.27-7.43 (m. 2 H), 7.60-7.67 (m, 1 H). 7.86 (d 
J= 7,9 Hz. 1 H). 12.05 (bre, 1 H). / v , /, v . 

Step B: Synthesis of 2-chioro-4-methoxy-quinoiine. 

[0708] To a solution of 2-chloro-quinolin-4-ol (500 mg, 2.78 mmoi) in DMF (5 mL) were added K2CO3 (462 mg, 3.37 
mmol) and Mel (21 0 jiL. 3.37 mmol). The mixture was stin-ed at 50«C for 3 hr. The reaction was quenched with saturated 
aqueous NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-silIca gel, 1 0% 
EtOAc in hexane) to give 2-chloro-4-methoxy-quinoljne (440 mg, 82%) as a white solid. 

ESI MS m/e 194. M + H-^ ; 1H NMR (300 MHz. CDCI3) 6 3.71 (s, 3 H). 6.89 (s. 1 H). 7.27-7.43 (m. 2 H), 7.60-7.69 (m 
1H),8.01(d.J=8.1Hz. 1H). ^ ' 

Step C: Synthesis of 3,4<llfluoro-A^[c/s-4-(4-methoxy-qulnolln-2-ylamlno)-cyclohexyll-benzam 
hydrochloride. 

[0709] A mixture of 2-chloro-4-methoxy-quinoline (250 mg, 1 .29 mmol) and /V-(c/s-4-amino-cyclohexyl)-3,4-difluoro- 
benzamide obtained in step D of example 3031 (361 mg, 1 .42 mmol) in butanol (1 mL) was stirred at 130 "C for 5 days 
In a sealed tube. The reaction mixture was poured into saturated aqueous NaHCOa and the aqueous layer was ex- 
tracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated, and purified 
by medium-pressure liquid chromatography (NH-silica gel, 20% to 50% EtOAc in hexane). To a solution of the above 
material in EtOAc (2 mL) was added 4 M hydrogen chloride in EtOAc (10 mL). The mixture was stirred at ambient 
temperature for 1 hr and concentrated. The residue was suspended in EX2O (20 mL) and the suspension was stirred 
at ambient temperature for 2 hr The precipitate was filtered, washed with EtgO, and dried at 80 X under reduced 

pressure to give c/s-3,4-dlfluoro-yV-[4-(4-methoxy-quinolin-2-ylamino)<yclohexyl]-benzamlde hydrochloride (79 mq 
14%) as a white solid. 

ESI MS m/e 434. M (free) + Na+ ; 1H NMR (300 MHz, DMSO-dg) 5 1 .58-2.09 (m. 8 H), 3.55-3.72 (m, 4 H). 3 88^ 06 
(m, 1 H), 5.93 (s. 1 H), 7.03-8.09 (m, 7 H), 8.25-8.45 (m, 2 H). 

Example 3117 

AKp/s^-(4-Chloro-qulnolln-2.ylanfilno)-cyclohexyll.3.4-dlfluoro-beriM^ hydrochloride 

Step A: Synthesis of '^4c/^-(4-chloro-quinolin-2-ylamlno)-cyclohexyl]-3,4<Jlrluoro-benzamlde 
hydrochloride. 

[0710] Using the procedure for the step A of example 3115, the title compound was obtained. 
A/-[c/s-4-(4-chloro-qulnolin-2-ylamlno)-cyclohexyl]-3,4.difluoro-benzamide hydrochloride; ESI MS m/e 416 M (free) + 
H+ ; 1H NMR (300 MHz, CDCI3) 5 1.82-2.22 (m. 8 H). 3.93-4.28 (m. 2 H). 6.65-8.77 (m, 1 H). 7.08 (s, 1 H), 7.14-7 29 
(m, 1 H), 7.48-7.64 (m. 2 H), 7.68-7.88 (m, 3 H), 8.09 (d. J= 8.1 Hz, 1 H), 9.82-9.90 (m, 1 H). 
/V-[c/s-4-(2-chloro-quinoiln-4-yiamino)-cyclohexyl]-3,4-difluoro-benzamide hydrochloride; ESI MS m/e 438 M (free) + 
Na+; 1H NMR (300 MHz. CDCI3) 8 1.72-2.37 (m. 8 H). 3.76-3.95 (m, 1 H), 4.49-4.65 (m. 1 H), 6.37 (brs. 1 H), 6.94-7 12 
(m, 1 H). 7.1 8-7.33 (m, 1 H). 7.39-7.55 (m. 1 H), 7.60-7.76 (m. 1 H). 7.85-7.95 (m. 1 H), 8.06-8.20 (m. 2 H). 8.46-8 58 
(m, 1 H). 8.70-8.87 (m, 1 H). 
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Example 3118 

AKe/»4-(4-Dlmethylamlno<iulnoHn.2-ylamlno)-cyelohexylrnethylh2-phenoxy-nlM^ 

ester^ f*^^^^**''"***V'"'"'"*>^"'"®''"-2-y'*^'"«)^«l«»*»'V'm«ttVl]-carta acid benzyl 

[0711] A mixture of (2-chloro-quinolin-4-yl)-climethyl-amlne obtained in step B of example 3114 (23.6 g, 114 mmol) 

and (c/s-4-amino-cyclohexylmethyl)-carbamic acid benzyl ester obtained in step C of example 3068 (36.0 g, 1 37 mmol) 

in butanol (31 mL) was stirred at reflux for 1 4 days. The reaction mixture was poured into saturated aqueous NaHCO,, 

and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgSO.' 

filtrated, concentrated, and purified by flash chromatography (NH-silica, 14% to 66% EtOAc in hexane) to give [c/s- 

4-(4-dimethylamino-quinolin-2-ylamlno)-cyclohexyimethyi]-carbamic acid benzyl ester (1 9.3 g, 39%) as a pale yellow 
solid. ' 

ESI MS m/e433, M (free) + H+ ; lH NMR (200 MHz. CDCy 8 1.12-1.97 (m. 9 H). 2.94 (s. 6 H), 3.13 (t J= 6 4 Hz 2 
H), 4.06-4.26 (m, 1 H), 4.62-4.94 (m, 2 H), 5.11 (s. 2 H). 6.04 (s, 1 H). 7.14 (ddd. J= 8.4. 7.0. 1.3 Hz, 1 H). 7 29-7 40 
(m. 5 H). 7.45 (ddd. J= 8.4. 6.8. 1 .5 Hz. 1 H), 7.57-7.64 (m. 1 H). 7.84 (dd. J= 8.4. 1 .3 Hz. 1 H). 

Step B: Synthesis of A^cte^aminomethyl-eyclohexyl)-/V*,JV*-dim«thyl-qulnollne-2,4-dlamlne. 

[0712] To a solution of [c/s^-(4-dlmethyiamino-quinoiin-2-ylamino)-cyclohexylmethyiJ-carbamic acid benzyl ester 
(1 9.3 g, 44.6 mmol) In MeOH (200 mL) was added 5% Pd/C (1 .93 g). The mixture was stirred at ambient temperature 
under hydrogen atmosphere for 6 days. The reaction mixture was filtrated through a pad of celite and concentrated 
To a solution of the residue in methanol (200 mL) was 10% Pd/C (1 .93 g). The mixture was stirred at ambient temper- 
ature under hydrogen atmosphere for 1 day The reaction mixture was filtrated through a pad of celite, concentrated, 
and purified by flash chromatography (silica gel, 5% to 14% 7 M NHg/MeOH in CHCI3) to give A^*-(cfe-4-amlnomethyl- 
cydohexyl)-M,A/*-dimethyi-quinoline-2.4-diamine (1 2.7 g, 95%) as a pale yellow solid. 

FAB MS m/e 299, M+ + H+; iH NMR (200 MHz, CDCI3) 5 1 .08-1 .99 (m, 11 H), 2.60 (d, J= 6.2 Hz, 2 H) 2 94 (s 6 H) 
4.04-4.22 (m. 1 H). 4.77-4.93 (m. 1 H), 6.06 (s, 1 H). 7.14 (ddd. J= 8.4. 7.0. 1.3 Hz, 1 H). 7.45 (ddd, J= 8.4, 6 8 1 5 
Hz, 1 H). 7.61 (8, 1 H), 7.84 (dd. J= 8.4, 1 .3 Hz. 1 H). 

Step C: Synthesis of AKcy»4-(4-dlmethylamino-quinolin-2-ylamino)-cyciohexylmethyi]-2-phenoxy- 
nicotinamlde hydrochloride. 

[0713] To a solution of 2-Phenoxy-nicotinic acid (1 90 mg, 1 .20 mmol) and A^-(c;s4-amlnomethyl-cyclohexyl)-AA»,/V*- 
dimethyl-quinoline-2,4-diamine (300 mg, 1.00 mmol) in DMF (3 mL) were added EtgN (0.33 mL. 2.40 mmol), HOBt- 
H2O (230 mg, 1 .50 mmol), and EDC-HCI (230 g, 1 .20 mmol). The reaction mixture was stin-ed at ambient temperature 
for 20 hr. To the reaction mixture was added water (20 mL) and the suspension was stirred at ambient temperature for 
30 min. The precipitated was collected by filtration, washed with HjO, and purified by medium-pressure liquid chro- 
matography (NH-silica gel, 20% EtOAc in hexane) to give a pale yellow oil. To a solution of the above material in EtOAc 
(1 0 mL) was added 4 M hydrogen chloride In EtOAc (0.2 mL). The mixture was stirred at ambient temperature for 1 hr 
and concentrated. The residue was suspended in EtgO (20 mL) and the suspension was stirred at ambient temperature 
for 2 hr. The precipitate was collected by filtration, washed with EtgO and dried at 60 "C under reduced pressure to 

give W-[c/s-4-(4-dlmethylamino-quinoiin-2-yiamino)-cyclohexylmethyiJ-2-phenoxy-nicotinamide hydrochloride (1 64 
mg, 31%) as a white solid. 

ESI MS m/e 496, M (free) -1- H+ 
Example 3119 

AKcls^^4-Dlmelhylamino-5-methyl-pyrimldin.2-^lamino)-cydoh«tyll-3,4-difluoro-benamldehydrechlorlde 
Step A: Synthesis of 2-chionM-dlmethylamino-5-methylpyrimidine. 

[0714] To the solution of 2,4-dichloro-5-methylpyrimidine (20.0 g. 1 23 mmol) in THF (200 mL) was added 50% aque- 
ous MegNH (1 3.3 g, 1 43 mol) and the mixture was stirred at ambient temperature for 5 days. To the reaction was added 
saturated aqueous NaHCOg and the aqueous layer was extracted with CHCig (three times). The combined organic 
layer was dned over MgS04, filtered, concentrated, and purified flash chromatography (NH-siiica gel, 2% EtOAc in 
hexane) to give 2-chloro-4-dimethylamino-5-methylpyrimidine (19.9 g. 94 %) as a white solid and 4-chioro-2-dimeth- 
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ylamino-5-methylpyrimldlne (1.53 g, 7%) as a white solid. 
2-chloro-4-dimethylamlno-5-methylpyrlmidine; 

ESI MS m/e 172, M + ; 1H NMR (300 MHz, CDCI3) 82.27 (s. 3 H), 3.15 (s, 6 H). 7.82 (s, 1 H). 
4-chloro-2-dimethylamlno-5-methylpyrlmldjne; 

ESI MS m/e 194, M + Na+ ; iH NMR (300 MHz, CDCI3) S 2.14 (s, 3 H), 3.16 (s, 6 H), 8.06 (s, 1 H). 

Step B: Synthesis of [c/s-4-(4-dimethylamlno-5-methyl-pyrlmldin-2-ylamlno)-cyclohexyl]-carbamfc acid terp 
butyl ester. 

[071 5] A mixture of 2-ch!oro-4-dlmethylamlno-5-methyIpyrimidlne (7.00 g, 40.8 mmol) and (c/s-4-amino-cyclohexyl)- 
carbamic acid terf-butyl ester obtained In step B of example 3031 (9.61 g, 44.8 mmol) in butanol (7 mL) was stirred at 
1 30 ^'C for 26 hr. The reaction mixture was poured Into saturated aqueous NaHCOa and the aqueous layer was extracted 
with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated, and purified by 
flash chromatography (NH-silica gel, 3% to 50% EtOAc in hexane) to give [c/s-4-(4-dimethylamino-5-methyl-pyrimidin- 
2-ylamino)cyclohexyl]-carbamic acid te/t-butyl ester (5.90 g, 42%) as a colorless oil. 

ESI MS m/e 350, M + H+ ; ^H NMR (300 MHz, CDCI3) 5 1.40-1 .84 (m, 17 H), 2.14 (d, J= 0.8 Hz, 3 H), 3 02 (s 6 H) 
3.53-3.71 (m, 1 H), 3.85-3.99 (m. 1 H). 4.51-4.64 (m, 1 H), 4.68-4.78 (m, 1 H), 7.66 (s, 1 H). 

Step C: Synthesis of Af^(c/s-4-amino-cyclohexyl)Wi,iV«,Af«-trimethyl-pyrimidine-2.4<liamlne. 

[071 6] A solution of [c/s-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)cyclohexyl]-carbamlc acid fert-butyl ester 
(5.71 g, 16.3 mmol) in EtOAc (60 mL) was cooled on an ice-bath and 4 M hydrogen chloride In EtOAc (120 mL) was 
added. The mixture was stirred at ambient temperature for 1 .5 hr and concentrated. The residue was dissolved in 1 
M aqueous NaOH and the aqueous layer was extracted with CHCI3 (three time). The combined organic layer was dried 
over MgS04, filtered, concentrated, and dried under reduced pressure to give A^-(c/s-4-amino-cyclohexyl)-5,A/*,A/*- 
trlmethyl-pyrlmidine-2,4-diamlne (3.99 g, 98%) as a pale yellow oil. 

ESI MS m/e 250, M + H+; 1H NMR (300 MHz, CDCI3) 8 1.39-1.91 (m, 8 H), 2.12 (s, 3 H). 2.79-2.97 (m, 1 H) 3 00 (s 
6 H), 3.86-4.05 (m. 1 H). 4.71 -4.92 (m, 1 H), 7.66 (s, 1 H). 

Step 0: Synthesis of /V1c/94-(4-dimethylamino-5-niethyi-pyrimidin-2-yiamino)-cyciohexyi]-3,4-dif luoro- 
benzamide hydrochloride. 

[0717] To a solution of A^-(c/s-4-amino-cyclohexyi)-5,M,W*-trimethyl-pyrimldine-2,4-dlamine (200 mg, 0.80 mmol) 
in CHCI3 (4 mL) were added Et3N (0.25 mL, 1 .79 mmol) and 1 ,3-difluoro-benzoyl chloride (156 mg, 0.88 mmol). The 
mixture was stirred at ambient temperature for 22 hr. The reaction was quenched with saturated aqueous NaHCOg 
and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, 
filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-silIca gel, 20% to 50% EtOAc in 
hexane and silica gel, 3% MeOH in CHCI3). To a solution of the above material in EtOAc (2 mL) was added 4 M 
hydrogen chloride in EtOAc (10 mL). The mixture was stirred at ambient temperature for 1 hr, and concentrated. The 
residue was suspended in EtaO (20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate 
was collected by filtration, washed with EtgO. and dried at 80 *»C under reduced pressure to give A/-[c/s-4-(4-dimethyl- 
amlno-5-methyl-pyrimidln-2-ylamino)-cyclohexyl]-3,4-difluoro-benzamlde hydrochloride (56 mg, 1 6%) as a white solid. 
ESI MS m/e 412, M (free) + Na+ ; 1 H NMR (300 MHz. CDCI3) 5 1 .64-1 .99 (m. 8 H), 2.26 (s. 3 H), 3.30 (s, 6 H), 4,02-4 25 
(m, 2 H), 6.65-6.74 (m. 1 H), 7,13-7.26 (m. 2 H). 7.53-7.62 (m, 1 H), 7.67-7.79 (m, 1 H), 8.65-8.65 (m, 1 H). 

Example 3120 

AKc/s^-(4-Dlmethylamlno-5-methyi.pyrimidin-2-ylamlno)-cyclohexyl]-2-phenoxy-nicotinamlde hydrochloride 

Step A: Synthesis of AKc/s^-(4-dimethylamino-5-methyl-pyrlmidin-2-ylamino)-cyciohexylh2-phenoxy- 
nicotinamide hydrochloride. 

[071 8] Using the procedure for the step D of example 3119, the title compound was obtained. 
ESI MS m/e 447, M (free) + H+ ; 1H NMR (300 MHz, GDCIa) 5 1 .64-1 .97 (m, 8 H), 2.23 (s, 3 H), 3.28 (s, 6 H), 4 01 -4 21 
(m, 2 H). 7.13 (dd, J= 7.6, 4.8 Hz, 1 H). 7.19-7.32 (m, 4 H), 7.42-7.52 (m. 2 H). 7.86-7.95 (m, 1 H), 8.21 (dd, J= 4.8, 
2.0 Hz. 1 H), 8.39-8.48 (m, 1 H). 8.53 (dd, J= 7.6, 2.0 Hz, 1 H). 
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Example 3121 

/Vlc/s^^4-Dlmethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohe hydrochloride 

Step A: Synthesis of A^[c/s^(4-dimethylamino-5-methyl-pyrlmldln-2-ylamlno)-cyclohexylI-3-meth 
benzamide hydrochloride. 

[0719] Using the procedure for the step D of example 3119, the title compound was obtained. 

ESI MS m/e 390. M (free) + Na+ ; NMR (300 MHz, CDCia) 8 1 .67-2.01 (m. 8 H), 2.25 (s, 3 H), 2.41 (s. 3 H), 3.30 

(s, 6 H), 4.04-4,22 (m, 2 H). 6.41-6.52 (m, 1 H), 7.19-7.34(m, 3 H). 7.56-7.66 (m, 2 H). 8.53-8.63 (m, 1 H), 13.04 (s.'l H). 

Example 3122 

AKc/s^(4-Dlmethylamino-5-methyl-pyrlmidin-2-ylamino)-cyclohexyl]-3-methoxy-benzam hydrochloride 

Step A: Synthesis of AKc/s-4-(4-dimethylamlno-5-methy|.pyrlmldln-2-ylamlno)-cyclohoxyi]-3-methoxy- 
benzamide hydrochloride. 

[0720] Using the procedure for the step D of example 311 9, the title compound was obtained. 

ESI MS m/e 406, M (free) + Na+ ; NMR (300 MHz, CDCI3) 8 1,66-1.99 (m, 8 H), 2.25 (s, 3 H), 3.30 (s, 6 H), 3.86 

(s, 3 H), 4.06-4.23 (m. 2 H), 6.72-6.81 (m, 1 H), 6.98-7.05 (m. 1 H). 7.20-7.43 (m, 4 H), 8.47-8.57 (m. 1 H). 

Example 3123 

Af-[c/s^-(4-Dlmethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexyl]-2-(4-fluoro-phenoxy^ 
hydrochloride 

Step A: Synthesis of AKc/s-4-(4-dimethyiamino-5-methyl-pyrimidin-2-ylamino)-cyciohexyi]-2-(4-fluoro- 
phenoxy)-nicotinamide hydrochloride. 

[0721] To a solution of 4-fluoro-phenol (317 mg, 2.83 mmol) in DMA (4 mL) was added 60% NaH in oil (226 mg, 5.56 
mmol). The mixture was stin-ed at ambient temperature for 1 hr. To the mixture was added 2-chloro-M[c/s-4-(dimethyl- 
amino-methyl-pyrimidin-2-yIamlno)-cyclohexyl]-nicotinamlde (1,10 g, 2.83 mmol) In DMA (3 mL). The mixture was 
stirred at 120 for 2 hr and the reaction was quenched with water (60 mL), The aqueous layer was extracted with 
CHCI3 (three times). Thecombined organic layer was dried over MgS04. filtered, concentrated, and purified by medium- 
pressure liquid chromatography (NH-silica gel, 33% to 50% EtOAc In hexane) to give a colorless oil. To a solution of 
the above material in EtOAc (1 0 mL) was added 4 M hydrogen chloride in EtOAc (0.2 mL). The mixture was stirred at 
ambient temperature for 1 hr and concentrated. The residue was suspended in EtgO (20 mL) and the suspension was 
stirred at ambient temperature for 2 hr. The precipitate was collected by filtration, washed with EtgO, and dried at 60 
X under reduced pressure to give /V-[c/s-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexyl]-2-(4-fluoro- 
phenoxy)-nicotinamlde hydrochloride (154 mg, 11%) as a white solid. 

ESI MS m/e 487, M (free) + Na+: NMR (200 MHz. CDCI3) 5 1 .61-2.02 (m. 8 H), 2.24 (s, 3 H), 3.28 (s. 6 H). 4.03-4.25 
(m, 2 H). 7.06-7.33 (m, 6 H), 7.79-7.91 (m, 1 H). 8.16-8.23 (m, 1 H), 8,46-8.59 (m, 2 H). 

Example 3124 

2-(2-Bronrio-phenoxy)-/^[c/s^(4-dimethylamino-5-methyii3yrimldln-2-ylamino)-cyclohexyl]^ 
hydrochloride 

Step A: Synthesis of 2-(2-bromo-phenoxy)-A^[cl9-4-(4-dlmethylamino-5-methyl-pyrimidin-2-ylamlno)- 
cyclohexyq-nlcotinamide hydrochloride. 

[0722] Using the procedure for the step A of example 31 23, the title compound was obtained. 
ESI MS m/e 547, M (free) + Na+ ; 1 H NMR (200 MHz, CDCI3) S 1 ,72-2.02 (m, 8 H), 2.23 (s, 3 H). 3.28 (s, 6 H) 3 97-4 27 
(m. 2 H). 7.09-7.48 (m. 5 H), 7.66 (dd, J= 7,9, 1.3 Hz, 1 H), 7.84-7.95 (m. 1 H), 8.13-8.19 (m, 1 H). 8.31^.43 (m 1 
H). 8.53 (dd. J= 7.4, 2.2 Hz. 1 H). 13.32 (s. 1 H). 
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Example 3125 

1-(2.3-Dlchloro-phenyl)-3-[c«B-4-(4-dimethylamIno-5Hnetliyl^»yrlmldta 
nydioehloride 

Step A: Synthesis of W*-(cto^aminomethyl-cydohexyl)-5,W«.A^trlmethyl-pyrlmldine-2.4-dlamlne. 

[0723] A mixture of 2-chloro-4-dimethylamino-5-methylpyrimidine obtained in step A of example 31 1 9 (3 00 g 17 4 

mmol) and (cfc^-aminoK:yclohexylmethyl)-carbamic acid benzyl ester obtained in step C of example 3068 (5 48 g 

20.9 mmoO in butanol (3 ml) was stirred at reflux for 70 hr. The reaction mixture was poured into saturated aqueous 

NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 

iVlgS04. filtrated, concentrated, and purified by flash chromatography (NH-silica, 33% to 50% EtOAc in hexane) to give 

a pale yellow oil. To a solution of the above oil in MeOH (30 mL) was added 10% Pd/C (600 mg). The mixture was 

stirred at ambient temperature under hydrogen atmosphere for 1 .5 days. The reaction mixture was filtrated through a 

pad of celite, concentrated, and purified by medium-pressure liquidchromatography (NH-silica gel. 2% MeOH in CHCU) 

to give A^(c«^4-aminomethyl-cyclohexyl)-5.W»,W*-trimethyl-pyrimidine-2.4-diamine (1.03 g, 22%) as a pale yellow 
solid. ' 

ESI MS m/e 264. M (free) + H+ ; iH NMR (300 MHz, CDCI3) 8 1.15-1 .89 (m, 11 H), 2.13 (s, 3 H), 2.59 (d J= 6 4 Hz 
2 H). 3.02 (s. 6 H). 4.03-4.13 (m. 1 H). 4.77^.85 (m. 1 H), 7.67 (s. 1 H). i /. v . . -t. 

Step B: Synthesis of 1-(2,3-dichloro-phenyl)-3-[cto^(4^imethylamino-5-methyl-pyrimidin-2-ylamlno)- 
cyelohexylmethyl)-urea hydrochloride. 

[07241 To a solution of AP-(c/*4-aminomethyl-cyclohexyl)-5,W»,W»-trimethyl-pyrimidine-2.4-diamine (300 mg 1 14 

mmol) in DMSO (3 mL) was added 1 .2-dichloro-3-lsocyanato-benzene (236 mg. 1.25 mmol). The mixture was stirred 

at ambient temperature for 16 hr and poured into water (20 mL). The precipitate was collected by filtration washed 

with water, and purified by medium-pressure liquid chromatography (NH-silica gel. 20% EtOAc in hexane and silica 

gel. 3 /o MeOH in CHCI3) to give a pale yellow oil. To a solution of the above material in EtOAc (1 0 mL) was added 4 

M hydrogen chloride in EtOAc (0.2 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated A 

suspension of the residue in EtgO (20 mL) was stirred at ambient tempareture for 1 hr. The precipitate was collected 

by filtration, washed with EtgO. and dried at 60 °C under reduced pressure to give 1-(2,3-dichloro-phenyl)-3-[c/s- 

4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexylmethyll-urea hydrochloride (326 mg. 59%) as a white 
solid. 

ESI MS m/e 473. M (free) + Na-^ ; iH NMR (200 MHz. CDCI3) 5 1 .45-1 .99 (m. 9 H). 2.24 (s, 3 H), 3.30 (s 6 H) 3 32-3 43 
(m. 2 H). 4.22-4.38 (m. 2 H). 6.85-7.15 (m. 3 H). 7.22 (brs. 1 H). 8.14-8.26 (m, 2 H). 8.49-8.62 (m. 1 H), 12.14 (s. 1 H). 

Example 3126 

Wic/»4.(4-Dlmethyiamino^methyl-pyrln(iidin-2^lamlno)^ciohexyi].2.phenoxy.nlcotinamW^ 
Step A: Synthesis of (2-chloro-6-methyl-pyrlmidin-4-yl)<llmethyi-amlne. 

°' 2.4-dichloro-6-methylpyrimidine (20.0 g, 123 mmol) in THF (200 mL) was added 50% aque- 
ous MegNH (13.3 g. 1 47 mmol) and the mixture was stirred at ambient temperature for 24 hr. To the reaction was added 
saturated aqueous NaHCOg and the aqueous layer was extracted with CHO^ (three times). The combined organic 
layer was dried over MgS04, filtered, concentrated, and purified flash chromatography (NH-silica gel. 5% to 1 6% EtOAc 
in hexane) to give (2-chloro-6-methyl-pyrimidin-4-yl)-dimethyl-amine (1 4.4 g. 68 %) as a pale yellowsolid and l4^h\om- 
6-methyl-pynmid.n-2-yl)-dimethyl-amine (6.57 g. 31%) as a pale yellow solid. (2-chloro-6-methyl-pyrimidin-4-yl)-dime- 
tnyl-amine; 

ESI MS m/e 194. + Na^;iH NMR (300 MHz, CDCI3) 5 2.34 (s, 3 H), 3.10 (s. 6 H). 6 16 (s 1 H) 
(4-chloro-6-methyl-pyrlmidin-2-yl)-djmethyl-amine; 

CI MS m/e 172, M + ; 1H NMR (300 MHz. CDCy 82.29 (s. 3 H). 3.16 (s. 6 H). 6.34 (s, 1 H). 

Step B: Synthesis of ^K<?/fi^-(4-dlmethyIamlno-6-methyl-pyrlmldin.2-ylamino)-cyclohexyl]-^ 
55 nicotinamide hydrochloride. * » r w 

^V?^ .X o""!!^""® (2-chloro.6-methyl-pyrlmidin^-yI)-dlmethyl-amine (300 mg, 1 .75 mmol) and A/^(c/s-4-amino^. 
clohexyl).2-phenoxy.nicotinamide obtained In step A of example 3032 (598 mg. 1.92 mmol) In butanol (1 mL) was 
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stirred at 1 30 »C for 40 hrin a sealed tube. The reaction mixture was poured into saturated aqueous NaHCO, and the 
aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgSO/ filtered 
ojncen rated, and purified by medium-pressure liquid chromatography (NH-siiica gel, 20% to 50% EtOAc in hexane) 
To a solution of the above material in EtOAc (2 mL) was added 4 M hydrogen chloride in EtOAc (1 0 mL). The mixture 
was stirred at ambient temperature for 1 hr and concentrated. The residue was suspended In Et,0 (20 mL) and the 
suspension was stirred at ambient temperature for 2 hr. The precipitate was filtered, washed with Et,0, and dried at 
60 C under reduced pressure to give W-[c/s-4-(4-dimethylamino-6-methyl-pyrimldin-2-yiamino)-cyclohexyi]-2-phe- 
noxy-nicotinamide hydrochloride (549 mg. 65%) as a white solid. yj pne 

ESI MS m/e 447. M (free) + H* ; 1H NMR (300 MHz, CDCy S 1 .67-2.05 (m, 8 H), 2.34 (s, 3 H) 3 12 (s 3 H) 3 23 (s 

fm H?^^f .in ■ ? 5 ? iV "^'l '' ' ' H):7.41-7:51 m 2 H) 7.8^7. 5 

(m. 1 H), 8.21 (dd. J= 4.7. 2.1 Hz. 1 H), 8.45-8.57 (m. 2 H). 13.43 (brs. 1 H). 

Example 3127 

A^[c/s^-(4-dimethylamlno-6.methyl-|iyrlmldin-2-ylamlno).cyclohexyll-3.4^muoro-bei«amldehydR^^ 

Step A: Synthesis of /^(cl^4-amlno^lohexyl)<,W»,A/».tritnethyl-pyrlmldlne-2.4^1lamlne. 

[0727] A mixture of (2-chloro-6-methyl-pyrlmldin-4-yl)-dimethy|.amlne (6.00 g. 35.0 mmol) and (cfe^-amino^y- 
c ohexyD-carbamic acid tert-butyl ester obtained In step B of example 3031 (8.30 g. 38.5 mmol) in butanol (6 mL) was 
stirred at 130 "C for 48 hr. The reaction mixture was poured Into saturated aqueous NaHCO, and the aqueous layer 
was extracted with CHCI3 (three times). The combined organic layer was dried over MgSO.. fittered. concentrated 
and punfied by medium-pressure liquid chromatography (NH-silica gel. 16% to 50% EtOAc in hexane). To a solution 
of the above material in EtOAc (60 mL) was added 4 M hydrogen chloride in EtOAc (60 mL). The mixture was stirred 
at ambient temperature for 2 hr and concentrated. The residue was dissolved in 1 M aqueous NaOH and the aqueous 
layer was extracted with CHCI3 (three time). The combined organic layer was dried over MgS04. Altered concentrated 
and purified by medium-pressure liquid chromatography (NH-silica gel, 2% to 10% MeOH in CHCI,) to give /ve-(cis- 
4-amino-cyclohexyl)-6.W*,W*-trimethyl-pyrimldine-2,4-diamine (2.29 g, 26%) as a pale yellow oil 
ESI MS m/e 250. M + ;iH NMR (300 MHz. CDCI3) 8 1 .1 8-1 .50 (m, 4 H), 1 .58-1 .93 (m. 6 H). 2.1 9 (s. 3 H) 2 76-2 87 
(m, 1 H), 3.03 (8, 6 H). 3.96-4.06 (m. 1 H). 4.78-4.89 (m. 1 H). 5.67 (s. 1 H). v - /■ • • 

Step B: Synthesis of AKc/s^-(4-elimethylamino-6-methyl-pyrlmiclln.2-ylamlno)-cyclohexyl].3,4-dlfluoro. 
benzamide hydrecliiorlde 

[0728] To a solution of /^-{c/s-4-amino-cyclohexyl)-6,/V<,/V*-trimethyl-pyrimidine-2.4-dlamine (300 mg. 1 20 mmol) 
in CHCI3 (2 mL) were added APr2NEt (0.44 mL, 2.52 mmol) and 3,4-difluoro-benzoyl chloride (233 mg 1 32 mmol) In 
CHCI3 (1 mL). The mixture was stirred at ambient temperature for 15 hr. The reaction was quenched with saturated 
aqueous NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-silka gel 20% 
EtOAc in hexane) to give a coloriess oil. To a solution of the above material in EtOAc (1 0 mL) was added 4 M hydrogen 
chloride In EtOAc (0.2 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated The residue 
was suspended in EtaO (20 mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was 
collected by filtration, washed with EtgO. and dried at 60 "C under reduced pressure to give A^[c/s-4-(4-dlmethylamino- 
6-methyl-pynmidln-2-ylamino)-cyclohexyl]-3.4-difluoro-ben2amide hydrochloride (359 mg. 70%) as a white solid 
ESI MS m/e 390. M (free) + H+ ; 1H NMR (300 MHz, CDCi3) 8 1 .64-2.00 (m, 8 H), 2.35 (d, J= 0 6 Hz 3 H) 3 14 (8 3 

H), 7.67-7.78 (m. 1 H). 8.59 (d. J= 7.8 Hz. 1 H). \ . /. ^ 

Example 3128 

3.Chloro-M[cte-4-(4-dlmethylamlno-6-methykpyrlmldln.2-ylamlno)<yclohexyi].benfflmldeliydfochlorlde 

Step A: Synthesis of 3-chioio-AKc/»4-{4-dlmethylamino-6-methyl-pyrlmldin-2-yiamlno)-cyclohexyll- 
benzamlde hydrochloride. 

[0729] Using the procedure for the step B of example 3 1 27, the title compound was obtained 

f T'nA^ oo*^ ^''^^ " '• * ^-^^-^ OO C". 8 H). 2.35 (s. 3 H). 3.13 (s. 3 H). 3.25 
(s. 3 H). 4.04-4.26 (m. 2 H). 5.75 (s. 1 H). 6.53 (d. J= 8.6 Hz. 1 H). 7.32-7.48 (m. 2 H). 7.64-7.70 (m. 1 H). 7.8^ (t. J 
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= 1.9Hz. 1 H). 8.60 (d, J =7.9 Hz, 1 H), 13.11 (bre, 1 H). 
Example 3129 

A4e/s4K4-DinMthylamlno-pyrimIdln-2-ylamino)-cydoh«cyll-2iihenoxy-nlcotln 
Step A: Synthesis of (2-chloro-pyrlmldln-4-yl)-dimethyl-amlne. 

[0730] To a solution of 2,4-dichloro-pyrlmldlne (15.0 g, 10.15 mmol) in THF (150 mL) was added 50% aqueous 
MeNHj (22.7 g, 25.2 mmol). The mixture was stirred at ambient temperature for 2 hr. The solution was poured into 
saturated aqueous NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic 
layer was dried over 1^49804, filtrated, concentrated, and purified by flash chromatography (IMH-silica, 20% EtOAc in 
hexane) to give (2-chloro-pyrlmidin-4-yl)-dimethyl-amine (8.66 g, 55%) as a white solid and (4-chloro-pyrimidin-2-yl)- 
dimethyl-amine (0.87 g, 6%) as a white solid. 
(2-chloro-pyrimidin-4-yl)-dimethyl-amine; 

CI MS m/e 1 58. M + H+ ; lH NIMR (300 MHz. CDCI3) 8 3.12 (s, 6 H), 6.32 (d. J= 6.1 Hz. 1 H), 8.00 (d. J= 6.1 Hz 1 H) 
(4-chloro-pyrimidin-2-yl)-dimethyl-amine; 

ESI MS m/e 157, M+ ; -"H NMR (300 MHz. CDCI3) 6 3.21 (s, 6 H). 6.50 (d. J= 5.1 Hz. 1 H), 8.18 (d. J= 5.1 Hz. 1 H). 
Step B: Synthesis of [efe-4-(4-dlmethylamlno-pyrlmldln-2-ylamino)-cyelohexyl]-carbaniic acid fer^blltyi ester. 

[0731] A mixture of (2-chloro-pyrimidin-4-yl)-dimethyl-amine (1 .50 g. 9.52 mmol) and (c/s^amino-cyclohexyl)-car- 
bamic acid fert-butyl ester obtained in step B of example 3031 (2.24 g, 10.5 mmol) in IPA (1 .5 mL) was stirred at 130 
•C for 22 hr in a sealed tube. The reaction mixture was poured into saturated aqueous NaHCOg. and the aqueous 
layer was extracted with CHCI3 Pf^ree times). The combined organic layer was dried over MgS04, filtrated, concen- 
trated, and purified by medium-pressure liquid chromatography (NH-silica, 10% EtOAc in hexane) to give [e/s- 
4-(4-dimethylamino-pyrimldin-2-ylamino)-cyolohexyl]-carbamic acid fert-butyl ester (1 .34 g, 42%) as a white solid 
ESI MS m/e 358, M + Na+ ; 1H NMR (300 MHz. CDCIg) 5 1 .45 (s, 9 H), 1 .48 (s. 8 H), 3.03 (s. 6 H), 3.61 (brs 1 H) 
3.89-4.04 (m. 1 H). 4.47-4.63 (m. 1 H),4.77-4.89 (m, 1 H), 5.80 (d. J= 6.1 Hz. 1 H). 7.84 (d. J= 6.1 Hz. 1 H). ' 

Step C: Synthesis of A^(cls-4-amino-cyelohexyl).iV«,iV«-diniethyl-pyrlmldine-2,4-diamine. 

[0732J To a solution of [c/s-4-(4-dimethylamino-pyrimidin-2-ylamino)-cyclohexyr|-carbamic acid tert-butyl ester (1 .26 
g. 3.76 mmol) in EtOAc (15 mL) was added 4 M hydrogen chloride in EtOAc (15 mL). The reaction mixture was stin-ed 
at ambient temperature for 1 hr and concentrated. The residue was allcalized with 1 M aqueous NaOH. The aqueous 
layer was extracted with CHCI3 (six times). The combined organic layer was dried over MgSO^, filtrated, and concen- 
trated to give AP-(cts-4-amino-cyciohexyl)-yv*,W*-dimethyi-pyrinlidine-2,4-diamine (923 mg. quant.) as a pale yellow oil 
ESI MS m/e 250. M + H+ ; iR NMR (300 MHz. CDCI3) 8 1.29-1.51 (m. 2 H). 1.61-1.91 (m. 6 H). 2.80-2 92 (m 1 H) 
3.03 (s. 6 H). 3.9fr4.04 (m. 1 H). 4.85-4.98 (m. 1 H). 5.79 (d. J= 6.1 Hz. 1 H). 7.84 (d, J= 6.1 Hz, 1 H). ' 

Step D: Synthesis of AKcto^K4-«'lmethylamlno-pyrlmldln-2-ylamlno)-cyclohexyn-2-phenoxy-nlcotinamlde 
hydrochloride. 

[0733] To a solution of A^-(cfe-4-amino-cyclohexyl)-/V»,W*-dimethyl-pyrimidine-2,4-diamine (300 mg, 1 .20 mmol) in 
CHCI3 (3 mL) were added E%N (0.35 mL. 2.51 mmol) and 2-phenoxy-nicotinoyi chloride (309 mg, 1-32 mmol). The 
mixture was stirred at ambient temperature for 22 hr. The reaction was quenched with saturated aqueous NaHCO, 
and the aqueous layer was extracted with CHCig (three times). The combined organic layer was dried over MgS04. 
filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-silica gel, 20% to 50% EtOAc in 
hexane and silica gel. 3% MeOH in CHCI3). To a solution of the above material in EtOAc (2 mL) was added 4 M 
hydrogen chloride in EtOAc (10 mL). The mixture was stin-ed at ambient temperature for 1 hr and concentrated The 
residue was suspended in EtgO (20 mL) and the suspension was stirred at ambient temperature for2 hr. The precipitate 
was collected by filtration, washed with EtgO. and dried at 80 'C under reduced pressure to give A^[c/s-4-(4-dimethyi- 
amino-pyrimidin-2-yiamino)-cyciohexyi]-2-phenoxy-nicotinamide hydrochloride (150 mg. 26%) as a white solid 
ESI MS m/e 433. M (free) -1- H+ 
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Example 3130 

3ADIfluoro-W.[cte^(4-trmuoromethyl-pyrlmldln.2-yl)amino-cyclohe^ 

Step A: Synthesis of 3,4^Wluofo-A^[c/s4-(4-trmuoromethyl-pyrlmldln-2.yl)amlno-cycloh 
hydrochloride. 

[0734] A mixture of 2<:hloro-4-trlf luoromethyl-pyrimldine (200 mg, 1 .09 mmol) and M{c/s^-amlno-cyclohexyl)-3,4-di- 
fluoro-benzamlde obtained In step D of example 3031 (306 mg, 1 .20 mmol) in butanol (1 mL) was stirred at 130 °'c for 
12 hr In a sealed tube. The reaction mixture was poured into saturated aqueous NaHCOg and the aqueous layer was 
extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated, and 
purified by medium-pressure liquid chromatography (NH-sllica gel, 20% to 50% EtOAc In hexane). To a solution of the 
above material in EtOAc (2 mL) was added 4 M hydrogen chloride In EtOAc (10 mL). The mixture was stirred at ambient 
temperature for 1 hr and concentrated. The residue was suspended in Et20 (20 mL) and the suspension was stin-ed 
at ambient temperature for 2 hr. The precipitate was collected by filtration, washed with EtgO. and dried at 80 ''C under 
reduced pressure to give 3,4-difluoro.A^[c/s4-(4-trifluoromethyl-pyrimidin-27l)amlno-cyclohexyl]-benzami^ hydro- 
chloride (1 23 mg, 26%) as a white solid. 
ESI MS m/e 423, M+ (free) + Na+ 

Example 3131 

3ADIfluoro-M[cls-4-(4-methoxy-pyrimldln-2-ylamino)-cyclohexyl]-benzamM 

Step A: Synthesis of 3,4<imuofo-W-[c/s-4-(4-melhoxy-pyrinfiidln-2-ylamino)<yciohexyl].benzamide 
hydrochloride. 

[0735] Using the procedure for the step A of example 31 30, the title compound was obtained 
ESI MS m/e 385, M (free) + Na^ 

Example 3132 



AKc/s-4-(4,6-Dimethoxyijyrimidin.2.ylamlno)-cyclohexyl].3,4-difluoro-benzamlde hydrochloride 

Step A: Synthesis of iV-[c/»4-(4,6-dlmethoxy-pyrimidin-2-ylamino)-cyciohexyl]-3,4-dlfluoro-benzamide 
hydrochloride. 



[0736] Using the procedure for the step A of example 31 30, the title compound was obtained 
ESI MS m/e 415, M (free) + Na+ 

Example 3133 

2-Phenoxy-AKc/s-4-(4-trlfluoromethy|.pyrimldin.2-yi)^mlno-cydohexyi]-nic^^ 

Step A: Synthesis of 2-phenoxy-/V.[c/s^(4-trifluoromethy|.pyrinildln-2-yl)-amlno-cyclohexyl>nlcotlna 
hydrochloride. 

[0737] A mixture of 2-chloro-4-trifluoromethyl-pyrimidine (200 mg, 1.10 mmol) and M(c»-4-amino-cyclohexyl)- 
2-phenoxy-nicotlnamlde obtained in step A of example 3032 (375 mg, 1 .20 mmol) in butanol (1 mL) was stirred at 130 
for 3 days In a sealed tube. The reaction mixture was poured Into saturated aqueous NaHCOg and the aqueous 
layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated, 
and purified by medium-pressure liquid chromatography (NH-siiica gel, 20% to 33% EtOAc in hexane) to give a pale 
yellow oil. To a solution of the above material In EtOAc (10 mL) was added 4 M hydrogen chloride In EtOAc (0.2 mL). 
The mixture was stirred at ambient temperature for 1 hr and concentrated. The residue was suspended in EtgO (20 
mL) and the suspension was stirred at ambient temperature for 2 hr. The precipitate was collected by filtration, washed 
with EtgO, and dried at 60 under reduced pressure to give 2-phenoxy-/V-[c/s^-(4-trlfluoromethyl-pyrimidjn-2-yl)- 
amino-cyclohexylj-nicotinamide hydrochloride (111 mg, 21 %) as a white solid. 
ESI MS m/e 480. M (free) + Na-^ 
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Example 3134 

AKc/s^4-lltethoxy.pyrlmidln-2.ylamlno)<yclohexyl]-2-phenoxy^icotlnamldB^^ 

Step A: Synthesis of /*{c/»4-{4-methoxy-pyrlmldln-2-ylamlno).cycloh«xyl]-2-phenoxy-nlcotlnamlde 
nyaroehlorlde. 

[0738] Using the procedure for the step A of example 31 33. the title compound was obtained 
ESI MS m/e 442, M (free) + Na+ 

Example 3135 

AKcls^K4,6-Dlmethoxy^)yrlmldln.2.ylamlno)^:ydohexyl]-2-phenoxy-nIcotlnamlde hydrochloride 

Step A: Synthesis of AKc/s4-(4.6-dlmethoxy-pyrlmldln-2-ylamlnohcyclohexyll-2-phenoxy-nlcotlnamlde 
nydroenloride. 

[0739] Using the procedure for the step A of example 31 33. the title compound was obtained 
ESI MS m/e 472, M (free) + Na+ 

Example 3136 

AKc/s^-(4.Dlmethylamlno.5-phenyl-pyrlmldln-2.ylaminoV^^^^ 

Step A: Synthesis of (5-bromo-2-chloro-pyrimldin-4-yl)-dlmethyl-amine. 

[0740] Using the procedure for the step A of example 3129. the title compound was obtained 
ESIMSm/e236, l^ + H+ 



Step B: Synthesis of (2-chloro-5-phenyl-pyrlmldin-4.yl)-dimethyl^mlne. 

[0741] To a solution of (6.bromo.2K:hloro-pyrimldin.4-yl).dimethyl-amlne (2.00 g. 8.46 mmol) in toluene (30 mL) were 
added 2 M aqueous K2CO3 (15 mL), phenylboronic acid (1.03 g. 8.45mmol). and tetrakis.(triphenylphosphlne)-palla- 
dium (977 mg. 0.845 mmol). The reaction mixture was stin-ed at reflux for 8 hr. The mixture was poured into water and 
the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgSO. filtered 
concentrated, and purified by flash chromatography (NH-sllfca gel. 3% EtOAc In hexane) to give (2-chloro.6-phenyl^ 
pynmidin-4-yl)-dimethyl-amine (1 .44 g. 73%), / » v « H"e"yi 

ESI IS/IS m/e 256. M + Na-** 

Step C: Synthesis of ^■(c/s^-(4-dlmethylamlno.5.pheny|.pyrlmidIn.2-ylamlno)-cyclohexyll-2-phenoxy^ 
nicotinamide hydrochbride. ' pn^nwAy 

[0742] Using the procedure for the step A of example 31 33, the title compound was obtained 
ESI I^S m/e 531 , l\^ (free) + Na+ 

Example 3137 

iSKc/s^-{5-Chloro-4^lmethylamino-pyrlmldln-2.ylamlno)-cyclohexyl]-^^ 

Step A: Synthesis of (2,5-dichloro-pyrimidin-4-yl)-dlmethyl-amine. 

[0743] Using the procedure for the step A of example 3129. the title compound was obtained 
ESI MS m/e 191, M+ 

Step B: Synthesis of /^c/s^K5-chloro-4-dlmethyiamlno-pyrlmldln-2-ylamino)^yclohexyl].^^ 
nicotinamide hydrochloride. ^ J k 

[0744] Using the procedure for the step A of example 3133, the title compound was obtained. 
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ESI MS m/e 467. M (free) + H+ 
Example 3138 

i\Kc/»4-{4-0lmelhylamiiH>-5-pheriyl-pyrlmldln-2-ylamlno)<yelohexyll-3Adifl 

Step A: Synthesis of AKc/s^-(4-dlmethylamlno-5-phenyl-pyrlinldln.2-ylamlno)-cyclohexyl]-3.4-dlfluoit»- 
benzamide hydrochloride. 

[0745] Using the procedure for the step A of example 31 30, the title compound was obtained 
ESI MS m/e 474, M (free) + Na+ 

Example 3139 

AKc/«^-(5-Chlore-4-dlmethylamlno-pyrlmldln-2-ylamino)-cyclohexylh3.4silfluo«-benfflmlde hydrochloride 

Step A: Synthesis of AKc/s4-(S-chloro-4-dlmethylamlno-pyrlmidln-2-ytamlno)-cyclohexyll.3.4-dlfluoro. 
benzamlde hydrochloride. 

(0746J Using the procedure for the step A of example 31 30, the title compound was obtained 
ESI MS m/e 432, M (free) + Na+ 

Example 3140 

Af-[c/s^4.Dlmethylamlno-5-fluoro-pyrlmldln-2-ylamlno)s:yclohexyq.2^)henoxy.nlcotlnamldehydrochte 
Step A: Synthesis of (2-chloro-5-fluoro-pyrlmldin-4-yl)-dimethyl-amine. 

[0747] Using the procedure for the step A of example 31 29, the title compound was obtained 
ESI MSm/e 176, M + H+ 

Step B : Synthesis of AKc/»4-(4-dimethylamlno-5-fluoro-pyrlmldln-2-ylamlno)-cyclohexyll.2.phenoxv- 
nleotinamlde hydrochloride. yj p "«y 

I0748J Using the procedure for the step A of example 31 33, the title compound was obtained 
ESI MS m/e 451 , M (free) + H+ 

Example 3141 

/yKc/»^(5-Bromo-4-dlmethylaminoi»yrlmldln.2-ylamlno).cyclohexyll.2-phenoxy.nlcotlnamlde hydrochloride 

Step A: Synthesis of AK«?/s^5-bromo-4-dlmethylamlno-pyrlmldln-2.ylamlno)-cyclohexyn.2-phenoxy- 
nleotinamide hydrochloride. 'if '"'r 

[07491 Using the procedure for the step A of example 3133, the title compound was obtained 
ESI MS m/e 633, M (free) + |yia+ 

Example 3142 

AKc/s^K4,6-Dlmethyl^>yrlmldln.2-ylamlno)-cyclohexyl]-3.4-dlfluoro-beniamlde hydrochloride 

Step A: Synthesis of AKc/*4.(4.6^lmethyl-pyrlmldln-2-ylamlno)<yclohexyll.3.4.difluoro-benzamide 
nydroeh ioride. 

[0750] Using the procedure for the step A of example 31 30, the title compound was obtained 
ESI MS m/e 383, M (free) + Na+ 
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Example 3143 

A4c/s-4-(4,6-Dimethyl-pyrimldin-2-yiamino)-cyclohexyl]-2-phenoxy-nicotinam hydrochloride 

Step A: Synthesis of AKc/s-4-(4,6<llmethyl-pyrlrnidln-2-ylarnlno)-cyclohexyl]-2-phenoxy-nl^^ 
hydrochloride. 

[0751 ] Using the procedure for the step A of example 31 33, the title compound was obtained. 
ESI MS m/e 440, M (free) + Na+ 

Example 3144 

3,4-Dlfluoro-N-[cl9^(pyrlmidin-2-ylamino)-cyclohexyi]-benzamide hydrochloride 

Step A: Synthesis of 3,4-difluoro-/V-(c/s-4-(pyrimidin-2-yiamino)-cyclohexyi]-benzamide hydrochloride. 

[0752] Using the procedure for the step A of example 3130, the title compound was obtained. 
ESI MS m/e 355, M (free) + Na+ 

Example 3145 

A4c/s4-(4-Dlmethylamlno-pyrimldln-2-ylamlno)-cyclohexylmethyl]-2-phenoxy-nlcotinamide hydrochloride 

Step A: Synthesis of [c/s-4-(4-dimethyiamino-pyrlmldin-2-ylamino)-cyclohexylmethyl]-carbamic acid benzyl 
ester. 

[0753] A mixture of (2-chloro-pyrimldin-4-yl)-dlmethyl-amine obtained in step A of example 31 29 (1 .50 g, 9.52 mmol) 
and (c/s-4-amlno-cyclohexylmethyl)-carbamlc acid benzyl ester obtained In step C of example 3068 (2.75 g, 1 0.5 mmol) 
in IPA (1 .5 mL) was stinted at 1 30 **C for 22 hr In a sealed tube. The reaction mixture was poured Into saturated aqueous 
NaHCOa and the aqueous layer was extracted with CHCIg (three times). The combined organic layer was dried over 
MgS04, filtrated, concentrated, and purified by medium-pressure liquid chromatography (NH-silica, 10% EtOAc In 
hexane to EtOAc) to give [c/s-4-(4-dimethylamino-pyrimidin-2-ylamino)-cyclohexylmethyl]-carbamlc acid benzyl ester 
(81 6 mg, 22%) as a pale yellow oil. 

ESI MS m/e 406, M + Na+ ; NMR (300 MHz, CDCI3) 8 1.22-1.92 (m, 9 H), 3.03 (s, 6 H), 3.11 (t, 6.2 Hz. 2 H). 
4.02-4.1 5 (m, 1 H), 4.82-4.93 (m, 2 H), 5.1 0 (s, 2 H), 5.79 (d, J= 6. 1 Hz, 1 H), 7.28-7.42 (m, 5 H), 7.83 (d, J= 6.1 Hz, 1 H). 

Step B: Synthesis of A^(c/s-4-aminomethyl-cyclohexyi)-iV^,^-dimethyl-pyrlmidine-2,4-diamine. 

[0754] Using the procedure for the step B of example 31 1 8, the title compound was obtained. 

ESI MS m/e 250, M + H+; ^H NMR (300 MHz, CDCI3) 6 1 .40-1 .88 (m, 9 H), 2,87 (d, J= 5.9 Hz, 2 H). 3.03 (s, 6 H), 4.11 

(brs. 1 H), 5.63 (brs, 1 H). 5.78 (d, J= 6.2 Hz, 1 H), 7.08 (brs, 2 H), 7.82 (d, J= 6.2 Hz, 1 H). 

Step C: Synthesis of AKc/^-(4-dimethyiamino-pyrimidin-2-ylamino)-cyclohexyimethyi]-2-phenoxy- 
nicotinamide hydrochloride. 

[0755] To a solution of A^(c/s-4-amlnomethyl-cyclohexyl)-A^,AA*-dlmethyl-pyrlmidlne-2,4-dlamine (400 mg, 1.60 
mmol) in CHCI3 (2 mL) were added APrgNEt (0.56 mL, 3.36 mmol) and 2-phenoxy-nicotlnoyl chloride (523 mg, 2.24 
mmol) In CHCIs (2 mL). The mixture was stirred at ambient temperature for 5 hr. The reaction was quenched with 
saturated aqueous NaHCOs and the aqueous layer was extracted with CHCI3 (three times). The combined organic 
layer was dried over MgS04 filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-silica 
gel, 20% to 50% EtOAc in hexane) to give a colorless oil. To a solution of the above material in EtO/^ (10 mL) was 
added 4 M hydrogen chloride in EtOAc (0.2 mL). The mixture was stirred at ambient temperature for 1 hr and concen- 
trated. The residue was suspended in EtgO (20 mL) and the suspension was stirred at ambient temperature for 2 hr. 
The precipitate was collected by filtration, washed with EtaO and dried at 60 °C under reduced pressure to give A/-[as- 
4-(4-dlmethylamino-pyrimidin-2-ylamlno)-cyciohexylmethyl]-2-phenoxy-nlcotinamlde hydrochloride (199 mg, 26%) as 
a white solid. 

ESI MS m/e 469. M (free) + Na-" 
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Example 3146 

3-Hydroxy-M{c/s4-(qulnolin-2-ylamlno)-cyclohexyq-benzamldehydroch 

Step A: Synthesis of 3-hydroxy-A^[c/8^(quinolin-2-ylamino)-cyclohexyq-benzamlde hydrochloride. 

[0756] Using the procedure for the step A of example 3036, the title compound was obtained. 

ESI MS m/e 362, M (free) + H+; NMR (300 MHz, DMSO-dg) 5 1 .60-2.09 (m. 8 H), 3.83-4.02 (m, 1 H). 4.22-4.49 (m 

1 H), 6.79-7.02 (m, 1 H). 7.12-7.59 (m. 5 H), 7.67-8.45 (m. 5 H). 9.40-9.78 (m. 2 H), 12.91-13.17 (m. 1 H). 

Example 3147 

AKc/s^-(Quinolin-2-ylamlno)-cyclohexyl]-lsophthalamlc acid methyl ester hydrochloride 

Step A: Synthesis of iV-[c/s-4-(qulnolln-2-yiamlno)-cyclohexyi]-i8ophthaiamlc acid methyl ester hydrochloride. 

[0757] Using the procedure for the step A of example 3036, the title compound was obtained. 

ESI MS m/e 404, M (free) + H+ ; 1H NMR (300 MHz, CDCI3) 5 1 .54-2.12 (m. 8 H), 3.89-4.31 (m. 5 H). 6.89-7.06 (m 2 

H), 7.41-7.58 (m. 2 H), 7,68-7.82 (m, 3 H), 8.00-8.22 (m. 3 H), 8.46-8,51 (m, 1 H). 9.66-9.85 (m, 1 H). 

Example 3148 

AKc/a-4-(Quinoiin-2-ylamino)^clohexyl]-3,5-bis-trifluoromethyl-benzamidehyd^^^ 

Step A: Synthesis of AKcl^-(quinolin-2-yiamlno)-cyclohexyl]-3,5-bis-trifluoromethyl-benzamide 
hydrochloride. 

[0758] Using the procedure for the step A of example 3046, the title compound was obtained. 
ESI MS m/e 482, M (free) + H+ ; iH NMR (300 MHz, CDCI3) 5 1 .75-2.27 (m, 8 H), 4.00-4.32 (m, 2 H), 6.97 (d, J= 9.4 
Hz, 1 H), 7.42-7.65 (m, 2 H), 7.69-7.80 (m, 3 H), 7.96-8.02 (m. 1 H), 8.20 (d. J= 9.3 Hz, 1 H). 8.35-8.42 (m. 2 H). 
9.69-9.79 (m, 1 H). 

Example 3149 

AH[c/»^-(Quinolln-2-ylamlno).cyclohexylJ-3-trlfluoromethoxy-ben2amlde hydrochloride 

Step A: Synthesis of AKc/s^(Qulnolin-2-ylamino)-cyclohexylJ-3-trifluoromethoxy-benzamide hydrochloride. 

[0759] Using the procedure for the step A of example 3046, the title compound was obtained. 

ESI MS m/e 430, M (free) + H+ ; iH NMR (300 MHz, CDCI3) 5 1 .77-2. (m, 8 H), 3.96-4.29 (m, 2 H). 6.88-7.03 (m, 2 H), 

7.29-7.51 (m, 3 H), 7.69-7.82 (m, 5 H), 8.19 (d. J= 9.5 Hz, 1 H), 9.73-9.86 (m, 1 H). 

Example 3150 

AKc/s-4-(Quinolln-2-yiamino)-cyciohexyl]-isophthalamlcacid 

Step A: Synthesis of AK<?/«^-(qulnolin-2-yiamino)-cyclohexyl]-isophthaiamic acid methyl ester. 

[0760] To a solution of isophthalic acid monomethyl ester (435 mg) and c/s-A/-quinolin-2-yl-cyclohexane-1 ,4-diamine 
obtained in step A of example 3033 (500 mg) in DMF (5 mL) were added E\^H (0.96 mL), HOBt-HgO (476 mg). and 
EDC-HCI (437 mg). The reaction mixture was stirred at ambient temperature for 18 hr. To the reaction mixture was 
added water (20 mL) and the suspension was stirred at ambient temperature for 30 min . The precipitated was collected 
by filtration, washed with HgO, and purified by medium-pressure liquid chromatography (NH-silIca gel, 25% EtOAc in 
hexane) to give A^[c/s-4-(quino!in-2-ylamlno)-cyclohexyl]-isophthalamic acid methyl ester (740 mg) as a white solid 
ESI MS nn/e 404. M + H-^ ; ^H NMR (300 MHz. CDCI3) 5 1 .71 -2.05 (m, 8 H). 3.96 (s. 3 H). 4.10-4.28 (m, 2 H), 4.80-4 90 
(m, 1 H). 6.16-6.26 (m, 1 H). 6.66 (d, J= 8.8 Hz. 1 H). 7.18-7.20 (m. 1 H). 7.49-7.68 (m. 4 H), 7.84 (d, J= 83 Hz 1 H) 
8.03-8.10 (m. 1 H), 8.15-8.22 (m, 1 H), 8.35-8.38 (m, 1 H) ' 
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Step B: Synthesis of ^c/s-4-(Quinolin-2-ylamino)-cyclohexyl]-isophthalamic acid. 

[0761] To a solution of A/-[c/s-4-(quinolln-2-ylamino)-cyclohexyl]-isophthalamic acid methyl ester (400 mg) in EtOH 
(12 mL) was added 2 M aqueous NaOI-i (0.52 mL). The reaction mixture was stirred at ambient temperature for 11 hr. 
To the reaction mixture was added 1 M aqueous IHCt (0.6 mL) and the aqueous layer was extracted with CI-ICI3 (three 
times). The combined organic layer was dried over MgS04, filtered, concentrated under reduced pressure, purified by 
medium-pressure liquid chromatography (silica gel, 1% to 5% MeOH In CHCI3) to give a white solid. The suspension 
of above solid in Et20 (20 mL) was stirred at ambient temperature for 1 hr and filtered to to give Af-[c/5-4-(Qulnolln- 
2-ylamino)-cyclohexyl]-isophthalamic acid (183 mg) as a white solid. 

ESI MS m/e 41 2, M (free) + Na-^ ; NMR (300 MHz, DMSO-dg) 8 1 .63-2.09 (m, 8 H), 3.84-4.1 8 (m, 2 H), 6.83-6.91 
(m, 2 H). 7.07-7.17 (m, 1 H), 7.39-7.64 (m. 4 H), 7.83 (d, J= 9.0 Hz, 1 H), 8.03-8.13 (m. 2 H). 8.39-8.53 (m, 2 H). 

Example 3151 

C-(Ethyl-phenyl-amino)-^[c/s-4-(quinolln-2-ylamlno)-cycIohexyi]-acetamldedlhydrochlori 

Step A: Synthesis of C^ethyl-phenyl-amlno)-A^[c/s-4-(qulnolln-2-ylamlno)-cycloh«cyl]-acetainlde 
dihydrochloride. 

[0762] Using the procedure for the step A of example 3036, the title compound was obtained. 

ESI MS m/e 403, M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 5 1.18-1.36 (m, 3 H), 1.54-2.15 (m, 8 H), 3.39-3.65 (m, 3 

H), 3.68-4.11 (m. 3 H). 6.80-7.20 (m, 3 H), 7.29-7.86 (m, 8 H), 8.07-8.23 (m, 1 H), 9.48-9.68 (m, 1 H). 

Example 3152 

3,5-Difluoro-A^[c/s-4-(quinolin-2-ylamino)-cyciohexyl]-benzamide hydrochloride 

Step A: Synthesis of 3,5-Dlf luoro-Ar>[cl8>4-(qulnolln-2-ylamino)-cyclohexyl]-benzamlde hydrochloride. 

[0763] Using the procedure for the step A of example 3046, the title compound was obtained. 

ESI MS m/e 404, M (free) + Na+ ; ^H NMR (300 MHz, DMSO-dg) 5 1 .71-2.02 (m, 8 H), 3.87-4.13 (m. 1 H), 4,24-4.53 

(m, 1 H). 7.21-8.01 (m, 7 H), 8.18-8.60 (m, 3 H), 9.48-9.81 (m, 1 H), 13.09-13.28 (m, 1 H). 

Example 3153 

•Chloro-3-fluoro-M[cl&-4-(qulnolin-2-ylarnlno)-cyclohexyl]-benzamlde-hydrochlorlde 

Step A: Synthesis of 4-chloro-3-fluoro-M[c/s-4-(qulnolin-2-ylamino)-cyclohexyl]-benzamide hydrochloride. 

[0764] Using the procedure for the step A of example 3036, the title compound was obtained. 

ESI MS m/e 398. M (free) H+ ; ^H NMR (300 MHz, CDCig) 5 1 .80-2.10 (m, 8 H), 3.97-4.27 (m, 2 H), 6.88-7.03 (m, 2 

H), 7.39-7.50 (m, 2 H), 7.54-7.62 (m, 1 H), 7.66-7.83 (m. 4 H). 8.19 (d, J= 9.4 Hz, 1 H), 9.65-9.82 (m, 1 H). 

Example 3154 

C-[(4-Chioro-phenyl>«thyi-amino]-/V-[c/s-4-(quinoiln-2-yiamino)-cyciohexyl]-acetamlde dihydrochloride 

Step A: Synthesis of C^[(4-chloro-phenyl)-ethyl-amlno]-^[c/s-4-(qulnolln-2-ylamlno)-cyclohexyl]-acetamide 
dihydrochloride. 

[0765] Using the procedure for the step A of example 3036, the title compound was obtained. 
ESI MS m/e 459, M (free) + Na+ ; ^H NMR (300 MHz. DMSO-dg) 6 0.99-1 .19 (m. 3 H). 1 .42-1 .96 (m, 8 H), 3.30-3.55 
(m. 2 H), 3.71-3.87 (m, 1 H), 3.94 (s, 2 H), 4.29-4.51 (m, 1 H), 8.57-6.77 (m, 2 H). 7.02-7.58 (m. 4 H), 7.65-8.04 (m, 3 
H), 8.15-8.44 (m, 2 H), 9.61-9.85 (m, 1 H), 13.17-13.42 (m, 1 H). 
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Example 3155 

AKc/s-4-(Qulnolin-2-ylamlno)-cyclohexylhf8ophthalainicle hydrochloride 

Step A: Synthesis of AKc/^(qulnolln-2-ylamlno)-eyclohexyl]-i8ophthalamide hydrochloride. 

[0766] To a solution of AA[c/s^-(qulnolln-2-ylarnlno)-cyclohexyl]-isophthalamlc acid obtained In step B of example 
3150 (160 mg) in DMF (2 mL) were added 28% aqueous NH3 (30 mg), EtgN (0.14 mL). HOBt-HaO (94 mg), and 
EDC-HCI (95 mg). The reaction mixture was stirred at ambient temperature for 16 hr To the reaction mixture was 
added water (20 mL) and the aqueous layer extracted with CHCI3 (three times). The combined organic layer was dried 
over MgS04. filtered, concentrated under reduced pressure, purified by medium-pressure liquid chromatography (NH- 
sllica gel. 20% to 50% EtOAc in hexane). The solution of above purified material in EtOH (3 mL) was added 4 M 
hydrogen chloride In EtOAc (0.3 mL). The mbrture was stin-ed at ambient temperature for 2 hr, filtered, and dried under 
reduced pressure to give /V-[c/s-4-(qulnolln-2-ylamlno)-cyclohexyl]-isophthalamide hydrochloride (9 mg) as a white 
solid. 

ESI MS m/e 411 , M (free) + Na+ ; NMR (300 MHz, DMSO-dg) 8 1 .70-2.06 (m, 8 H). 3.89-4.08 (m, 1 H), 4.1 9-4 39 
(m, 1 H), 7.17-7.60 (m, 4 H), 7.71-8.46 (m, 8 H), 12.84-12.97 (m. 1 H). 

Example 3156 

3.4-Dlfluoro.A^{c/s4-[(qulnolln-2.ylmethyl)-amfno]-cyclohexyl}.benzamlded[hydroch^^ 

Step A: Synthesis of 3,4<lifluofo-i^{c/s-4.[(qulnoliri-2-ylnriethyl)-amlnol-cyclohexyl}-benM 
dihydrochloride. 

[0767] To a solution of A^(c/s-4-amino-cyclohexyl)-3,4-difluoro-benzamlde obtained in step D of example 3031 (250 
mg) in CHCI3 (5 mL) were added quinollne-2-carbaIdehyde (185 mg), acetic acid (71 mg), and NaBH(0Ac)3 (316 mg). 
The reaction mixture was stirred at ambient temperature for 1 6 hr. The reaction was quenched with saturated aqueous 
NaHCOa and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over 
MgS04, filtrated, concentrated under reduced pressure, and purified by medium-pressure liquid chromatography (NH- 
sillca gel, 20% EtOAc in hexane and silica gel, 2% to 5% MeOH in CHCI3) to give a colorless oil. To a solution of the 
above oil in EtOAc (10 mL) was added 4 M hydrogen chloride in EtOAc (0.2 mL). The mixture was stirred at ambient 
temperature for 1 hr and concentrated under reduced pressure. A suspension of the above material in EtaO (12 mL) 
was stirred at ambient tempareture for 1 hr. The precipitate was collected by filtration, washed with EtgO, and dried 
under reduced pressure to give 3,4-difluoro-/V-{c/s-4-[(qulnolin-2-ylmethyl)-amino]-cyclohexyl}-benzamide dihydro- 
chloride (100 mg) as a white solid. 

ESI MS m/e 41 8, M (free) + Na+ ; NMR (300 MHz, DMSO-dg) 6 1.50-1.68 (m. 2 H), 1.90-2.15 (m, 6 H). 3.20-3.37 
(m, 1 H). 3.91-4.01 (m. 1 H), 4.53-4.66 (m. 2 H), 7.46-8.29 (m, 9 H), 8.52 (d. J= 8.5 Hz, 1 H), 9.44-9.62 (rn. 2 H). 

Example 3157 

AKc/s^-(4-Methyl^ulnoHn-2-ylamino)-cyclohexyQ-3,5-bls4rlfluoromelh^ 

Step A: Synthesis of AKcte-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-3,5-bis-trlfluoromelhyrt 
hydrochloride. 

[0768] Using the procedure for the step B of example 3070, the title compound was obtained. 
ESI MS m/e 496. M (free) + H+ ; ^H NMR (300 MHz, CDCI3) 8 1 .77-2.19 (m. 8 H), 2.74 (s. 3 H), 3.98-4.31 (m. 2 H) 
6.78-6.81 (m, 1 H), 7.40-7.52 (m. 1 H), 7.58-7.78 (m. 3 H), 7.85 (d, J= 9.2 Hz, 1 H), 7.96-8.01 (m, 1 H). 8.36-8.41 (m.' 
2 H), 9.49-9.64 (m, 1 H). 
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Example 3158 

AKc/94-(4-Methyl-quinolln-2-ylamino)-cyclohexyq-3-trmuoromethoxy^ hydrochloride 

Step A: Synthesis of AKe/s^-(4-methyl<|uinolln-2-ylamlno)-cyc!ohexyq-3-trmuoromethoxy-benzamlde 
hydrochloride, 

[0769] Using the procedure for the step B of example 3070, the title compound was obtained. 

ESI MS m/e 444, M (free) + H+ ; 1H NMR (300 MHz, CDCI3) 5 1 .68-2.20 (m, 8 H), 2.71-2.75 (m, 3 H), 3.96-4.30 (m, 2 

H), 6.76-6.87 (m, 2 H), 7.30-7.39 (m, 1 H), 7.42-7.52 (m, 2 H), 7.67-7.89 (m, 5 H), 9.50-9.72 (m, 1 H). 

Example 3159 

C^(Ethyl-phenyl-amlrio)-A^[els-4-(4-methyl-quinolln-2-ylamlno)-cyclohexyl]-ac^^ dihydrochlorlde 

Step A: Synthesis of C-(ethyl-phenyl-amlno)-A*-[c/s-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-acetamlde 
dihydrochlorlde. 

[0770] Using the procedure for the step A of example 3071 , the title compound was obtained. 

ESI MS m/e 417, M (free) + H+ ; NMR (300 MHz, CDCI3) 5 1.10-1 .38 (m, 3 H), 1 .59-2.05 (m, 8 H), 2.45-2.84 (m, 3 

H), 3.35-4.15 (m, 6 H), 6.57-6.81 (m, 1 H), 6.85-7.52 (m, 7 H), 7.67-7.89 (m, 4 H), 9.20-9.50 (m, 1 H). 

Example 3160 

3-Hydroxy-AKc/»4-(4-methyl-qulnotin-2-ylamlno)-cyclohexyl]-benzamide hydrochloride 

Step A: Synthesis of 3-hydroxy-A^[c/»-4-(4-methyl-qulnolln-2-ylamlno).cyclohexyl]-benzamlde hydrochloride. 

[0771] Using the procedure for the step A of example 3071 . the title compound was obtained. 
ESI MS m/e 398. M (free) + Na+ ; NMR (300 MHz. DMSO-dg) 5 1 .67-2.02 (m, 8 H), 2.53-2.70 (m, 3 H), 3.86-3.99 
(m, 1 H). 4.24-4.40 (m, 1 H). 6.88-6.96 (m. 1 H). 7.06-7.31 (m. 4 H), 7.46-7.57 (m. 1 H), 7.73-7.83 (m. 1 H). 7.92-8.28 
(m. 3 H), 9.66 (s, 1 H). 12.83-12.94 (m. 1 H). 

Example 3161 

2-Amino-Af-[c/s-4-<4-methyl-qulnolin-2-ylamlno)-cyclohexyq-nlcotlnamlde dihydrochlorlde 

Step A: Synthesis of 2-amlno-A/-[c/s-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-nlcotinamide 
dihydrochlorlde. 

[0772] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 376, M (free) + H+ ; ^H NMR (300 MHz, DMSO-dg) 5 1.63-2.06 (m, 8 H), 2.63-2.70 (m, 3 H). 3.87-4.04 
(m, 1 H), 4.36-4.59 (m. 1 H). 6.92-7.06 (m. 1 H), 7.15-7.27 (m, 1 H). 7.45-7.58 (m. 1 H), 7,69-7.84 (m, 1 H), 7.89-8.01 
(m, 1 H), 8.14-8.58 (m, 4 H), 8.69-8.86 (m, 1 H). 9,54-9.72 (m, 1 H). 

Example 3162 

2,3-Dlfluoro-A^[c/s-4-(4-methyl<|ulnolln-2-ylamino)-cyclohexyl]4>en2Bmlde hydros 

Step A: Synthesis of 2,3-difluoro-A^[c/s-4-(4-methyi-qulnolin-2-ylamlno)-cyclohexyl]-benzamide 
hydrochloride. 

[0773] Using the procedure for the step B of example 3070, the title compound was obtained. 

ESI MS m/e418, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 6 1.56-2.17 (m. 8 H), 2.72 (s. 3 H). 3.88-4.04 (m, 1 H), 

4.09-4.30 (m. 1 H). 6.67-6.92 (m, 2 H). 7.10-7.35 (m. 2 H). 7.41-7.52 (m. 1 H), 7.60-7.93 (m, 4 H). 9.53-9.75 (m. 1 H). 
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Example 3163 

2ADIfluoit)-A>.[cto^(4-methylKiulnolln-2-ylamIno)H:yctehexyl]-^^^ 

Step A: Synthesis of 2,4<imuoro-iV-[c/s-4-(4-methyl-quinolin-2-ylamfno)-cyclohexyl]-benzamide 
hydrochloride. 

[0774] Using the procedure for the step B of example 3070, the title compound was obtained. 

ESI MS m/e 418. M (free) + Na+ ; NMR (300 MHz, CDCI3) 8 1.57-2.22 (m, 8 H), 2.73 (s, 3 H). 3.87-4 06 (m 1 H) 

4.11-4.31 (m, 1 H). 6.69-7,06 (m. 4 H), 7.40-7.56 (m, 1 H), 7.65-7.88 (m, 3 H). 7.98-8.14 (m, 1 H), 9.61-9.83 (m', 1 H)! 

Example 3164 

2.5- Difluoro-i^[c/a-4-(4-methyi<|uinoiin-2-ylamlno)-cyciohexyl]-benamldehydm 

Step A: Synthesis of 2,5-dif luoro-A^[c/s-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide 
hydrochloride. 

[07751 Using the procedure for the step B of example 3070, the title compound was obtained. 

ESI MS m/e 418, M (free) + Na+ ; NMR (300 MHz, CDC\^) 5 1.46-2.14 (m, 8 H), 2.72 (s. 3 H), 3.84-4.04 (m, 1 H), 

4.09-4.32 (m, 1 H), 6.77 (s, 1 H), 6.82-7.21 (m, 3 H), 7.37-7.54 (m, 1 H), 7.63-7.89 (m, 4 H), 9.54-9.72 (m, 1 H). 

Example 3165 

2.6- Difiuoro-M-[c/s-4-(4-methyi-quinoiin-2-yiamino)-cyciohexyi]-benzamide hydrochloride 

Step A: Synthesis of 2,6-difluofo-Af-[c/s-4-(4-methyl-qulnolin-2-yiamlno)-cyciohexyil-benzamide 
hydrochloride. 

[0776] Using the procedure for the step B of example 3070, the title compound was obtained. 
ESI MS m/e 418, M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 5 1 .72-2.08 (m, 8 H), 2,72 (s, 3 H), 3.91-4.03 (m, 1 H), 
4.13-4.33 (m. 1 H), 6-42-6.54 (m, 1 H). 6.77 (s, 1 H), 6.88-6.99 (m, 2 H), 7.27-7.50 (m, 2 H). 7.66-7.78 (m. 2 H), 7.84 
(d, J= 8.2 Hz, 1 H), 9.53-9.70 (m, 1 H). 

Example 3166 

3,5-0lfiuoro-A^[c/s4-(4Hnethyl<|uinoiin-2-ylamino)H:yciohexyl]-benzamfde hydrochloride 

Step A; Synthesis of 3,5-dif luorD-M[c/s-4-(4-methyi-quinoiin-2-ylamino)-cyelohexyl]-benzamide 
hydrochloride. 

[0777] Using the procedure for the step B of example 3070, the title compound was obtained. 

ESI MS m/e 418. M (free) + Na+ ; ^H NMR (300 MHz, CDCI3) 8 1.78-2,16 (m, 8 H), 2.72 (s, 3 H), 3.96-4.26 (m, 2 H). 

6.78 (s, 1 H). 6.86-7.02 (m, 2 H), 7.33-7.52 (m. 3 H), 7.67-7.78 (m. 2 H), 7.85 (d. J= 8.2 Hz, 1 H), 9.48-9.71 (m, 1 H). 

Example 3167 

C^(4-Chloro-phenyl>^thyl-amlnol-A^[c/»^(4-methyk?uinolin-2-ylaminoH:ycte 
dihydrochloride 



Step A: Synthesis of 0{(4-chloro-phenyl)-ethyl-amlno]-W-[c/s-4-(4^ethyl-qulnolin-2-ylamino)-cyclohexyl]- 
acetamide dihydrochloride. 

[0778] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 451, M (free) + H+; NMR (300 MHz, CDCI3) 5 1.14-1.26 (m. 3 H). 1.69-2.00 (m, 8 H), 2.60 (s, 3 H) 
3.39-3.61 (m, 2 H). 3.75-4.03 (m, 4 H), 6.63-7.06 (m, 4 H), 7.14-7.32 (m. 2 H), 7.39-7.51 (m, 1 H), 7.64-7.89 (m, 3 H)! 
9.44-9.59 (m, 1 H). 
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Example 3168 

4-Chloro-3-fluoro-A^[c/s^(4.methyl-qulnolin-2-ylamlno)-cyclohe^^^^ 

Siep A: Synthesis of 4-chloro-3-lluoro-M[cte-4-(4-methyl-qulnolln-2-ylamlno)<jyclohexyll-^^ 
hydrochloride. 

[0779] Using the procedure for the step A of example 3071 , the title compound was obtained. 

ESI MS m/e 412, IVl (free) + ; iH NIVIR (300 MHz, CDCI3) 8 1 .78-2.13 (m, 8 H). 2.70-2.76 (m, 3 H), 3.95-4 28 (m 2 

H). 6,66-6.81 (m. 2 H), 7,41 -7.50 (m, 2 H), 7.53-7.59 (m. 1 H), 7.66-7.77 (m, 3 H), 7.82-7.88 (m, 1 H), 9.57-9.71 (m, 1 H). 

Example 3169 

4-Fluoro-M[c/9^(4>methyl-quinolin-2-ylamlno)-cyclohexyl]-benzamfde hydrochloride 

Step A: Synthesis of 4.fIuoro-/V-[c/s-4.(4-methyl-qulnolin.2-ylamino)-cyclohexyl]-ben2amlde hydrochloride. 

[0780] Using the procedure for the step B of example 3070, the title compound was obtained. 

ESI MS m/e 378, M (free) + NMR (300 MHz. CDCI3) S 1.81-2.10 (m. 8 H). 2.72 (s. 3 H). 3.95-4.29 (m, 2 H) 

6.65-6.81 (m. 2 H). 7.10 (t. J= 8.6 Hz, 2 H), 7.42-7.51 (m, 1 H), 7.67-7.91 (m, 5 H), 9.55-9.67 (m, 1 H). 

Example 3170 

3- Fluoro-A^[c/s-4-(4-methyl-qulnolin-2-yiamino)-cyclohexyl]-benzamide hydrochloride 

Step A: Synthesis of 3-Fluoro-A|.[c/s^(4.methyl-quinolln-2-ylamino)-cyclohexyll.ben2amlde hydrochloride. 

[0781] Using the procedure for the step B of example 3070, the title compound was obtained. 

ESI MS m/e 378. M (free) + H+ ; 1H NMR (300 MHz, CDCy 5 1 .77-2.09 (m. 8 H), 2.71-2.76 (m, 3 H). 3.94^.25 (m. 2 

H), 6.54-6,65 (m, 1 H), 6.76-6.81 (m, 1 H). 7.13-7.23 (m, 1 H), 7.35-7.61 (m, 4 H), 7.67-7.88 (m, 3 H), 9.58-9.73 (m, 1 H). 

Example 3171 

2-Fluoro-M^«^(4-methyl-quinoiln-2-ylamlno)-cyclohexyl]-benzamide hydrochloride 

Step A: Synthesis of 2-Ruoro-M[cte-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-benzamlde hydrochloride. 

[0782] Using the procedure for the step B of example 3070, the title compound was obtained. 
ESI MS m/e 378, M (free) + H+ ; iH NMR (300 MHz. CDCI3) 5 1.84-2.15 (m. 8 H). 2.72 (s, 3 H). 3.87-4,01 (m, 1 H) 
4.13-4.29 (m, 1 H), 6.73-6.89 (m, 2 H), 7.07-7.28 (m, 2 H). 7.40-7.51 (m. 2 H). 7.66-7.87 (m, 3 H). 7.96-8.05 (m, 1 H), 
9.62-9.72 (m. 1 H). 

Example 3172 

4- Chloro-Ar[cls^(4-methyl-quinoiin-2-yiamino)-cyciohexyl]-benzamide hydrochloride 

Step A: Synthesis of 4-chloro-AKcte4-{4-methyl-qulnoiin-2-yiamino)-cyclohexyi]-benzamlde hydrochloride. 

[0783] Using the procedure for the step B of example 3070, the title compound was obtained. 
ESI MS m/e 394. M (free) + H+ ; ^H NMR (300 MHz, DMSO-d^) 5 1.64-2.04 (m. 8 H), 2.55-2.70 (m, 3 H), 3 87-4 04 
(m. 1 H), 4.27-4.52 (m, 1 H). 7.07-7.18 (m. 1 H). 7.46-7.58 (m. 3 H). 7.73-8.02 (m. 4 H). 8.23-8.38 (m', 2 H)'. 9.39-9.52 
(m, 1 H). 12.96-13.10 (m, 1 H). 
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Example 3173 

2-Hydroxy-i^c/s^(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-nicotlnamld^ 

Step A: Synthesis of 2.Hydroxy-A^.[c/^(4-methyl-qulnoHn-2-ylamino>cyclohexyl]-nlcotlnam 
hydrochloride. 

[0784] Using the procedure for the step A of example 3071 . the title compound was obtained. 
ESI MS nn/e 399. M (free) + Na+ ; iH NMR (300 MHz, DMSO-de) 8 1 .46-1 .99 (m. 8 H), 2.53-2.72 (m, 3 H). 4.02-4.15 
(m, 1 H). 4.20-4.45 (m. 1 H), 6.46-6.56 (m, 1 H), 6.95-7.08 (m, 1 H), 7.45-7.57 (m, 1 H). 7.69-7.83 (m, 2 H)! 7.90-8 47 
(m, 3 H). 10.08-10.27 (m. 1 H). 12.48-12.63 (m, 1 H). 

Example 3174 

N-[c/s-4-(4-Methyl-qulnolin-2-ylamlno)-cyclohexyl]-isophthalamic acid-methyl ester hydrochloride 

Step A: Synthesis of AKc/s^(4-methyl-qulnolln-2-ylamino)-cyctohexyt]-lsophthalamlc acid methyl ester 
hydrochloride. 

[0785] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 440, M (free) + Na^ ; NMR (300 MHz. CDCI3) 6 1 .78-2.21 (m, 8 H), 2.73 (d, J= 1 .1 Hz. 3 H) 3 92-4 07 
(m, 4 H), 4.13-4,29 (m. 1 H). 6.78 (s. 1 H). 6.99-7.10 (m, 1 H). 7.40-7.57 (m, 2 H), 7.67-7.79 (m. 2 H), 7.82^7.89 (m 1 
H), 8.02-8.19 (m, 2 H), 8.46-8.62 (m, 1 H), 9.46-9.65 (m. 1 H). 

Example 3175 

6-Chloro-Af-[c/»>4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-nlcotinamlde hydrochloride 

Step A: Synthesis of 6-chloro-/V-[c/s-4-{4-methyl-qulnolln-2-ylamlno)-cycIohexyl]-nlcotlnamlde hydrochloride. 

[0786] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 417, M (free) + Na+ ; lH NMR (300 MHz, DMSO-dg) 5 1 .67-2.03 (m, 8 H), 2.54-2.72 (m. 3 H), 3.91-4.06 
(m, 1 H), 4.26-4.42 (m, 1 H), 7.05-7.18 (m. 1 H). 7.45-7.57 (m, 1 H). 7.63-7.69 (m, 1 H), 7.73-7.83 (m, 1 H), 7.91-8.04 
(m, 1 H), 8.17-8.31 (m. 2 H). 8.51-8.62 (m. 1 H), 8.83-8.89 (m. 1 H). 9.33-9.51 (m. 1 H). 12.86-13.03 (m, 1 H). 

Example 3176 

6-Dlmethylamlno-AKc/s-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-nlcotlnamlde dihydrochlorlde 

Step A: Synthesis of 6-dimethylamino-M[cte-4-{4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-nlcotinamide 
dihydrochlorlde. 

[0787] To a solution of 6-chloro-M[c/s-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-nicotinamide obtained In step A 
of example 31 75 (250 mg) In IPA (1 mL) were added 50% aqueous MegNH (63 mg) and iPrgNEt (1 72 mg). The mixture 
was stirred at reflux for 5 hr, added 50% aqueous Me2NH (120 mg), and stirred at reflux for 5 hr. The reaction was 
quenched with saturated aqueous NaHCOa and the aqueous layer was extracted with CHCIa (three times). The com- 
bined organic layer was dried over MgS04, filtrated, concentrated under reduced pressure, and purified by medium- 
pressure liquid chromatography (NH-silica gel, EtOAc). To a solution of the above material in EtOH (3 mL) was added 
4 M hydrogen chloride in EtOAc (0.47 mL). The mixture was stinred at ambient temperature for 1 hr and concentrated 
under reduced pressure. A suspension of the above material In EtgO (3 mL) was stirred at ambient tempareture for 4 
hr. The precipitate was collected by filtration, washed with EtgO, and dried under reduced pressure to give 6-dimeth- 
ylamino-/V-[c/s-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl]-nlcotinamide dihydrochlorlde (200 mg) as a white solid 
ESI MS m/e 426. M (free) + Na*; "'H NMR (300 MHz, CDCI3) 6 1 .73-2.13 (m, 8 H), 2.63-2.80 (m, 3 H), 3.34-3 61 (m 
6 H), 3.91^.28 (m, 2 H). 6.70-7.07 (m. 2 H). 7.35-8.10 (m, 5 H), 8.29-8.46 (m, 1 H). 8.82-8.98 (m, 1 H), 9.36-9.51 (m! 
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Example 3177 

3-Hydroxymethyl-A^[c/s-4H4-methy|.qulnolln-2-ylamlno)-cyclohexyl]-benza^ 

Step A: Synthesis of 3-hydroxymethyl-A^[c/s-4-(4-methyl-qulnonn-2-ylamino)-cyclohexyll-benra^ 
hydrochloride. 

[07881 To a suspension of LiAIH (18 mg) In EtgO (5 mL) was added A/^[c/s-4-(4-methyl-qulnolin-2-ylamlno)-cy- 
clohexylj-isophthaiamic acid methyl ester obtained In step A of example 3174 (200 mg) in EtaO (2 mL) . The mixture 
was stirred at ambient temperature for3 hr. The reaction was quenched with water and the aqueous layer was extracted 
with CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, concentrated under reduced 
pressure and purified by medium-pressure liquid chromatography (silica gel, 3% to 1 0% MeOH In CHCI3). To a solution 
of the above material in EtOH (2 mL) was added 4 M hydrogen chloride in EtOAc (0.24 mL). The mixture was stin^ed 
at ambient temperature for 2 hr and concentrated under reduced pressure. A suspension of the above material In Et20 
(3 mL) was stirred at ambient tempareture for 1 hr. The precipitate was collected by filtration, washed with EtgO. and 
dried at 70 *»C under reduced pressure to give 3-hydroxymethyl-/V-[c/s-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]- 
benzamide hydrochloride (93 mg) as a white solid. 

ESI MS m/e 390, M (free) + ; NMR (300 MHz. DMSO-dg) 6 1 .66-2.02 (m. 8 H), 2.61 (s, 3 H). 3.87 (brs. 1 H), 
4.22-4.42 (m. 1 H), 4.55 (s. 2 H), 7.03-7.1 7 (m, 1 H). 7.35-7.59 (m, 3 H). 7.67-7.87 (m. 3 H), 7.91 -8.04 (m. 1 H). 8.1 1 -8.31 
(m,2H), 12.75-12.96 (m, 1 H). 

Example 3178 

AKc/s^-(4-Methyl-qulnolln.2-ylamlno)-cyclohexyl]-lsophthaIamlde hydrochloride 

Step A: Synthesis of Af-[c/s-4-(4-methyl-quinolln-2-ylamlno)-cyclohexyq-isophthalamlc acid methyl ester. 

[0789] To a solution of isophthallc acid monomethyl ester (400 mg) and A/-(c/s-4-methyl-quinolln-2-yl)-cyclohexane- 
1 ,4-diamine in step A of example 3070 (400 mg) in DMF (4 mL) were added EtgN (0.52 mL), HOBt HgO (358 mg), and 
EDC-HCI (330 mg). The reaction mixture was stinted at ambient temperature for 12 hr. To the reaction mixture was 
added water (20 mL) and the suspension was stirred at ambient temperature for 30 min. The precipitated was collected 
by filtration, washed with HgO, and purified by medium-pressure liquid chromatography (silica gel. 9% MeOH in CHCy 
to give /V-[c/s-4-(4-methyl-quinolin-2-ylamino)-cyclohexyO-isophthalamlc acid methyl ester (740 mg) as a white solid. 
ESI MS m/e 440, M + Na+ ; NMR (200 MHz. CDCI3) 5 1 .59-2.09 (m, 8 H), 2.58 (s, 3 H). 3.96 (s, 3 H), 4.02-4.29 (m, 
2 H), 4.72-4.87 (m, 1 H), 6.12-6.27 (m, 1 H). 6.48-6.59 (m, 1 H), 7.17-7.30 (m, 1 H). 7.45-7.82 (m, 4 H), 8.00-8.22 (m, 
2 H), 8.32-8.39 (m, 1 H). 

Step B: Synthesis of W-[c/s-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-lsophthalamlde hydrochloride. 

[0790] To a solution of /V-[c/s-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-lsophthalamic acid methyl ester (1 50 mg) 
In EtOH (4.5 mL) was added 2 M aqueous NaOH (0.27 mL). The reaction mixture was stirred at ambient temperature 
for 13 hr. To the reaction mixture was added 1 M aqueous HCI (0.3 mL) and the aqueous layer was extracted with 
CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated u nder reduced pressure, 
purified by medium-pressure liquid chromatography (silica gel, 1% to 5% MeOH in CHCI3) to give a white solid. To a 
solution of the above solid in DMF (2 mL) was added 28% aqueous NH3 (21 mg), Et3N (0.1 mL), HOBt-HgO (67 mg), 
and EDC-HCI (67 mg). The reaction mixture was stirred at ambient temperature for 12 hr. To the reaction mixture was 
added water (20 mL) and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04. filtered, concentrated under reduced pressure, purified by medium-pressure liquid chromatography 
(NH-silica gel, 3% to 9% MeOH in CHCI3). The solution of above material in EtOAc (10 mL) was added 4 M hydrogen 
chloride in EtOAc (0.2 mL). The mixture was stln-ed at ambient temperature for 1 hr and concentrated under reduced 
pressure. Asuspension of the above material In EtaO (1 2 mL) was stirred at ambient tempareturef or 2 hr. The precipitate 
was collected by filtration, washed with EtgO, and under reduced pressure to give A/-[c/s-4-(4-methyl-qulnolin-2-ylami- 
no)-cyclohexyl]-lsophthalamide hydrochloride 

ESI MS m/e 403, M (free) + H+ ; ^H NMR (300 MHz. DMSO-dg) 6 1.69-2.04 (m, 8 H). 2.56-2.63 (m, 3 H), 3.92-4.06 
(m, 1 H), 4.28-4.48 (m, 1 H). 7.06-7.17 (m. 1 H), 7.41-7.58 (m, 3 H). 7.70-8.04 (m. 3 H). 8.06-8.43 (m, 3 H). 9.35-9.54 
(m. 1 H), 12,87-13.07 (m. 1 H). 
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Example 3179 

3-Chloro-54luoro-A^[c/s-4-(4-methylHiuinolln-2-ylamino)-cyclohexyi]-benza 

Step A: Synthesis of 3-chloro-«-fluoi^M[c/s-4-{4-methyl-quinolin-2-ylamino)-cyclohexyq-benzami€te 
hydrochloride. 

[07911 Using the procedure for the step A of example 3071 . the title compound was obtained. 

ESI MS m/e 412, M (free) + H+ ; 1H NMR (300 MHz. CDCI3) 8 1 ,79-2.12 (m, 8 H), 2.73 (d, J= 0.9 Hz. 3 H), 3.96-4.22 

(m. 2 H). 6.75-6.90 (m, 2 H). 7.17-7.25 (m, 1 H), 7.42-7.51 (m. 2 H), 7.59-7.89 (m, 4 H), 9.51-9.72 (m. 1 H). 

Example 3180 

3A5-Trlfluoro-N[c/s-4-(4-methylK?ulnolln-2-ylamino)-cyclohexyll-benzamide^^ 

Step A: Synthesis of 3,4,5-trlf luoro-N-[cls-4-(4-methyl-quinolin-2-yiamino)-cyclohexyl]-benzamlde 
hydrochloride. 

[0792] Using the procedure for the step A of example 3071 , the title compound was obtained. 

ESI MS m/e 414, M (free) + H+ ; 1H NMR (300 MHz, CDCI3) 5 1 .76-2.16 (m, 8 H). 2.73 (d. J= 1 .1 Hz. 3 H), 3.97-4.24 

(m. 2 H), 6.78 (s, 1 H), 6.92-7.04 (m, 1 H), 7.41 -7.60 (m. 3 H). 7.68-7.77 (m, 2 H). 7.82-7.89 (m, 1 H), 9.50-9.64 (m, 1 H), 

Example 3181 

Pyridine-2-carboxyiic acid [c/s-4-(4-methyl-quinoiin-2-yiamino)-cyciohexyl]-amide hydrochloride 

Step A: Synthesis of pyridine-2-carboxyiic acid [c/s-4-(4-methyi-guinoiin-2-yiamino)-cyclohexyi]-amide 
hydrochloride. 

[0793] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 383, M (free) +Na+ ; NMR (300 MHz, DMSO-dg) 8 1.63-2.07 (m, 8 H), 2.54-2.71 (m, 3 H), 4.00-4.13 
(m, 1 H). 4.49-4.62 (m. 1 H). 7.10-7.20 (m. 1 H), 7.46-7.56 (m. 1 H). 7.61-8.12 (m, 5 H). 8.33-8.42 (m, 2 H), 8.65-8.72 
(m. 1 H), 9.46-9.60 (m, 1 H). 13.23-13.38 (m, 1 H). 

Example 3182 

Af-[c/»4-(4-Methyi-quinolin-2-ylamino)-cyciohexyi]-nicotinamide hydrochloride 

Step A: Synthesis of AKc/s-4-(4-methyl-qulnolin-2-yiamino)-cyciohexyl]-nicotinamlde hydrochloride. 

[0794] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 383. M (free) + Na+ ; ^H NMR (300 MHz, DMSO-dg) 8 1 .76-2.05 (m, 8 H), 2.54-2.73 (m. 3 H). 3.93-4.07 
(m, 1 H), 4.29-4.48 (m, 1 H). 7.10-7.19 (m. 1 H), 7.47-7.67 (m, 1 H), 7.72-7.85 (m. 2 H), 7.92-8.04 (m, 1 H), 8.21-8.33 
(m, 1 H), 8.48-8.57 (m, 1 H), 8.65-8.73 (m. 1 H), 8.82-8.89 (m, 1 H), 9.14-9.20 (m, 1 H). 9.42-9.58 (m, 1 H). 12.93-13.08 
(m. 1 H). 

Example 3183 

Af-[c/s-4-(4-Methyl-qulnoiln-2-yiamlno)-cyclohexyl]-lsonicotinamlde hydrochloride 

Step A: Synthesis of N-[c/s-4-(4-methyi-quinoiin-2-yiamino)-cyclohexyl)-isonicotinamide hydrochloride. 

[0795J Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 383, M (free) + Na+ ; ^H NMR (300 MHz, DMSO-dg) 8 1 .68-2.08 (m. 8 H). 2.53-2.71 (m, 3 H), 3.92-4.08 
(m, 1 H), 4.33-4.54 (m, 1 H). 7.11-7.22 (m, 1 H). 7.43-7.60 (m, 1 H), 7.69-7.86 (m, 1 H), 7.89-8.41 (m. 4 H), 8.81-9.07 
(m, 3 H), 9.48-9.67 (m, 1 H). 13.03-13.24 (m. 1 H). 
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Example 3184 

4- Chloro-pyridlne-2-carboxylic acid [c/^(4-iiiethyl-quinoliii-2-ylamino)-cyclohexyl)-amide hydrochloride 

Step A: Synthesis of 4-Chloro-pyrldfne-2-carboxyllc acid [c/s-4-(4-methyl-quinolln-2-ylamlno)-cycIohexyl]- 
amide hydrochloride. 

[0796] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 41 7, M (free) + Na+ ; NMR (300 MHz. DMSO-de) 5 1 .62-2.05 (m, 8 H), 2.53-2.72 (m. 3 H), 3.99-4.51 
(m, 2 H), 7.04-7.15 (m, 1 H), 7,46-7.67 (m, 1 H), 7.72-7.85 (m, 2 H), 7.92-8.10 (m, 2 H), 8.16-8.29 (m, 1 H), 8.39 (d, J 
= 8.1 Hz, 1 H). 8.66 (d, J= 6.3 Hz. 1 H), 9.32-9.51 (m, 1 H), 12.93-13.08 (m, 1 H). 

Example 3185 

5- Bromo-A^[cls-4-(4Hnethyl-quinolin-2-ylamino)-cyclohexyl]-nlcotinamide dihydrochioride 

Step A: Synthesis of 5-bromo-A^[c/s-4-(4-methyl-qulnoiln-2-ylamlno)-cyclohexyl>nicotinamlde 
dihydrochioride. 

[0797] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 439, M (free) + H+ ; ^H NMR (300 MHz. DMSO-de) 5 1 .71-2.02 (m. 8 H). 2.54-2.71 (m, 3 H), 3.88-4.08 
(m. 1 H). 4.25-4.50 (m. 1 H), 7.06-7.18 (m, 1 H), 7.47-7.56 (m. 1 H). 7.70-7.83 (m, 1 H), 7.91-8.04 (m, 1 H), 8.19-8.33 
(m, 1 H). 8.43-8.64 (m, 2 H), 8.86-8.88 (m, 1 H), 8.97-8.99 (m, 1 H), 9.35-9.50 (m, 1 H). 12.89-13.08 (m. 1 H). 

Example 3186 

AKc/s-4-(4-Methyl-qulnolin-2-ylamlno)-cyclohexyi]-6-trifiuoromethyl-nicotinamide hydrochloride 

Step A: Synthesis of AK^/^-(4-methyi-quinolln-2-yiamino)-cyciohexyl]-6-trifluoromethyi-nicotinamide 
hydrochloride. 

[0798] Using the procedure for the step A of example 3071 , the title compound was obtained. 
ESI MS m/e 451 , M (free) + Na+ ; ^H NMR (300 MHz, DMSO-dg) 6 1 .58-2.04 (m, 8 H), 2.53-2.75 (m, 3 H). 3.91-4.09 
(m, 1 H), 4.22-4.44 (m, 1 H), 7.03-7.22 (m, 1 H), 7.45-759 (m, 1 H), 7.71-7.85 (m, 1 H), 7.91-8.10 (m, 2 H), 8.15-8.30 
(m, 1 H). 8.42-8.54 (m, 1 H), 8.64-8.81 (m, 1 H), 9.12-9.21 (m. 1 H), 9.33-9.54 (m, 1 H). 12.88-13.00 (m. 1 H). 

Example 3187 

6- lmldazoi-1-yl-A^[e/s-4-(4-methyl-qulnolin-2-yiamino)H$yciohexyq-nicotinamidedlhy 

Step A: Synthesis of 6-imldazol-1-yl-/V-[c/s-4-(4-methyl-qulnolIn-2-ylamlno)-cyciohexyl]-nlcotlnamlde 
dihydrochioride. 

[0799] To a solution of 6-chloro-/V-[c/s-4-(4-methyl-quinonn-2-ylamino)-cyclohexyl]-nlcotinamide obtained In step A 
of example 3175 (250 mg) In BuOH (1 mL) were added imidazole (47 mg) and iPrgNEt (172 mg). The mixture was 
heated In a microwave synthesizer at 220'»C for 10 min and 230«C for 20 min. To the mixture was added saturated 
aqueous NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04, filtrated, concentrated under reduced pressure, and purified by medium-pressure liquid chroma- 
tography (NH-silica gel, 50% in EtOAc in nexane). To a solution of the above material in EtOAc (10 mL) was added 4 
M hydrogen chloride in EtOAc (0.2 mL). The mixture was stinred at ambient temperature for 1 hr and concentrated 
under reduced pressure. A suspension of the above material in EtgO (12 mL) was stirred at ambient tempareture for 
4 hr. The precipitate was collected by filtration, washed with EtgO, and dried under reduced pressure to give 6-imidazol- 
1-yl-A^[c/s-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-nicotlnamide dihydrochioride (83 mg) as a white solid. 
ESI MS m/e 427, M (free) + H+ ; 1H NMR (300 MHz, DMSO-dg) 5 1.35-2.39 (m, 8 H). 2.60-2.81 (m, 3 H), 3.92-4.28 
(m, 2 H), 6.63-6.92 (m, 1 H), 7.09-8.23 (m, 8 H), 8.53-8.82 (m. 1 H), 8.95-9.41 (m, 2 H). 9.96-10.1 7 (m, 1 H). 13.97-14.1 9 
(m. 1 H). 
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Example 3188 

AKcls-4-(4-Dimethylamlno-quinolin-2-ylamino>cyclohexyl]-3,4<lifluoro^ hydrochloride 

Step A: Synthesis of NH[c/8-4*(4-dimethylamino-^uinolin-2-ylamlno)-cyclohexyQ-3,4<lif luoro4)enzamic^ ' 
hydrochloride. 

[0800] To a solution of 3,4-difluoro-benzolc acid (199 mg) and A^(c/5-4-amino-cyclohexyl)-A/^-metliyl-quinoiine- 
2,4-diamjne obtained in step E of example 1 (300 mg) In DMF (3 mL) were added EtgN (0.35 mL), HOBt-HaO (241 
mg), and EDC-HCI (242 mg). The reaction mixture was stirred at ambient temperature for 15 hr. To the mixture was 
added water (4.8 mL) and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04, filtered, concentrated under reduced pressure, and purified by medium-pressure liquid chromatog- 
raphy (NH-sllIca gel, 20% EtOAc in hexane). To a solution of the above material in EtOAc (4 mL) was added 4 M 
hydrogen chloride In EtOAc (0.5 mL). The mixture was stirred at ambient temperature for 1 hr. The precipitate was 
collected by filtration, washed with EtOAc, and dried under reduced pressure to give A/-[c/s-4-(4-dimethylamino-quin- 
olin-2-ylamino)-cyclohexyl)-3,4-difluoro-benzamide hydrochloride (263 mg) as a white solid. 

ESI MS m/e 425, M (free) + H+ ; NMR (300 MHz, CDCI3) 6 1.69-2.20 (m, 8 H), 3.24 (s, 6 H), 3.81-4.30 (m, 2 H), 
5.82 (s, 1 H). 6.74-6.88 (m, 1 H), 7.10-7.40 (m, 2 H). 7.51-7.98 (m, 5 H), 8.86-8.99 (m, 1 H). 13.44-13.63 (m, 1 H). 

Example 3189 

5-Nitro-thlophene-3-carboxylicacid[c/s4-(4<limethylaniirio-quinonn-2-ylarnivio)-cyclohexy 
hydrochloride 

Step A: Synthesis of 5-nltro-thlophene-3-carboxylic acid [c/»4-(4-dlmethylamino-quinol[n-2-ylamlno)- 
cyclohexylj-amlde hydrochloride. 

[0801] Using the procedure for the step A of example 31 88, the title compound was obtained. 
ESI MS m/e 462, M (free) + Na+ ; NMR (300 MHz, GDGI3) S 1.65-2.17 (m, 8 H), 3.25 (s, 6 H). 3.82-4.00 (m, 1 H), 
4.00-4.23 (m, 1 H). 5.82 (s, 1 H). 7.25-7.40 (m, 1 H). 7.58-7.97 (m, 4 H) 8.28-8.42 (m, 2 H), 8.56-8.73 (m, 1 H), 
13.02-13.30 (m. 1 H). 

Example 3190 

Af-[c/s-4-(4-Dimethylamlno-quinolln-2-ylamlno)-cyclohexylmethyl]-3,4-dlfluoro-benzamlde hydrochloride 

Step A: Synthesis of A^[c/s-4-(4-dlmethylamlno-qulnolin-2"ylamlno)-cyclohexylmethyl]-3,4-dif luoro" 
benzamlde hydrochloride. 

[0802] To a solution of A^-(c/5-4-aminomethyl-cyclohexyl)-Af^,A^-dlmethyl-quinoline-2,4-diamine obtained In step B 
of example 7 (300 mg) in CHCI3 (3 mL) were added iPrgNEt (0.36 mL) and 3,4-difluoro-benzoyl chloride (1 94 mg). The 
mixture was stirred at ambient temperature for 6 hr. The reaction was quenched with saturated aqueous NaHCOs and 
the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, 
concentrated under reduced pressure, and purified by medium-pressure liquid chromatography (NH-silIca gel, 9% to 
20 % EtOAc In hexane and 2% to 9% MeOH In CHCI3) to give /V-[c/s-4-(4-dlmethylamino-quinolin-2-ylamino)-cyclohex- 
ylmethyl]-3,4-dlfluoro-ben2amide hydrochloride (272 mg) as white solid. 

ESI MS m/e 439. M (free) + ; NMR (300 MHz, CDCI3) 8 1 .53-2.08 (m, 9 H), 3.21 (s, 6 H). 3.47-3.56 (m, 2 H), 
3.86-3.98 (m, 1 H), 5.81 (s, 1 H), 6.95-7.09 (m. 1 H). 7.16-7.34 (m. 2 H). 7.63-7.68 (m. 2 H). 7.80-7.95 (m, 3 H). 
9.08-9.22 (m, 1 H), 13.40-13.61 (m, 1 H). 

Example 3191 

1-(2,3-Dichloro-phenyl)-3-[cl9-4-(4<linriethylamino<|ulnolln-2-ylamino)-cyciohe3cyl^ hydrochloride 

Step A: Synthesis of 1-(2,3-dichloro-phenyl)-3-[ele-4-(4-dlmethylamlno-qulnolin-2-ylamlno)- 
cyciohexylmethyl]-urea hydrochloride. 

[0803] To a solution of A^-{c/s-4-amlnomethyl-cyclohexyl)-/V^,M-dimethyl-quinoline-2.4-diamine obtained in step B 
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of example 7 {300 mg) in DMSO (3 mL) was added 1,2-dich!oro-4-lsocyanato-benzene (207 mg). The mixture was 
stirred at ambient temperature for 12 hr and poured Into water. The precipitate was filtrated, washed with water, and 
purified by medium-pressure liquid chromatography (NH-sllica gel, 25% to 50% EtOAc in hexane). To a solution of the 
above material in EtOAc (2 mL) was added 4 M hydrogen chloride in EtOAc (1 0 mL). The mixture was stirred at ambient 
temperature for 1 hr and concentrated under reduced pressure. A suspension of the residue in EtgO (20 mL) was 
stirred at ambient tempareture for 1 hr The precipitate was collected by filtration, washed with EtgO, and dried under 
reduced pressure to give 1-(2,3-dlchloroi)henyl)-3-[c/s-4-(4-dimethylamlno-qulnolln-2-ylamlno)K:yclohexylmethyl]- 
urea hydrochloride (1 70 mg) as a white solid. 

ESI MS m/e 486, M-^; NMR (300 MHz, CDCI3) 8 1 .51-2.18 (m, 9 H), 3.23 (s. 6 H), 3,36-3.44 (m, 2 H). 3.91-4.02 (m. 
1 H). 6.78-5.88 (m. 1 H), 6.97-7.12 (m. 3 H), 7.26-7.35 (m, 1 H). 7.58-7.66 (m. 1 H). 7.86 (m. J= 9.0 Hz, 2 H), 8.16 
(dd, J= 8.2, 1.7 Hz, 1 H), 8.20-8.31 (m, 1 H), 8.65-8.76 (m, 1 H), 12.98-13.21 (m, 1 H). 

Example 31 d2 

Af-[c/s4-(4-dintethylamino-5,67,8-tetrahydro-quinazolln-2-ylamino)-cyclohexyl>^ 
hydrochloride 

Step A: Synthesis of AKc/s^-(4-dimethylamlno-5,6,7,8-tetrahydro-qulnazolin-2-ylamlno)-cyclohexyl]- 
3,4-dlfluoro-benzamide hydrochloride. 

[0804] To a solution of 3,4-difluoro-benzoic acid (199 mg) and A^-(c/s-4-amino-cyclohexyl)-A^,A^-djmethyl- 
5,6,7,8-tetrahydro-quina2oline-2,4-diamlne in step D of example 3107 (304 mg) in DMF (4 mL) were added EtgN (0.35 
mL), HOBt-HaO (241 mg), and EDC-HCI (242 mg). The reaction mixture was stin-ed at ambient temperature for 7 hr. 
To the reaction mixture was added water (20 mL) and the suspension was stirred at ambient temperature for 1 hr. The 
precipitated was collected by filtration, washed with H2O, and purified by medium-pressure liquid chromatography (NH- 
silica gel, 20% EtOAc In hexane). To a solution of the above material In EtOAc (10 mL) was added 4 M hydrogen 
chloride In EtOAc (0.2 mL), The mixture was stirred at ambient temperature for 1 hr. The precipitate was collected by 
filtration, washed with EtOAc, and dried under reduced pressure to give /V-[c/s-4-(4-dimethylamino-5,6,7,8-tetrahydro- 
quinazolin-2-ylamino)-cyclohexyl]-3,4-dlfluoro-benzamide hydrochloride (252 mg) as a white solid. 
ESI MS m/e 430. M (free) + H+; ^H NMR (300 MHz, CDCI3) S 1 .56-2.22 (m, 12 H), 2.48-2.84 (m, 4 H), 3.23 (s, 6 H), 
3.92-4.33 (m. 2 H). 6.51-6.77 (m, 1 H), 7.01-7.30 (m, 1 H), 7.43-7.86 (m, 2 H), 8.28-8.57 (m, 1 H). 12.56 (m, 1 H). 

Example 3193 

5-Nltro-thiophene-3-carboxyllcacld[c/s-4-(4-dimethylamlno-5,67,8-tetrahydro-qu 
cydohexyq-amide hydrochloride 

Step A: Synthesis of 5-nltro-thlophene-3-carboxyllc acid Ic/s^(4-dlmethylamlno-5,6,7,8-tetrahydro- 
quinazolln-2-ylamlno)-cyclohexyl]-amlde hydrochloride. 

[0805] Using the procedure for the step A of example 31 92, the title compound was obtained. 

ESI MS m/e 467, M (free) + Na+; NMR (300 MHz, CDCI3) 6 1 .51-2.24 (m, 12 H). 2.51-2.62 (m, 2 H). 2.67-2.81 (m, 

2 H), 3.23 (s. 6 H), 3.98-4.29 (m. 2 H), 7.42-7.48 (m. 1 H), 8.22-8.29 (m, 2 H), 8.37 (s, 1 H). 

Example 3194 

1 -Methyl-4-nltro-1 /#-pyrrole-2-carboxyllc acid [c/s-4-(4HJImethylamlno-5,6,7>8-tetrahydro-qulnazolln- 
2-ylamlno)-cyclohexyl]-amlde hydrochloride 

Step A: Synthesis of 1-methyl-4-nltro.1 H-pyrrole-2-carboxyllc acid [c/»4-(4-dlmethylamino-5,6,7,8-tetrahydro- 
quinazolin-2-ylamino)-cyclohexyi]-amlde hydrochloride 

[0806] Using the procedure for the step A of example 31 92, the title compound was obtained. 

ESI MS m/e 442, M (free) + H+; ^H NMR (300 MHz. CDCI3) 6 1 .57-2.13 (m. 12 H), 2.49-2.61 (m, 2 H). 2.68-2.81 (m, 

2 H), 3.22 (s. 6 H), 3.93-4.04 (m. 4 H). 4.14-4.24 (m. 1 H). 7.04-7.12 (m, 1 H), 7.23-7.27 (m. 1 H). 7.49-7.54 (m, 1 H). 
8.30-8.41 (m, 1 H). 12.66-12.92 (m, 1 H). 
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Example 3195 

AKc/s-4-(4-Dlmethylam(no-5,6J,8-tetrahydroKiulnazolln-2-ylamlno)-cyclohexylm 
benzamide hydrochloride 

Step A: Synthesis of AKc/s^-(4-dimethylamlno.5,67,8-tetrahydroK|ulna20lin-2-ylamino)-cycto 
3,4-dlfiuoro-benzamide hydrochloride. 

[0807] To a solution of A^-(c/s-4-aminomethyl-cyclohexyl)-AA^,A/*-dimethyl-5,673-tetrahyd 
amine In step A of example 3113 (300 mg) in CHCI3 (3 mL) were added IPrgNEt (0.36 mL) and 3,4-difluoro-benzoyl 
chloride (1 94 mg). The mixture was stinted at ambient temperature for 1 7 hr. The reaction was quenched with saturated 
aqueous NaHCOa and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04 filtered, concentrated under reduced pressure, and purified by medium-pressure liquid chromatog- 
raphy (NH-silica gel, 33% EtOAc in hexane). To a solution of the above material in EtOAc (2 mL) was added 4 M 
hydrogen chloride In EtOAc (1 0 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated under 
reduced pressure. A suspension of the residue In EtgO (20 mL) was stinted at ambient tempareture for 1 hr. The 
precipitate was collected by filtration, washed with EtgO, and dried under reduced pressure to give A^[c/s-4-(4-dimeth- 

ylamino-5.6,7,8-tetrahydro-quinazolin-2-yiamlno)-cyclohexylmethyl]-3,4-dlfluoro-benzamlde hydrochloride (263 mg) 
as a white solid. 

ESI MS m/e 466. M (free) + Na+; NMR (300 MHz, CDCI3) 5 1.50-1.96 (m. 13 H), 2.49-2.59 (m. 2 H) 2 66-2 77 (m 
2H), 3.21 (s. 6 H). 3.42-3.51 (m. 2 H). 4.16-4.28 (m, 1 H). 6.91-7.01 (m, 1 H), 7.17-7.26 (m, 1 H), 7.80-7.92 (m, 2 H)! 
8.55 (d. J= 8.2 Hz, 1 H). 12.61-12.77 (m, 1 H). 

Example 3196 

1- {2>Dichloro-phenyl)-3-[c/s^(4Kllmethylamlno-5,67,8-tetrahydro.quinazollri-2-yIam 
cyclohexylmethyl]-urea hydrochloride 

Step A: Synthesis of 1-(2.3-dlchIoro-phenyl)-3-[c/s-4-(4-dlmethylamlno-5,6,7,8-tetiahydro-qulnazolln- 

2- ylamino)-cyclohexyimethyl]-urea hydrochloride. 

[0808] To a solution of A/2-(cfi-4-aminomethyl-cyclohexyl)-A/^,A/4-dimethyl-5,6,7,8-tetrahydro-quinazoline-2,4-di- 
amine In step A of example 31 13 (300 mg) in DMSO (3 mL) was added 1 .2-dlchloro-4-isocyanato-benzene (207 mg). 
The mixture was stirred at ambient temperature for 12 hr and poured into water. The precipitate was filtrated, washed 
with water, and purified by medium-pressure liquid chromatography (NH-silica gel, 25% to 50% EtOAc in hexane). To 
a solution of the above material In EtOAc (2 mL) was added 4 M hydrogen chloride In EtOAc (10 mL). The mixture was 
stirred at ambient temperature for 1 hr and concentrated under reduced pressure. A suspension of the residue in Et20 
(20 mL) was stln-ed at ambient tempareture for 1 hr. The precipitate was collected by filtration, washed with EtgO, and 
dried under reduced pressure to give 1-(2,3-dlchloro-phenyl)-3-[c/s-4-(4-dimethylamlno-5,6,7,8-tetrahydro-qulnazolln- 
2-ylamino)-cyclohexylmethyl]-urea hydrochloride (113 mg) as a white solid. 

ESI MS m/e 491, M+; 1H NMR (200 MHz, CDCI3) 8 1.42-2.04 (m, 13 H), 2,46-2.80 (m, 4 H), 3.21 (s. 6 H), 3.29-3.44 
(m, 2 H). 4.18-4.38 (m. 1 H), 6.80-7.22 (m, 3 H). 8.06-8.45 (m, 3 H). 12.04-12.29 (m, 1 H). 

Example 3197 

AH[c/s-4-(4-Dlmethyiamino-pyrlmidln-2-yiamlno)-cyclohexyll-3,4.dlfluoro.benzamlde hydrochloride 

Step A: Synthesis of AKa/s^-(4-dlmethylamlno-pyrimldln-2-ylamlno>^yclohexyl]-3,4-dlfluoro-benzamide 
hydrochloride. 

[0809] Using the procedure for the step D of example 3129, the title compound was obtained. ESI MS m/e 376 M 
(free) + H+: 1H NMR (300 MHz. CDCI3) 8 1.61-2.01 (m, 8 H), 3.17 (s. 3 H), 3.28 (s, 3 H). 3.98-4.32 (m, 2 H). 5.98 (d 
J= 7.3 Hz, 1 H). 6.45-6.63 (m. 1 H), 7.11-7.30 (m, 1 H), 7.41-7.79 (m. 3 H). 8.67-8.94 (m, 1 H), 12.89-13.06 (m. 1 H). 
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Example 3198 

5-Nftro-thiophene-3-carboxylic acid [c/s^4<limethylamino-pyrimldine-2-ylamino)-cyclohexyl]-ami^ 
hydrochloride 

Step A: Synthesis of 5-nltro-thiophene-3-carboxyllc acid [c/s^(4-dimethyiamino-pyrlmidine-2-ytamlno>- 
cyclohexyq-amlde hydrochloride. 

[0810] To a solution of 5-nitro-thiophene-3-carboxylic acid (265 mg) and c/s-A^-(4-amino-cyclohexyl)-A/*,AA^-dime- 
thyl-pyrimidine-2.4-dlamine In step C of example 3129 (300 mg) In DMF (3 mL) were added (0.43 mL), HOBt- 
H2O (293 mg), and EDC-HCI (293 mg). The reaction mixture was stirred at ambient temperature for 12 hr To the 
reaction mixture was added water (20 mL) and the suspension was stirred at ambient temperature for 1 hr The pre- 
cipitated was collected by filtration, washed with HgO and purified by medium-pressure liquid chromatography (NH- 
siltca gel, 20% to 50% EtOAc in hexane). To a solution of the above material In EtOAc (1 0 mL) was added 4 M hydrogen 
chloride in EtOAc (2 mL). The mixture was stirred at ambient temperature for 1 hr. The precipitate was collected by 
filtration, washed with EtOAc, and dried under reduced pressure to give 5-nitro-thiophene-3-carboxylic acid [c/s- 

4- (4-dlmethylamino-pyrimidine-2-ylamino)-cyclohexyl]-amide hydrochloride (71 mg) as a white solid. 

ESI MS m/e 413, M (free) + Na+; NMR (300 MHz, CDCI3) 6 1 .62-2.02 (m, 8 H), 3.18 (s, 3 H), 3.27 (s. 3 H), 3.99-4.29 
(m. 2 H) 5.99 (d. J= 7.5 Hz. 1 H), 7.48-7.64 (m, 2 H), 8.34 (d, J = 1 .8 Hz, 1 H), 8.48 (d, J= 1 .8 Hz. 1 H). 8,50-8.67 (m. 
1H), 12.58-12.76 (m.lH). 

Example 3199 

5- (4-Chloro-phenyl)-turan-2-carboxyllcacld [c/s-4-(4-dimethyiamino-pyrlmldln-2-ylamino)-cyclohexyl]-amide 
hydrochloride 

Step A: Synthesis of 5-(4-Chloro-phenyl)-f uran-2-c8rfooxyllc acid [cis-4-(4-dlmethylamlno-pyrlmfdln- 
2-yiamino)-cyclohexyi]-amlde hydrochloride. 

[081 1] Using the procedure for the step A of example 31 98. the title compound was obtained. ESI MS m/e 462, M 
(free) + Na^ ^H NMR (300 MHz. CDCI3) 5 1 .67-2.07 (m, 8 H), 3.17 (s. 3 H), 3.28 (s. 3 H), 4,01-4.27 (m, 2 H), 5.97 (d. 
J= 6.9 Hz, 1 H), 6.71 (d, J= 3.5 Hz, 1 H). 6.76-6.87 (m. 1 H), 7.17 (d, J= 3.5 Hz, 1 H). 7.36-7.55 (m. 3 H), 7.69-7.79 
(m. 2 H), 8.65-8.86 (m, 1 H). 13.08-13.30 (m, 1 H). 

Example 3200 

4'-Fluoro-biphenyi-4-C8rboxylic acid [c/JE^4-(4-dimethyiamino-pyrlmldin-2-ylamino)-cyclohexyi^amlde 
hydrochloride 

Step A: Synthesis of 4'-fluoro-blphenyl-4-carboxyllcacid [c/s-4-(4-dimethyiamino-pyrlmidin-2-ylamlno)- 
cyelohexyl]-amide hydrochloride. 

[081 2J Using the procedure for the step A of example 3198, the title compound was obtained. ESI MS m/e 456, M 
(free) + Na+; ^H NMR (300 MHz. CDCI3) 5 1 .66-2.06 (m, 8 H), 3.17 (s, 3 H), 3.28 (s, 3 H), 4.06-4.32 (m. 2 H), 5.97 (d. 
J= 7.3 Hz, 1 H), 6.50-6.60 (m, 1 H), 7.09-7.20 (m. 2 H), 7.43-7.64 (m. 5 H). 7.85-7.91 (m, 2 H). 8.74-8.86 (m, 1 H). 
12.98-13.23 (m, 1 H). 

Example 3201 

AKc/s^-(4-Dimethylamlno-pyrimldln-2-ylamIno)-cyciohexyi].2-(4.fluofo-phenoxy)-n 
hydrochloride 

Step A: Synthesis of AK<^/^-(4-dimethylamlno-pyrimidin-2-ylamino)-cyciohexyl]-2-(4-fluoro-phenoxy)- 
nicotlnamlde hydrochloride. 

[0813] Using the procedure for the step A of example 31 98, the title compound was obtained. 

ESI MS m/e 473. M (free) -n Na+. ^H NMR (300 MHz, CDGI3) 8 1 .62-2.05 (m. 8 H). 3.16 (s. 3 H), 3.26 (s. 3 H) 4 07-4 24 

(m. 2 H). 5.94 (d. J= 7.3 Hz. 1 H), 7.09-7.20 (m, 3 H). 7.23-7.32 (m. 2 H). 7.42-7.52 (m. 1 H). 7.8 l'-7.94 (m. 1 H), 
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8.20 (dd, J= 4.8, 2.0 Hz, 1 H), 8.54 (dd, J= 7.6, 2.1 Hz, 1 H), 8.70-8.80 (m, 1 H), 13.23-13.38 (m. 1 H). 
Example 3202 

A^/c/s-4-(4-Dimethylamlno-pyrimidin-2-ylamlno)-cyclohexyl]-C-(ethyl-phenyl-a^ 
dihydrochloride 

Step A: Synthesis of ^c/s4-(4-dimethylamino-pyrimidln-2-ylamino)-cyclohexyl]-C-(ethyl-phenyl-amino 
aeetamlde dihydrochloride. 

[0814] Using the procedure for the step A of example 3198, the title compound was obtained. 

ESI MS m/e419, M (free) + Na+; ^H NMR (300 MHz, CDCI3) 8 1.14-1.35 (m, 3 H), 1.55-1.92 (m. 8 H). 3.15 (s, 3 H), 

3.24 (s. 3 H). 3.45-3.64 (m, 2 H), 3.75-4.06 (m, 4 H). 5.91-6.03 (m. 1 H). 7.00-7.64 (m, 7 H), 8.32-8.48 (m, 1 H), 
13.12-13.34 (m,1 H). 

Example 3203 

C^c/s-(4-Chloro-phenyl)-ethyl-amlno]-N-[4-(4-dimethylamino-pyrlmldln-2-ylamlno>cyclohexyi^ 
dihydrochloride 

Step A: Synthesis of C{c/s-(4-chloro-phenyl)-ethyl-amino]-N-[4-(4-dlmethyiamino-pyrimidin-2-ylamino)- 
cyclohexyij-acetamlde dihydrochloride. 

[0815] Using the procedure for the step A of example 31 98, the title compound was obtained. 

ESI MS m/e 431 , M (free) + H+: ^H NMR (300 MHz. CDCI3) 6 1 .12-1 .24 (m, 3 H), 1 .51 -1 .96 (m, 8 H), 3.15 (s. 3 H), 

3.25 (s, 3 H). 3.43-3.55 (m, 2 H), 3.74-3.98 (m, 3 H), 4,01-4.18 (m, 1 H), 5.88-6.02 (m, 1 H). 6.68-6.87 (m. 3 H). 
7.15-7.24 (m, 2 H). 7.43-7.62 (m, 1 H), 8.49-8.62 (m, 1 H), 13.11-13.28 (m. 1 H). 

Example 3204 

2-(3,4-Difiuoro-phenyl)-A^[c/s-4-(4Hilmethylamino-pyrimldin-2-ylamlno)-eyeiohexyi]-acetamM^ 

Step A: Synthesis of 2-(3,4-dlfiuoro-phenyl)-/V-[cl9-4-(4-dlmethyiamino-pyrlmidln-2-yiamino)-cyclohexyl]- 
acetamide hydrochloride. 

[0816] Using the procedure for the step A of example 3198, the title compound was obtained. 
ESI MS m/e 390, M (free) + H+; ^H NMR (300 MHz. DMSO-de) 61 .46-1 .87 (m, 8 H), 3.15 (s, 3 H), 3.18 (s, 3 H). 3.46 
(s, 2 H), 3.58-3.75 (m. 1 H). 3.86-4.04 (m. 1 H), 6.36 (d. J = 7.4 Hz. 1 H). 7.05-7.13 (m, 1 H). 7.27-7.40 (m, 2 H), 
7.84-7.94 (m, 1 H), 8.10-8.19 (m, 1 H), 8.27-8.38 (m, 1 H), 12.14-12.23 (m, 1 H). 

Example 3205 

AKc/s-4-(4-Dlmethylamlno-pyrimldln-2-ylamlno)-cyciohexyl]-3,5-difluoro-benzamlde hydrochloride 

Step A: Synthesis of A4c/s-4-(4-dimethylamlno-pyrimldin-2-yiamino)-cyciohexyi]-3,5-difluoro-benzamide 
hydrochloride. 

[0817] Using the procedure for the step D of example 3129, the title compound was obtained. 
ESI MS m/e 376, M (free) + H+; ^H NMR (300 MHz, CDCI3) 5 1 .64-2.02 (m, 8 H), 3.1 7 (s, 3 H). 3.28 (s, 3 H), 4.01^.31 
(m, 2 H), 5.97 (d, J= 7 A Hz. 1 H). 6.46-6.57 (m, 1 H). 6.87-6.98 (m, 1 H), 7.30-7.40 (m. 2 H), 7.49 (d, 7 A Hz, 1 
H), 8,77-8.93 (m, 1 H). 
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Example 3206 

3- Chioro-A^[cfo-4-(4-dimethylamino-pyrlmidln-2-ylamino)-cycloh^^ hydrochloride 

Step A: Synthesis of 3-Chloro-M-[dto-4-(4KJinriethylaminoi3yrlmidln-2-ylamlno)H:yclohe 
benzamlde hydrochloride. 

[0818] Using the procedure for the step A of example 3198, the title compound was obtained. 
ESI MS nrr/e 392, M (free) + H-^; NMR (300 MHz. CDCl^) 8 1 .65-2.00 (m, 8 H), 3.1 7 (s. 3 H). 3.28 (s. 3 H), 4.03-4.30 
(m, 2 H), 5.97 (d. J= 7.6 Hz, 1 H), 6.43-6.53 (m. 1 H), 7.19 (t, J = 8.5 Hz. 1 H). 7.43-7.54 (m. 1 H). 7.65-7.75 (m. 1 H), 
7.90-7.97 (m, 1 H), 8.76-8.94 (m, 1 H), 12.95-13.14 (m, 1 H). 

Example 3207 

4- Chloro-Af-[c/s-4-(4-dlmethylamino-pyrimidln-2-ylamino)-cyclohexyl]-3-fluoro-benzamlde hydrochloride 

Step A: Synthesis of 4-Chloro-A^[cl9-4-(4KJImethylaminoiiyrimidln-2-ylamlno)-cyclohexyl^3-fluoro^ 
benzamlde hydrochloride. 

[0819] iJsIng the procedure for the step A of example 31 98, the title compound was obtained. 
ESI MS m/e 392, M (free) + H+: ^H NMR (300 MHz, DMSO-dg) 6 1,56-1.98 (m, 8 H), 3.06-3.27 (m, 6 H), 3.76-4.10 (m, 
2 H), 6.37 (d. J= 7.6 Hz. 1 H), 7.65-7.80 (m, 2 H), 7.84-7.97 (m, 2 H), 8.21 -8.34 (m. 1 H), 8.39-8.56 (m. 1 H). 1 2.09-1 2.27 
(m. 1 H). 

Example 3208 

Pyrldlne-2-carboxylic acid [c/s-4-(4-dimethylamino-pyrimidln-2-ylamino)K:yclohexyl]-amlde hydrochloride 

Step A: Synthesis of pyrldlne-2-carboxylic acid [ciE&-4-(4-dimethylamino-pyrimldln-2-ylamino)-cyciohexyl]- 
amlde hydrochloride. 

[0820] Using the procedure for the step A of example 3198, the title compound was obtained. ESI MS m/e 341. M 
(free) + H-^; ^H NMR (300 MHz, CDCig) S 1 .72-2.07 (m. 8 H), 3.17 (s, 3 H). 3.27 (s. 3 H), 4.02^.22 (m, 2 H). 5.97 (d. 
J= 7.4 Hz, 1 H). 7.36-7.55 (m. 2 H). 7.76-7.88 (m. 1 H). 8.10-8.29 (m, 2 H), 8.52-8.70 (m, 2 H). 

Example 3209 

AKc/s-4-(4-Dimethylamlno-pyrlmldln-2-ylamlno)-cyciohexyi]-nlcotlnamide dihydrochioride 

Step A: Synthesis of A4c/s-4-(4-dimethylamlno-pyrimidin-2-ylamlno)-cyclohexyl]-nlcotinamlde 
dihydrochioride. 

[0821] Using the procedure for the step A of example 31 98, the title compound was obtained. 

ESI MS m/e 341, M (free) + H+; 1H NMR (300 MHz. DMSO-dg) 8 1.62-2.03 (m. 8 H). 3.15 (s, 3 H). 3.20 (s. 3 H). 

3.83- 4.08 (m, 2 H), 6.37 (d, J= 7.4 Hz, 1 H), 7.81-7.98 (m. 2 H). 8.34-8.48 (m, 1 H), 8.58-8.66 (m, 1 H). 8.76-8.93 (m. 
2 H), 9.17-9.23 (m, 1 H), 12.30-12.48 (m. 1 H). 

Example 3210 

A4c/s-4-(4-Dlmethylamino-pyrimidln-2-ylamlno)-cyclohexyl]-lsonicotlnamlde dihydrochioride 

Step A: Synthesis of iVic/s-4-(4-dlmethylamlno-pyrlmidln-2-ylamino)-cyclohexyl]-lsonicotlnamide 
dihydrochioride. 

[0822] Using the procedure for the step A of example 31 98, the title compound was obtained. 

ESI MS m/e 341. M (free) + H-^; ^H NMR (300 MHz, DMSO-dg) 8 1.67-1.99 (m. 8 H), 3.16 (s. 3 H), 3.20 (s, 3 H), 

3.84- 4.07 (m, 2 H), 6.37 (d. J= 7 A Hz, 1 H). 7.86-8.02 (m, 1 H), 8.25 (d, J= 6.5 Hz. 2 H). 8.48-8.57 (m, 1 H). 8.95-9.13 
(m,3H), 12.53-12.69 (m. 1 H). 
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Example 3211 

5-Bromo.W.[c/s^(4Kllmethylamlno-pyrImldin-2.ylamino)-cycte 

Step A: Synthesis of 5-Bremo-A^[cte^{4Kllmethylamlno.pyrlmldln.2-ylamlno)-cyclohexylN 
hydrochloride. 

[0823] Using the procedure for the step A of example 31 98, the title compound was obtained. 
ESI MS m/e 419, M (free) + H+; NMR (300 MHz. CDCI3) 81 .64-2.07 (m, 8 H). 3.18 (s. 3 H), 3.28 (s, 3 H), 4.04-4 31 
(m, 2 H), 5.96-6.04 (m. 1 H). 7.37-7.66 (m, 2 H), 8.42 (brs, 1 H). 8.63-8.74 (m, 1 H), 8.79 (brs, 1 H), 9.12'(brs. 1 H) 
12.72-12.97(m. 1 H). /. k . 

Example 3212 

A^-[c/s^-(4-Dlmethylamlno-pyrlmldln-2-ylamlno><yclohexyl]-6-trifluoromet^^ hydrochloride 

Step A: Synthesis of AK<?'^-(4-dimethylamlno-pyrimldln-2-yiamino)-cyclohexyl]-6-trif luoromethyl- 
nfcotlnamide hydrochloride. 

[0824] Using the procedure for the step A of example 31 98, the title compound was obtained. 
ESI MS m/e 409, M (free) + H+; 1H NMR (300 MHz, CDCI3) 6 1 .63-2.06 (m, 8 H), 3.1 8 (s, 3 H),3.27 (s, 3 H) 4 07-4 34 
(m, 2 H), 5.98 (d, J= 7.4 Hz. 1 H), 7.47-7.62 (m. 2 H). 7.72 (d, J= 8.0 Hz, 1 H), 8,35-8.45 (m, 1 H), 8.57-8.74 (m. 1 
H), 9.24-9.31 (m, 1 H). ^ 

Example 3213 

4-Chloro-pyrldine-2-carboxylic acid [c/s-4-(4-dImethylamlno-pyrlmldln-2-yiamlno)-cyciohexyl]-amlde 
hydrochloride 

Step A: Synthesis of 4-chloro-pyridlne-2-carboxyllc acid [cfe^(4-dlmethylamino-pyrimidin-2-yiamlno)- 
cyclohexyij-amide hydrochloride. 

[0825] Using the procedure for the step A of example 31 98. the title compound was obtained. 

ESI MS m/e 375, M (free) + H+; iH NMR (300 MHz, CDCI3) 6 1 .71-2,09 (m, 8 H), 3.18 (s. 3 H), 3.28 (s. 3 H), 4.01-4.24 

(m, 2 H), 5.88-6.08 (m. 1 H), 7.39-7.59 (m, 2 H), 8.05-8.35 (m, 2 H). 8.43-8.72 (m, 2 H), 13.20-13.45 (m. 1' H). 

Example 3214 

AKclB-4-(4-Dlmethylamino-pyrimidln-2-ylamlno)-cyciohexyl]-4-fluoro-benzamide hydrochloride 

Step A: Synthesis of i^c/s^-(4-dlmethylamino-pyrlmldln-2-ylamino)-cyclohexyl]-4-f luoro-benzamlde 
hydrochloride. 

[0826] Using the procedure for the step D of example 3129, the title compound was obtained. 
ESI MS m/e 380, M (free) + Na+; 1H NMR (300 MHz, CDCI3) 6 1 .63-2.24 (m, 8 H), 3.17 (s, 3 H). 3.27 (s, 3 H) 4 01-4 32 
(m, 2 H), 5.97 (d. J= 7.3 Hz, 1 H). 6.38-6.57 (m. 1 H). 7.01-7.17 (m, 2 H), 7.41-7.54 (m, 1 H). 7.77-7.91 (m 2 H) 
8.76-8.84 (m, 1 H), 12.86-13.14 (m, 1 H). 

Example 3215 

3-Chioro-A^[c/s-4-(4-dimethylamino-pyrimldin-2-yiamino)-cyclohexyl]-5-fluoro-benzamide hydrochloride 

Step A: Synthesis of 3-Chloro-/V-[c/s-4-(4-dimethylamino-pyrimldin-2-ylamlno)^clohexylh5-fluoro- 
benzamide hydrochloride. 

[0827] Using the procedure for the step A of example 31 98, the title compound was obtained. 

ESI MS m/e 414, M (free) + Na+; 1H NMR (300 MHz. CDCI3) 5 1 .64-2.03 (m, 8 H). 3.17 (s, 3 H), 3.28 (s 3 H) 4 02-4 31 

(m. 2 H), 5.97 (d. J = 7.4 Hz. 1 H). 6.53-6.67 (m. 1 H). 7.16-7.23 (m, 1 H). 7.41-7.51 (m. 2 H), 7.58-7.64 (m 1 H) 
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8.76-8.91 (m, 1 H). 
Example 3216 

AKc/s^K4-Dlmethylamlno-pyrimldln.2-ylamino)s:yclohexyll-3,4,5-fr^^ hydrochloride 

Step A: Synthesis of W-[c/s^.(4-dlmethylamlno-pyrimldln-2-ylamlno)-cyclohexyil-3A5-triflu 
hydrochloride. 

[0828J Using the procedure for the step A of example 31 98, the title compound was obtained. 

ESI MS m/e 41 6, M (free) + Na+; 1H NMR (300 MHz, CDCI3) 8 1 .66-2.03 (m, 8 H), 3.18 (s. 3 H). 3.28 (s, 3 H), 4.01-4.34 

(m, 2 H), 5.98 (d, J= 7.4 Hz. 1 H), 6.70-6.79 (m. 1 H). 7.42-7.63 (m. 3 H), 8.73-8.86 (m, 1 H). 

Example 3217 

3.5-DI-tert-butyl-/V.[c/a-4-(4-dlmethylamino-pyrlmldln-2-ylamlno)K:yclohexyl]-4-h^^ 
hydrochloride 



Step A: Synthesis of 3,5<li-t»rt-butyl-M[cl5-4-{4Klimethylamino-pyrlmldln-2-ylamfno>cyclohexyn-4-hydroxy^ 
benzamide hydrochloride. 

[0829] Using the procedure for the step A of example 31 98, the title compound was obtained. 
ESI MS m/e 490, M (free) + Na+i^H NMR (300 MHz, CDCI3) S 1 .47 (s, 18 H), 1.63-2.13 (m, 8 H). 3.17 (s, 3 H), 3 28 
(s. 3 H). 4.06-4.27 (m, 2 H), 5.52 (s, 1 H). 5.90-6.02 (m, 1 H). 6.57-6.73 (m, 1 H), 7.41-7.55 (m, 1 H), 7.63 (s,'2 H). 
8.60-8.77 (m. 1 H), 13.00-13.24 (m. 1 H). 

Example 3218 

1-(2,3-Dlchloro-phenyl)-3-[c/9-4-(4-dlmethylamino-pyrimidin-2-ylamino)-cyciohexyl]-urea 

Step A: Synthesis of 1-(2,3Hllchloro-phenyi)-3-[c/^{4-dimethylamlno-pyrlmldln-2-yte 
hydrochloride. 

[0830] To a solution of A^-(c/s-4-amino-cyclohexyl)-/V<,/V*-dlmethyl-pyrimidine-2,4-dlamine in step C of example 
3129 (300 mg) in DMSO (3 mL) was added 1,2-dichloro-3-isocyanato-benzene (264 mg). The mixture was stirred at 
ambient temperature for 12 hr and poured Into water. The precipitate was filtrated, washed with water, and purified by 
medium-pressure liquid chromatography (NH-silica gel, 25% to 50% EtOAc in hexane). To a solution of the above 
material in EtOAc (2 mL) was added 4 M hydrogen chloride in EtOAc (10 mL). The mixture was stirred at ambient 
temperature for 1 hr and concentrated under reduced pressure. A suspension of the residue in Et20 (20 mL) was 
stirred at ambient temperature for 1 hr. The precipitate was collected by filtration, washed with Et20, and dried under 
reduced pressure to give 1-(2,3-dlchloro-phenyl)-3-[c/s-4-(4-dimethyiamjno-pyrimidln-2-ylamino)-cyclohexyl]-urea hy- 
drochloride (421 mg) as a white solid. 

ESI MS m/e 445, M (free) + Na+; ^H NMR (200 MHz. CDCI3) 8 1 .63-2.19 (m, 8 H), 3.15 (s, 3 H), 3.25 (s. 3 H), 3.80-4 22 
(m. 2 H), 5.94 (d, J= 7 A Hz. 1 H). 7.00-7.19 (m, 2 H). 7.43-7.64 (m. 2 H). 8.16 (dd, J= 8.3, 1 .7 Hz, 1 H), 8.37-8.52 
(m, 1H). 12.70-13.00 (m.lH). 

Example 3219 

^-[c/s-4-(4-Dlmethylamlno-pyrlmldln-2-ytemlno)-cyclohexylmethyl>3,4<Jifluoro-benzamlde hydros 

Step A: Synthesis of iVYc/s4-(4-dimethylamlno-pyrimldln-2-ylamino>-cyclohexylmethyl]-3,4-difluoro- 
benzamlde hydrochloride. 

[0831] To a solution of /V^-(c/s-4-aminomethyl-cyclohexyl)-A^,/V*-dlmethyi-pyrimidine-2,4-diamine in step B of exam- 
ple 3145 (300 mg) in CHCI3 (3 mL) were added iPrgNEt (0.59 mL) and 3,4-difluoro-benzoyl chloride (233 mg). The 
mixture was stirred at ambient temperature for 17 hr. The reaction was quenched with saturated aqueous NaHCOa 
and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04. 
filtered, concentrated under reduced pressure, and purified by medium-pressure liquid chromatography (NH-silica gel! 
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33 % EtOAc in hexane). To a solution of the above material in EtOAc (2 mL) was added 4 M hydrogen chloride in 
EtOAc (1 0 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated under reduced pressure. A 
suspension of the residue in EtgO (20 mL) was stirred at ambient tempareture for 1 hr. The precipitate was collected 
by filtration, washed with EtgO, and dried under reduced pressure to give /V-[c/s-4-{4-dlmethylamino-pyrlmidin-2-ylami- 
no)-cyclohexylmethyl]- 3,4-difluoro-benzamide hydrochloride (155 mg) as a white solid. 

ESI MS m/e 412, M (free) + Na+; NMR (200 MHz, CDCI3) 5 1 .26-2.03 (m. 9 H), 3.16 (s, 3 H), 3.26 (s, 3 H), 3.37-3.61 
(m, 2 H), 4.18-4.35 (m, 1 H), 5.94 (d, J= 7.4 Hz, 1 H), 6.82-7.33 (m, 2 H), 7.46 (d, J= 7.4 Hz, 1 H), 7.74-8.07 (m, 2 
H), 8.83-9.12 (m,1 H). 

Example 3220 

A^[c/s^-(4-Dlmethylamlno-pyrlmidin-2-yiamlno)H;yclohexylniethyl]-2-(2 
hydrochloride 

Step A: Synthesis of Af-[c/s^-(4-dlmethylanrilno*pyrlmldlri-2-ylamlno)-cyclohexylmethyq-2-(2,3,6-trichl^ 
phenyl)-acetamide hydrochloride. 

[0832] Using the procedure for the step C of example 31 1 8, the title compound was obtained. 
ESI MS m/e 492, M (free) + Na+: ^H NMR (300 MHz, CDCI3) 8 1.57-1.98 (m, 9 H). 3.16 (s. 3 H), 3.21-3.33 (m. 4 H). 
4.16 (s, 2 H), 4.20-4.34 (m. 1 H). 5.95-5.99 (m, 1 H), 6.51-6.64 (m, 1 H), 7.23-7.51 (m, 3 H), 8.75-8.83 (m, 1 H), 
12.80-12.96 (m. 1 H). 

Example 3221 

9H-Xanthene*9-carboxylic acid [c/s-4-(4-dlmethylanninoi3yrlnildin-2-ylamlno)<yclohexylniethythamid^ 
hydrochloride 

Step A: Synthesis of 9H-xanthene-9-carboxylic acid [c/s-4-(4-dimethylamlno-pyrlmldln-2-ylamlno)- 
cyclohexylmethylj-amide hydrochloride. 

[0833] Using the procedure for the step C of example 3118, the title compound was obtained. 
ESI MS m/e 480, M (free) + Na+; ^H NMR (300 MHz, CDCI3) 5 1 .27-1 .94 (m, 9 H), 3.05-3.19 (m, 5 H), 3.24 (s, 3 H), 
4.14-4.28 (m, 1 H), 5.10 (s, 1 H), 5.91 (d, J= 7 A Hz, 1 H), 6.19-6.33 (m, 1 H), 6.98-7.18 (m, 3 H). 7.20-7.31 (m, 2 H), 
7.37-7.54 (m, 3 H), 8.62-8.82 (m, 1 H) 12.88-13,08 (m, 1 H). 

Example 3222 

1H2,3-Dichloro-pheriyl)-3-[cl9-4-(4Kilmethyiamlrio-pyrimidin-2<ylamino)-cyclohexy 
hydrochloride 

Step A: Synthesis of 1-(2,3Klichloro-phenyl>^[cls-4-(4-dimethylamir)o-pyrlmldlri-2-ylamlno)- 
cyclohexylmethyl]-urea hydrochloride. 

[0834] To a solution of A/^-(c/s-4-aminomethyl-cyclohexyl)-/V^,A/^-dlmethyl-pyrimldlne-2,4-diamlne in step B of exam- 
ple 3145 (300 mg) In DMSO (3 mL) was added 1.2-dichloro-3-isocyanato-benzene (249 mg). The mixture was stinred 
at ambient temperature for 15 hr and poured Into water (20 mL). The precipitate was filtrated, washed with water, and 
purified by medium-pressure liquid chromatography (NH-sllica gel, 25% to 50% EtOAc In hexane). To a solution of the 
above material in EtOAc (2 mL) was added 4 M hydrogen chloride in EtOAc (1 0 mL). The mixture was stirred at ambient 
temperature for 1 hr and concentrated under reduced pressure. A suspension of the residue in EtgO (20 mL) was 
stirred at ambient tempareture for 1 hr. The precipitate was collected by filtration, washed with EtgO, and dried under 
reduced pressure to 1 -(2,3-dlchloro-phenyl)-3-[c/s-4-(4-dlmethylamlno-pyrimldin-2-ylamino)-cyclohexylmethyl]-urea 
hydrochloride (260 mg) as a white solid. 

ESI MS m/e 437, M+; ^H NMR (200 MHz, CDCI3) 6 1 .35-2.10 (m, 9 H), 3.16 (s. 3 H). 3.26 (s. 3 H), 3.32-3.47 (m, 2 H), 
4.27-4.47 (m, 1 H). 5.96 (d, J= 7.5 Hz, 1 H). 6.80-7.20 (m, 3 H), 7.47 (d, J= 7.5 Hz, 1 H), 8.08-8.37 (m, 2 H), 8.63-8.93 
(m. 1 H). 
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Example 3223 

3ADmuoio-A^[cto-4-(4^nethylamlno.pyrlmldln-2-ylamino)-cyelohexylhbenzamlde-hydioc^ 
Step A: Synthesis of (2-chloro-pyrlmidln-4-yl)-methyl-amlne. 

[0835] To a solution of 2.4-dlchloro-pyrimldine (1 5.0 g) in THF (1 50 mL) was added 40% aqueous iVIeNH, (1 9 5 g) 
The mixture was stirred at ambient temperature for 1 .5 hr. The solution was poured into saturated aqueous NaHCO, 
and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgSO. 
filtrated, concentrated, and purified by flash chromatography (NH-silIca, 20% EtOAc in hexane) to give (2-chloro-pyri- 
midin-4-yl)-methyl-amine (10.0 g) as a white solid and (4-chloro-pyrimldin-2-yl)-methyl-amine (0.87 g 6%) as a white 
solid. {2-chloro-pyrimidin-4-yl)-methyl-amine; 

ESI MS m/e 143, M+; iH NMR (300 MHz, CDCI3) 83.01 (d, J= 5.0 Hz, 3 H), 5.58-5.96 (m, 1 H), 6.55 (d, J = 5.1 Hz, 
1 H), 8.09-8.23 (m, 1 H). ' 

(4-chloro-pyrimidin-2-yl)-methyl-amine; 

ESI MS m/e 143, M-; 1H NMR (300 MHz, CDCl3)82.98 (d, J=5.0 Hz, 3 H), 6.27 (d, J= 6.1 Hz, 1 H), 7.93-8.20 (m, 1 H). 

Step B: Synthesis of [c/s^(4-methylamlno-pyrlmldln-2-ylamlno)<yclohexyl] carbamle acid tert-butyl ester. 

[0836] A mixture of (2-chloro-pyr!midin-4-yl)-methyl-amine (2.50 g) and (c/s-4-amino-cyclohexyl)-cartamlc acid terf- 
butyl ester obtained in step B of example 1 (4. 1 0 g) in BuOH (2.50 mL) was stirred at reflux for 24 hr. The reaction 
mixture was poured into saturated aqueous NaHCOg. and the aqueous layer was extracted with CHCU (three times) 
TTie combined organic layer was dried over MgS04, filtrated, concentrated under reduced pressure and purified by 
medium-pressure liquid chromatography (NH-sllica, 25% to 66% EtOAc in hexane) to give [c/s-4-(4-methylamino-py- 
nmidin-2-yiamino)-cyclohexyl]-carbamlc acid tert-butyl ester (2.63 g) as a white solid 

ESI MS m/e 344. M + Na+; iH NMR (300 MHz, CDCI3) 8 1 .36-1 .88 (m, 1 7 H), 2.89 (d, J= 5.1 Hz, 3 H), 3.53-3.69 (m 
1 H), 3.84-4.04 (m, 1 H), 4.44-4.70 (m. 2 H), 4.76-4.86 (m, 1 H). 5.69-5.72 (m, = 1 H), 7.80-7.91 (m, 1 H). 

Step C: Synthesis of AP-(cfe-4-amlno-cyclohexyl)-A/«-methyi-pyrimldlne-2,4sJlamlne. 

[0837] A solution of [efe^(4-methylamino-pyrimidin-2-ylamino)-cyclohexylJ-carbamic acid tert-butyl ester (4 76 g) 
in EtOAc (48 mL) was cooled on an ice-bath and 4 M hydrogen chloride in EtOAc (24 mL) was added. The mixture 
was stin-ed at ambient temperature for 4 hrand concentrated under reduced pressure. Tlie residue was dissolved in 
1 M aqueous NaOH and the aqueous layer was extracted with GHCI3 (five times). The combined organic layer was 
dried over MgS04, filtered, concentrated under reduced pressure, and dried under reduced pressure to give /\f!.(c/s- 
4-amino-cyclohexyl)-/7*-methyl-pyrlmidine-2,4-dlamlne (3.00 g, 80%) as a white solid 

ESI MS m/e 222. M + H+; iH NMR (300 MHz, CDCig) 8 0.95-1.92 (m. 10 H). 2.78-2.99 (m. 4 H). 3.92-4 08 (m 1 H) 
4.56-4.75 (m. 1 H), 4.84-4.97 (m. 1 H). 5.68 (d, J= 5.9 Hz, 1 H), 7.85 (d. jL 5.7 Hz, 1 H). 

Step D: Synthesis of 3,4-dmuoio-N-[c/s^(4-methylamlno-pyrlmldln-2.ylamlno)-cyctohexyl].benzamlde 
hydrochloride. 

[0838] To a solution of 3.4-dlfluoro-benzolc acid (196 mg) and /V2-(c/s-4-amino-cyclohexyl)-/V<-methyl-pyrimidine- 
2,4-diamine (250 mg) In DMF (4 mL) were added EtgN (0.38 mL), HOBt-HgO (259 mg), and EDC-HCI (238 mg) The 
reaction mixture was stirred at ambient temperature for 1 2 hr. To the mixture was added water (20 mL) and the aqueous 
layer was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04. filtered, concentrated 
under reduced pressure, and purified by medium-pressure liquid chromatography (NH-silica gel, 33 % to 75% EtOAc 
in hexane). To a solution of the above material in EtOAc (1 0 mL) was added 4 M hydrogen chloride In EtOAc (0 2 mL) 
The mixture was stirred at ambient temperature for 1 hr. The precipitate was collected by filtration, washed with EtOAc' 
and dned under reduced pressure to give 3.4-difluoro-AKc/s-4-(4-methylamino-pyhmidin-2-ylamjno)-cyclohexyn-ben- 
zamlde hydrochloride (317 mg) as a white solid. ' ' ' /j 

ESI MS m/e 362. M (free) + H+; 1 H NMR (300 MHz. DMSO-dg) 8 1 .59-1 .90 (m. 8 H). 2.89 (d, J= 4.6 Hz 3 H) 3 80-4 1 1 
(m. 2 H). 6.03-6.13 (m. 1 H). 7.47-8.03 (m, 4 H), 8.27-8.49 (m. 2 H). 8.82-9.06 (m, 1 H). 11 .92-12.11 (m. 1 H). 
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Example 3224 

3.Chloro.4.fluoro.A^[c/s^(4.methylamino.|iyrimldln-2-ylamino)^yd^ 

Step A: Synthesis of 3-chloro^-f luore-/\^(c/s-4K4-methylamlno-pyrlm ldln-2-ylamIno)-cycl^ 
hydrochloride. 

[0839] Using the procedure for the step C of example 3223, the title compound was obtained. 
ESI MS nVe 378, M (free) + H+; NMR (300 MHz, DMSO-de) § 1 '59-1 .90 (m, 8 H), 2.89 (d, J= 4.6 Hz, 3 H) 3 77-4 1 0 
(m, 2 H), 6.00-6.12 (m, 1 H), 7.49-7.60 (m, 1 H). 7.67-7.76 (m, 1 H), 7.85-7.94 (m. 1 H), 8.11 (dd, J= 7.l' 2.2 Hz 1 
H), 8.24-8.51 (m, 2 H). 8.82-8.94 (nfi, 1 H), 11.80-11.98 (m, 1 H). 

Example 3225 

Af-[c/s^-(4.Ethylamlno-pyrlmldln-2-ylamino)-cyclohexyl]-3,4-dlfluoro-benzamlde hydrochloric^ 
Step A: Synthesis of (2-chloro-pyrlmidin-4-yl)-ethyl-amine. 

[0840] To the solution of 2.4-dichloro-pyrlmldlne (5.00 g) In THF (50 mL) was added 70% aqueous EtNHg (5.40 g). 
The mixture was stirred at ambient temperature for 1 hr. To the residue was added saturated aqueous NaHCOg and 
the aqueous layer was extracted with CHCI3 (two times). The combined organic layer was dried over MgS04, filtered, 
concentrated under reduced pressure, and purified flash chromatography (silica gel, 17% to 50% EtOAc in hexane) 
to give (2-chloro-pyrimidln-4-yl)-ethyl-amine (3.69 g) as a white solid and (4-chloro-pyrimidin-2-yl)-ethyl-amlne (1.28 
g) as a white solid. 
(2-chloro-pyrlmidin-4-yl)-ethyl-amine; 

ESI MS m/e 157. M^;iH NMR (500 MHz, CDCia) 6 1.26 (t, J= 7.3 Hz, 3 H), 3.16-3.62 (m, 2 H), 4.80-5.95 (m, 1 H). 

6.23 (d. J= 5.8 Hz, 1 H), 8.02-8.22 (m, 1 H). 

{4-chloro-pyrimidin-2-yl)-ethyl-amine; 

CI MS m/e 158, M + H+;1H NMR (500 MHz, CDCI3) § 1-23 (t, J= 7.5 Hz, 3 H), 3.42-3.49 (m, 2 H). 5.30-5.62 (m. 1 H) 
6.54 (d, J= 5.2 Hz, 1 H), 8.02-8.22 (m. 1 H). 

Step B: Synthesis of AKc/s^-(4-ethylamlno-pyrlmidln-2-ylamlno)-cyclohexyl]-3,4.dlf luoro-benzamlde 
hydrochloride. 

[0841] To a solution of /V-^c/s-4-amino-cyclohexyl)-3,4-difluoro-benzamlde obtained In step D of example 3031 (300 
mg) in BuOH (1 mL) was added (2-chloro-pyrlmldin-4-yl)-ethyl-amine (532 mg). The mixture was heated in a microwave 
synthesizer at 200«C for 30 min. To the mixture was added saturated aqueous NaHCOa and the aqueous layer was 
extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtrated, concentrated under 
reduced pressure, and purified by medium-pressure liquid chromatography (NH-sllica gel, 20% to 50% in EtOAc in 
nexane). To a solution of the above material in EtOAc (10.0 mL) was added 4 M hydrogen chloride in EtOAc (5.00 mL). 
The mixture was stirred at ambient temperature for 1 hr and concentrated under reduced pressure. A suspension of 
the above material in £1^0 (20 mL) was stin-ed at ambient temperature for 4 hr. The precipitate was collected by filtration, 
washed with EtaO, and dried under reduced pressure to give A/-[c/s-4-(4-ethylamino-pyrimidin-2-ylamino)-cycIohexyl]- 
3,4-difluoro-benzamide hydrochloride (398 mg) as a white solid. 

ESI MS m/e 398, M (free) + Na+; ^H NMR (500 MHz, CDCI3) 6 1.19-1.42 (m. 3 H). 1.61-2.05 (m, 8 H), 3.46-3.65 (m 
2 H), 4.00-4.34 (m, 2 H), 5.85-6.00 (m. 1 H), 6.42-6.72 (m. 2 H). 7.11-7.37 (m. 2 H), 7.52-7.82 (m, 2 H). 8.68-8.90 (m, 1 H).' 

Example 3226 

NHc/s-4-[4.(Ethyl-methyl-amlno)-pyrlmidln-2.ylamlnol-cyciohexyl}-3,4-dlfluoro benzamide hydrochloride 
Step A: Synthesis of (2-chloro-pyrimldin-4-yl)-ethyl-methyl-amme. 

[08421 To the solution of 2,4-dichloro-pyrimidjne (5.00 g) in THF (50 mL) was added ethyi-methyl-amlne (2.08 g). 
The mixture was stirred at ambient temperature for 1 hr. To the residue was added saturated aqueous NaHCOa and 
the aqueous layer was extracted with CHCI3 (two times). The combined organic layer was dried over MgS04, filtered, 
concentrated under reduced pressure, and purified flash chromatography (silica gel, 1 7% to 50% EtOAc in hexane) 
to give (2-chloro-pyrimidin-4-yO-ethyl-methyl-amine (4.49 g) as a white solid and (4-chloro-pyrimldin-2-yl)-ethyl-methyl- 
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amine (o.91 g) as a colorless oil. 
(2-chloro-pyrlmldln-4-yl)-ethyl-methyl-amlne; 

CI MS m/e 172. M (free) + H+; 1H NMR (500 MHz, CDCI3) 8 1.18 (t. J= 3.0 Hz, 3H). 3.06 (brs, 3 H). 3.35-3.70 (m. 2 

H), 6.29 (d, J= 4.8 Hz, 1 H), 7.99(d, J= 6.1 Hz, 1 H). 

(4-chloro-pyrimidln-2-yl)-ethyl-methyl-amine; 

CI MS m/e 172, M + H+: iH NMR (500 MHz, CDCI3) 8 1.17 (t, J= 3.0 Hz. 3 H). 3.10 (s, 3 H), 3.66 (q. J= 7.0 Hz. 2 H), 
6.45 (d. J= 5.0 Hz, 1 H). 8.14 (d, J= 5.0 Hz, 1 H). 

Step B: Synthesis of AKc/»-4-[4-(ethyl-methyl-amino)-pyrimidin-2-ylamino)hcyclohexyl}-3,4-di^^ 
benzamide hydrochlortde. 

[0843] Using the procedure for the step B of example 3225, the title compound was obtained. 
ESI MS m/e 412, M (free) + Na+; ^H NMR (300 MHz, CDCI3) 6 1 .18-1 .33 (m, 3 H). 1 .64-2.03 (m, 8 H), 3.13-3.32 (m, 
3 H), 3.44-3.56 (m, 1 H), 3.67-3.82 (m, 1 H). 4.04-4.31 (m, 2 H). 5,90-6.00 (m, 1 H). 6.59-6.72 (m, 1 H). 7.14-7.27 (m, 
1 H), 7.43-7.62 (m, 2 H), 7.68-7.79 (m, 1 H), 8.71-8.83 (m, 1 H). 

Example 3227 

3,4-Difluoro-A^(c/9-4-{4-[(2-hydroxy-ethyi)-methyl4mino]-pyrimldln-2-ylamino}^ 
hydrochloride 

Step A: Synthesis of [(2-chloro-pyrimldin-4-yO-methyl-amino]-ethanol. 

[0844] To the solution of 2,4-dlchloro-pyrimidine (5,00 g) In THF (50 mL) was added 2-methylamlno-ethanol (2.65 
g). The mixture was stirred at ambient temperature for 1 hr. To the residue was added saturated aqueous NaHCOs and 
the aqueous layer was extracted with CHCI3 (two times). The combined organic layer was dried over MgS04, filtered, 
concentrated under reduced pressure, and purified flash chromatography (silica gel, 17% to 50% EtOAc In hexane) 
to give [(2-chloro-pyrimldin-4-yl)-methyl-amino]-ethanol (3.50 g) as a white solid and [(4-chloro-pyrimldin-2-yl)-methyl- 
amlno]-ethanol (827 mg) as a white solid. 
[(2-chloro-pyrlmidin-4-yl)-methyl-amlno]-ethanol; 

ESI MS m/e 1 88, M (free) + H+; ^H NMR (500 MHz, CDCI3) 8 2.91 (brs, 3 H), 3.13 (s, 3 H). 3.64-3.92 (m. 4 H). 6.46-6.49 

(m, 1 H), 7.99 (d. J=6.1 Hz, 1 H). 

[(4-chloro-pynmidin-2-yl)-methyl-amino]-ethanol 

ESI MS m/e 210, M + Na+; ^H NMR (500 MHz, CDCI3) 8 3.23 (s. 3 H), 3.76-3.92 (m, 4 H), 6.52 (d, J=6.2 Hz, 1 H), 
8.12(d, J=4.6Hz, 1 H). 

Step B: Synthesis of 3,4-difluoro-iV-(c/s^{4-[(2-hydroxy-ethyl)-methyl-amino]-pyrimidln-2-yiamino}- 
cyclohexyO-benzamide hydrochloride. 

[0845] Using the procedure for the step B of example 3225, the title compound was obtained. 
ESI MS m/e 428. M (free) + Na+; iH NMR (300 MHz, DMSO-dg) 8 1 .61 -1 .98 (m, 8 H). 3.13-3.26 (m. 3 H). 3.54-4.31 
(m, 5 H). 4.76-5.02 (m, 1 H), 6.26-6.52 (m. 1 H). 7.48-7.62 (m, 1 H). 7.68-8.17 (m, 4 H), 8.28-8.47 (m, 1 H). 11 .74-11 .95 
(m, 1 H). 

Example 3228 

3-Chloro-A^[c/s-4-(4Kllmethylamlno-S-methyl-pyrlmidln-2-ylamino)^dohexyl]^^^ 
hydrochloride 

Step A: Synthesis of AK^/^-anilno-cyclohexyl)-3-chloro-4-fluoro-benzamlde. 

[0846] To a solution of 3-chloro-4-fluoro-benzolc acid (26.9 g) and (cis-4-amino-cyclohexyl)^arbamlc acid fe/t-butyl 
ester (30.0 g) In DMF (300 mL) were added EtgN (46.8 mL), HOBt-HgO (32.2 g). and EDC-HCI (29.5 g). The reaction 
mixture was stin-ed at ambient temperature for 20 hr. To the mixture was added water (1 .20 L) and the aqueous layer 
was extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, and concentrated 
under reduced pressure. A solution of the above material In EtOAc (650 mL) was cooled on an Ice-bath and 4 M 
hydrogen chloride in EtOAc (325 mL) was added. The mixture was stln-ed at ambient temperature for 16 hr and con- 
centrated under reduced pressure. The residue was dissolved In 1 M aqueous NaOH (300 mL) and the aqueous layer 
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was extracted with CHCI3 (three time). The combined organic layer was dried over MgS04, filtered, concentrated under 
reduced pressure, and dried under reduced pressure to give A^(c/s-4-amlno-cyclohexyl)-3-chloro-4-fluoro-benzamlde 
(44.4 g) as a brown solid, 

ESI MS m/e 271 . M (free) + H+; NMR (300 MHz, CDCI3) 8 1 .37-1 .92 (m, 8 H), 2.94-3.08 (m. 1 H). 4.06-4,22 (m. 1 
H), 6.13-6.31 (m. 1 H), 7.19 (t. J= 8.5 Hz. 1 H), 7,61-7.70 (m, 1 H), 7.79-7.87 (m, 1 H). 

Step B: Synthesis of 3-chloro-M[c/s-4-(4-dimethylamino-5-methyl-pyrinnldlri-2-ylaniino)<yclohexyl]-4-f 
benzamide hydrochloride. 

[0847] To a solution of M(c/s-4-amlno-eyclohexyl)-3-chloro-4-fluoro-benzamide (432 mg) in BuOH (1 mL) was added 

2- chloro-4-dimethylamino-5-methylpyrlmldine obtained in step A of example 3119 (250 mg). The mixture was heated 
In a microwave synthesizer at 200**C for 1 0 min. To the mixture was added saturated aqueous NaHCOg and the aqueous 
layer was extracted with CHCI3 (three times). Thecomblned organic layer was dried over MgS04, filtrated, concentrated 
under reduced pressure, and purified by medium-pressure liquid chromatography (NH-silica gel, 20% to 50% EtOAc 
in hexane) to give a pale yellow oil. To a solution of the above material in EtOAc (10 mL) was added 4 M hydrogen 
chloride in EtOAc (0.2 mL). The mixture was stirred at ambient temperature for 1 hr and concentrated under reduced 
pressure. A suspension of the above material in Et20 (20 mL) was stirred at ambient tempareturefor 4 hr. The precipitate 
was collected by filtration, washed with Et20, and dried under reduced pressure to give 3-chloro-A/-[c/^4-(4-dimethyl- 
amino-5-methyl-pyrimidin-2-ylamino)-cyclohexyl]-4-fluoro-benzamide hydrochloride (174 mg) as a white solid. 

ESI MS m/e 406, M (free) + H+; ^H NMR (300 MHz. CDCI3) 6 1 .61 -2.02 (m, 8 H), 2.25 (s, 3 H), 3.30 (s, 6 H), 4.02-4.26 
(m, 2 H), 6.81-6.93 (m, 1 H), 7.13-7.27 (m, 2 H), 7.70-7.78 (m, 1 H), 7.93-8.00 (m, 1 H), 8.50-8.63 (m, 1 H), 12.68-12.85 
(m, 1 H). 

Example 3229 

3- Chloro-A^[c/s-4-(4<llnnethylamino-5-fiuoro-pyriniidln-2-yiannino)-cyclohexyl]^^^ 
hydrochloride 

Step A: Synthesis of 3-chloro-Af-[c/s-4-(4-dlnriethylamino-5-fluoro-pyrinnidln-2-ylamlno)-cyclohexyl]-4-f 
benzamide hydrochloride. 

[0848] Using the procedure for the step B of example 3228, the title compound was obtained. 
ESI MS m/e 410, M (free) + H-^; ^H NMR (300 MHz, CDC\^) 8 1 .64-2.03 (m. 8 H), 3.36 (s, 6 H), 4.00-4.23 (m, 2 H) 
6.73-6.84 (m, 1 H), 7.18 (t. J= 8.6 Hz. 1 H). 7.46 (d, J= 7.6 Hz. 1 H). 7.67-7.76 (m. 1 H). 7.95 (dd, J= 7.0, 2.2 Hz. 1 
H), 8.64-8.78 (m, 1 H). 

Example 3230 

3-Chloro-A^[c/s-4-(4^lmethylamlno-6-methyl-pyrlmldln-2-ylamlno)-cyclohexyl]^^^ 
hydrochloride 

Step A: Synthesis of 3-chloro-/V-[c/s-4-(4-dlmethylamlno-6-methyl-pyrimidln-2-ylamlno)K?yclohexyl]-^^ 
benzamide hydrochloride. 

[0849] Using the procedure for the step B of example 3228, the title compound was obtained. 
ESI MS m/e 406, M (free) + H+; iH NMR (300 MHz, CDCI3) 8 1 .62-2.04 (m, 8 H), 2.36 (s. 3 H), 3.15 (s, 3 H), 3 27 (s 
3 H), 4.01-4.31 (m. 2 H), 5.76 (s, 1 H), 6.73-6.84 (m, 1 H), 7.19 (t, J= 8.6 Hz. 1 H), 7.68-7.79 (m. 1 H). 7.97 (dd. J = 
6.9, 2.2 Hz, 1 H), 8.50-8.63 (m. 1 H). 12.94-13.16 (m. 1 H). 

Example 3231 

AKc'«^-(4-Dlmethylamlno-6-ethyl-pyrlmldlri-2-ylamlno)-cyclohexyO-3.4Kjmuo^ hydrochloride 
Step A: Synthesis of (2,6-Dlchloro-pyrlmldln-4-yl)-dlmethyl-amlne. 

[0850] To the solution of 2,4.6-trichloro-pyrimidine (1 0.0 g) in THF (50 mL) were added 50% aqueous Me2NH (4.92 
g) and iPraNEt (8.46 g). The mixture was stin-ed at ambient temperature for 1.5 hr and concentrated under reduced 
pressure. To the residue was added saturated aqueous NaHCOg and the aqueous layer was extracted with CHCI3 
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(three times). The combined organic layer was dried over MgS04, filtered, concentrated under reduced pressure, and 
purified flash chromatography (NH-silIca gel, 3% EtOAc in hexane) to give (2,6-dichloro-pyrimidin-4-yl)-dimethyl-amine 
(6.03 g) as white solid. 

ESI MS m/e 192. IVI+; lH NMR (300 MHz. CDCy 5 2.77-3.46 (m. 6 H), 6.34 (s, 1 H). 
Step B: Synthesis of (2-ehloro-6-ethyl-pyrimldln-4-yl)<llmethyl-amlne. 

[0851] A solution of ZnBrg (3.87 g) in THF (60 mL) was cooled to -60«C and 1 M EtMgBr in THF (17.2 mL) was 
added. The mixture was stirred at -60'C for 1 hr and warmed to ambient temperature. To the mixture was added 
(2,6-dichloro-pyrimidin-4-yl)-dimethyl-amine in THF (60 mL) and stin-ed at reflux for 5 days. To the mixture was added 
saturated aqueous NH4CI and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer 
was dned over MgS04. filtered, concentrated under reduced pressure, and purified by medium-pressure liquid chro- 
matography (silica gel, 17% to 33% EtOAc In hexane) to give (2-chloro-6-ethyl-pyrimidin-4-yl)-dimethyl-amine (352 
mg) as pale yellow solid and (6-chloro-2-ethyi-pyrlmidin-4-yl)-dimethyl-amine (622 mg) as pale yellow solid 
(2-chloro-6-ethyl-pyrimidin-4-yl)-dimethyi-amine; 

ESI MS m/e 208, M (free) + Na*; 1H NMR (300 MHz, CDCI3) 6 1 .25 (t. J= 7.6 Hz. 3 H), 2.54-2.66 (m, 2 H), 3.11 (s, 6 
H), 6.15 (s, 1 H). 

(6-chIoro-2-ethyl-pyrimldin-4-yl)-dlmethyl-amlne; 

ESI MS m/e 186, M ^ H*; iH NMR (300 MHz, CDCI3) 8 1.29 (t. J= 7.6 Hz, 3 H). 2.74 (q, J= 7,7 Hz. 2 H). 3.10 (s, 6 
H), 654 (s, 1 H). 



StepC: Synthesis of M-[elB^4-dlmethyiamino-6-ethyl-pyrimidin-2-yiamino)-cyciohexyi]-3.4-difluore- 
benzamide hydrochloride 

[0852] Using the procedure for the step B of example 3225, the title compound was obtained 
ESI MS m/e 426, M (free) + Na+; ^H NMR (300 MHz, CDCI3) 5 1 .29-1 .44 (m, 3 H), 1.58-2.19 (m, 8 H) 2 54-2 77 (m 
2 H). 3.15 (s. 3 H), 3.26 (s. 3 H). 3.98-4.34 (m. 2 H), 5.74 (s. 1 H), 6.41-8.63 (m, 1 H). 7.08-7.32 (m. 1 H) 7 46-7 81 
(m. 2 H), 8.58-8.B1 (m, 1 H). 12.83-13.09 (m. 1 H). 



Example 3232 



AKc/s^4,6-Bls-dimethylamino-pyrimidin-2.yiamino)-cyclohexyi]-3,4-difluoio-benzamide hydrochloride 
Step A: Synthesis of 2-chioro-/V,M,/V',Ar-tetramethyl-pyrimidlne^,6^lamine. 

[0853] To the solution of (2.6-dichloro-pyrimidin-4-yl)-dimethyl-amlne obtained In step A of example 3231 (1 60 g) in 
THF (2 mL) was added 50% aqueous MegNH (789 mg). The mixture was stirred at reflux for 3.5 hr in a sealed tube 
To the residue was added saturated aqueous NaHCOg and the aqueous layer was extracted with CHCi, (three times) 
The combined organic layer was dried over MgS04, filtered, concentrated under reduced pressure, and purified by 
medium-pressure liquid chromatography (silica gel, 20% EtOAc in hexane) to give 2-chloro-A/,/V,A/',/V-tetramethyl- 
pynmidine-4.6-diamlne (203 mg) as a pale brown solid and 6-chloro-W,A/,/V',/V-tetramethyl-pyrimidine-2 4-diamlne 
(1 .43 g) as a pale yellow solid. 

2-chloro-W,W,/V',Ar-tetramethyl-pyrimidine-4.6-diamine; 

ESI MS m/e 201 , M (free) + H+; ^H NMR (300 MHz, CDCI3) 8 3.05 (s, 12 H), 5.15 (s. 1 H). 
6-chloro-A/,A/,/V',/V-tetramethyl-pyrimidine-2.4-diamine; 

ESI MS m/e 201 , M + H+; 1H NMR (300 MHz. CDCI3) 6 3.04 (s, 6 H), 3.13 (s, 6 H), 5.76 (s, 1 H). 

Step B: Synthesis of AKe/94-(4.6<bis-dimethylamino-pyrimidin-2-ylamine)-eydohexyi]-3,4-difiuoio- 
benzamide hydrochloride. 



[0854] Using the procedure for the step B of example 3225. the title compound was obtained 
ESI MSm/e441,M(free) + Na+;iHNMR(300MHz.CDCi3)61.61-2.09(m,8H), 2.96-3.38 (m 12H) 400-431 (m 
2 H), 4.73 (s. 1 H). 6.65-6.82 (m. 1 H). 7.13-7.25 (m, 1 H). 7.55-7.63 (m, 1 H), 7.68-7.78 (m, 1 H), 8.70^.82 (m, 1 H).' 
11 .79-1 1 .99 (m, 1 H). 
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Example 3233 

AKc/s^-(6-Chloro-4Kllmethylamlno-pyrlmldln-2-ylamlno)^loh«ylh2-phenoxy-nlc^^^ 

Step A: Synthesis of AKe/s4-(6-chloio-4<limethylamino-pyrimldin-2-ylamino}^dohacyl>2-phenoxv- 
nieotinamide hydroehlorlele. 

[0855] Using the procedure for the step B of example 3032, the title compound was obtained 

ESI MS m/e 489. M (free) + Na+; iH NMR (300 MHz, CDCI3) S 1 .52-2.10 (m, 8 H), 2.96-3.38 (m. 6 H) 4 02-4 29 (m 2 

H). 5.82-6.03 (m. 1 H). 7.04-7.55 (m. 6 H). 7.80-8.01 (m. 1 H), 8.15-8.28 (m. 1 H), 8.47-8.61 (m. 1 H). 

Example 3234 

AKc/»4K6-Chloio-4sllmethylamlno-pyrlmldln-2-ylamlno)<ycloh«xylh3,4-dmuoio-benzamldeh^^^ 

Step A: Synthesis of «Kc/»4-(6^loro-4-dlm«thylamlno-pyrimidln-2-ylamlno)-cyclohexyn-3.4-dlfluoio. 
benzwnide hydrochloride. 

[0856] Using the procedure for the step B of example 3225, the title compound was obtained 
ESI MS m/e 432, M (free) + Na+; 1H NMR (300 MHz. CDCI3) 5 1 .63-2.05 (m, 8 H), 3.04-3.37 (m, 6 H). 4.02-4 37 (m 
2 H), 5.88-6.03 (m, 1 H), 6.56-6.86 (m. 1 H), 7.14-7.27 (m. 1 H). 7.51-7.63 (m, 1 H), 7.66-7.82 (m. 1 H), 8.85-9.02 (m.' 
1 H). 

Example 3235 

AKc/«^-(4-Amino-qulnoiin-2-ylamino)-cyclohexyl].3,4-difluoio-benzamide hydrochloride 
Step A: Synthesis of 2-chloro-qulnoiln>4-ylamine. 

[0857] To the solution of 2,4-dlchloro-quinollne obtained In step A of example 1 (4.00 g) in IPA (40 mL) was added 
28% aqueous NH3 (40.0 mL). The mixture was stirred at reflux for 1 0 days In a sealed tube. To the residue was added 
saturated aqueous NaHCOa and the aqueous layer was extracted with CHCI3 (three times). The combined organic 
layer was dned over MgS04, filtered, concentrated under reduced pressure, and purified by medium-pressure liquid 
chromatography (silica gel, 9% to 17% EtOAc in hexane) to give 2-chloro-quinolin-4-ylamine (1 .39 g) as a white solid 
and 4-chloro-quinolin-2-yiamine (1 .1 7 g) as a white solid. 
2-chloro-quinolin-4-ylamine; 

ESI MS m/e 178. M*; iH NMR (200 MHz. CDCI3) 8 4.69-4.97 (m. 2 H). 6.61 (s, 1 H). 7.37-7.78 (m. 3 H), 7.84-8.02 (m. 

1 H). 

4-chloro-quinolin-2-ylamine 

ESI MS m/e 178. M+;iH NMR (300 MHz, CDCI3) 5 4.58-4.96 (m. 2 H), 6.85 (s, 1 H), 7.23-7.41 (m, 1 H), 7.63-7 72 (m 

2 H), 7.98-8.09 (m, 1 H). > / • v . 

Step B: Synthesis of W-[c/s^(4-amino-quinolin-2-yiamlno)-cyclohexyl]-3,4^lf iuoro-benzamide hydrochloride. 

[0858] Using the procedure for the step B of example 3225, the title compound was obtained 

ESi MS m/e 397, M (free) + H+; iH NMR (300 MHz, CDCy 8 1.29-2.15 (m, 8 H). 3.75-3.90 (m. 1 H) 4 05 4 26 (m 1 

H). 5.44-5.59 (m, 2 H). 5.89 (s. 1 H), 6.99-7.43 (m. 3 H). 7.55-7.84 (m, 5 H). 8.81 -8.98 (m, 1 H). ' • ^ ' 

Example 3236 

2-(c/s^{[1 -(3,4-Dif luoro-phenyl).methanoyl]-amino}^ciohexylamino)-qulnoline-4-carboxylic acid amide 
Step A: Synthesis of 2-ehloro-quinoiine-4-earbexylie acid amide. 

[0859] To a solution of 2-chloro-quinoline^-carboxylic acid (3.00 g) in DMF (30 mL) were added 28% aqueous NH, 
(1.05 g). EtgN (5.04 mL). HOBt-HgO (3.32 g). and EDC-HCI (3.32 g). The reaction mixture was stirred at ambient 
temperature for 1 6 hr. To the reaction mixture was added water (20 mL) and the aqueous layer extracted with CHCi, 
(three times). The combined organic layer was dried over MgSO^. filtered, concentrated under reduced pressure 
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purified by medium-pressure liquid chromatography (NH-sllIca gel, 20% to 50% EtOAc in hexane) to give 2-chloro- 
qumollne-4-carboxyllc acid amide (1 .77 g) as a white solid. 

ESI MS m/e 207. M (free) + H^; iH NMR (300 MHz. DMSO-dg) 8 7.65 (s, 1 H). 7.68-7.77 (m, 1 H), 7.83-7.93 (m. 1 H) 
7.98-8.09 (m, 2 H), 8.18-8.25 (m. 1 H), 8.30-8.40 (m. 1 H). 

Step B: Synthesis of 2-(c/s4.ff1-(3.4-dlfluoro.phenyl)-methanoyl]-amlno)-cyclohexylamlno}-qulnoIlne- 
4-carboxyllc acid amide. 

[0860] A mixture of 2^hloro-quinoline-4-carboxylic acid amide (300 mg) and A/-(c/s-4-amino-cyc(ohexyl)-3,4-difluoro- 
benzamide obtained in step A of example 3031 (406 mg) in butanol (1 mL) and DMSO (1 mL) was stirred at reflux for 
24 hr. The reaction mixture was poured into saturated aqueous NaHCOg and the aqueous layer was extracted with 
CHCI3 (three times). The combined organic layerwas dried over MgS04, filtered, concentrated under reduced pressure, 
purified by medium-pressure liquid chromatography (NH-silIca gel, EtOAc), and concentrated under reduced pressure! 
The above material was washed with and dried under reduced pressure to give 2-(c/s-4-{[1 -(3,4-difluoro-phenyl)-meth- 
anoyl]-amlno}-cyclohexylamino)-qulnoilne-4-carboxylic acid amide (136 mg) as a white solid. 
ESI MS m/e 447, M (free) + Na+; iH NMR (300 MHz, DMSO-dg) S 1.61-2.03 (m. 8 H). 3.78-3.93 (m, 1 H), 4.05-4 20 
(m, 1 H). 6.89 (s, 1 H), 6.99-7.07 (m, 1 H). 7.11-7.21 (m. 1 H), 7.42-7.61 (m. 3 H). 7.65-7.82 (m. 3 H), 7.88-7.99 (m 1 
H), 8.02-8.10 (m. 1 H). 8.28-8.36 (m, 1 H). 

Example 3237 

3,4-Difluoro-i^[cls-4-(4-trifluoromethyl-^uinolin-2-yl)-amlno-cyclohex^ 

Step A: Synthesis of 3,4<iifluoro-/V-[c/s-4-(4-trifluoromethyl-qulnolln-2-yl)-amlno-cyclohexyl].benzamld^ 
hydrochioride. 

[0861] Using the procedure for the step B of example 3225, the title compound was obtained. 

ESI MS m/e 472. M (free) + Na-^; iH NMR (300 MHz, CDCI3) 5 1 .80-2.10 (m. 8 H), 3.99-4.28 (m, 2 H), 6.46-6.63 (m. 

1 H), 7.12-7.34 (m. 2 H), 7.48-7.63 (m, 2 H), 7.66-7.90 (m. 3 H). 7.94-8.05 (m. 1 H), 10.14-10.35 (m, 1 H). 

Example 3238 

3,4-Difluoro-A^[cis^(4-methyl<|uinoiin-2-yiamlno)KVCIohexyi].ijenzanrild acid 

Step A: Synthesis of 3.4-difluoio-Af-Ic/s-4-(4-methyl-qulnolln-2.ylamlno)-cyck)hexyl].benMmide 
methanesulfonic acid. 

[0862] To a solution of /V-(c/s^-methyl-quinolin-2-yl)-cyclohexane-1 ,4-diamine obtained In step A of example 3070 

(3.00 g) in CHCI3 (30 mL) were added EtgN (3.40 mL) and 3,4-dlfluoro-benzoyl chloride (2.28 g). The mixture was 

stirred at ambient temperature for 6 hr. To the mixture was added saturated aqueous NaHCOa and the aqueous layer 

was extracted with CHCig (three times). The combined organic layerwas dried over MgS04, filtered, concentrated 

under reduced pressure, and purified by medium-pressure liquid chromatography (NH-si!lca gel, 20% to 33% EtOAc 

in hexane and silica gel. 2% to 5% MeOH In CHCI3) to give 3,4-dlfluoro-A/L[c/s-4-(4-methyl-quinoiln-2-ylamino)-cy- 

clohexylj-benzamide (3.52 g) as colorless solid. To a solution of 3,4-difluoro-/V-[c/s-4-(4-methyl-quinolin-2-ylamlno)- 

cyclohexyij-benzamide (700 mg) in EtOH (7 mL) was added MsOH (179 mg). The mixture was stin-ed at ambient 

temperature for 3 hr. The precipitate was collected by filtration, washed with EtOH, and dried at 70 °C under reduced 

pressure to give 3,4-dlfluoro-/V-[cfe-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide methanesulfonic acid (769 
mg) as a white solid. 

ESI MS m/e 396, M (free) + H+; iH NMR (300 MHz. DMSO-dg) 5 1.69-2.01 (m, 8 H). 2.42 (s. 3 H). 2.62 (brs 3 H) 
3.90-4.21 (m, 2 H). 7.02-7.13 (m. 1 H). 7.47-7.61 (m, 2 H), 7.75-8.04 (m. 5 H), 8.35, (d. J= 6.4 Hz, 1 H), 9.15-9.42 (m! 
1 H). 12.27-12.51 (m. 1 H). / v . 
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Example 3239 

3^htoio-4-fluoio-A^[c/s4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyll4»en2am 

Step A: Synthesis of 3-chloro-4.«uoio-*(cl^4.methyl-qulnoliiH2-ylamlno)<ydohexyn4ieiwamido 
metnanesulfonie acid. 

[0863] To a solution of 3-chloro-4-fluoro-benzoic acid (2.26 g) and W-(c/iM-methyl-quinolln-2-yl)-cyclohexane-1 4-di- 
amine obtained in step A of example 3070 (3.00 g) in DMF (30 mL) were added EtgN (3,93 mL), HOBt-HoO (2 70 g) 
and EDC-HCI (2.47 g). The reaction mixture was stin-ed at ambient temperature for 6 hr. To the reaction mixture was 
added water (200 mL) and the suspension was stirred at ambient temperature for 30 min. The precipitated wascollected 
by fittration. washed with H2O. and purified by medium-pressure liquid chromatography (NH-silIca gel 20% to 33% 
EtOAc in hexane) to give 3-chloro-4-fluoro-/\Hc/s-4-(4-methyi-quinoiin-2-ylamlno)-cyclohexyi]-benzamide (4 40 q) as 
a coiorle^ solid. To a solution of 3-chloro-4-f luoro-W-[c/s^.(4-methyl-quinoiin-2-yiamino)-cyclohexyl]-ben2amide (800 
mg) in EtOH (8 mL) was added IWsOH (1 96 mg). The mixture was stitred at ambient temperature for 4 hr. The precipitate 
was collected by filtration, washed with EtOH, and dried at 80 -C under reduced pressure to give 3-chloro- 
4-f luoro-AHc»s-4-(4-methyl-quinolin-2-ylamino)-cyclohexylI-ben2amide methanesulfonic acid (845 mg) as a white solid 
ESI MS m/e 434. M (free) +Na+; 1H NMR (300 MHz. DMSO-dg) 8 1 .66-1 .99 (m. 8 H). 2.38 (s. 3 H). 2.56-2 73 (m 3 H)' 

I fu Vi?- ^ ^■^^"^•■"^ ^ '^■'^■^ 2 H)- 7-74-7.84 (m. 1 H). 7.87-8.05 (m. 3 H). 8.12 (M j'=7 2 

2.2 Hz. 1H). 8.36-8.41 (m.1H). 9.14-9.39 (m.1H). 12.28-12.55 (m. IN). 

Example 3240 

3- Methexy-M[clM-(qulnolln-2-ylamlno)-eyeloh«(yl]-benzamlde methanesulfonic acid 

Step A: Synthesis of 3-methoxy.W.Ic/s^{qulnoiln-2-ylamino)-cyclobexyll-benzamiele methanesulfonie acid. 

[08641 To a solution of cfe-W-quinolln-2-yl-cyclohexane-1 ,4-diamine obtained in step A of example 3033 (4 00 g) in 
CHCI3 (40 mL) were added EtgN (4.85 mL) and 3-methoxy-benzoyl chloride (3.1 0 g). The mixture was stirred at ambient 
temperature for 6 hr. The reaction was quenched with saturated aqueous NaHCOg and the aqueous layer was extracted 
with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated under reduced 
pressure, and punfiedby medium-pressure liquid chromatography (NH-silica gel, 20% EtOAc in hexane) to give 3-meth- 
oxy-W-[c/s-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide (5.42 g) as colorless solid. To a solution of 3-methoxy-A/-rcfe- 

4- (quinolin-2-ylamino)-cyclohexyl]-benzamide (700 mg) in EtOH (7 mL) was added MsOH (188 mg). The mixture was 
stirred at ambient temperature for 24 hr. The precipitate was collected by filtration, washed with EtOH. and dried at 80 
'C under reduced pressure to give 3-methoxy-W.[cfc-4-(quinolin-2-ylamlno)-cyclohexyl]-benzamide methanesulfonic 
acid (741 mg) as a white solid. 

ESI MS m/e 398. M (free) + Na+; NMR (300 MHz. DMSO-de) 8 1.70-1.99 (m. 8 H). 2.35 (s. 3 H) 3 81 (s 3 H) 
^.T;?.^; ' "^u?""^-^^ ' 2 '-^2-7.56 (m. 4 H). 7.73-8.oi (m. 3 ii). 8.17:8.38 (m:2 H)! 

Example 3241 

AKc/s-4-[(4-Amlno.5-methylpyrimidln-2-yi)aminolcyeiohexyl}-3,5-bis(trifiuoiomethyi)benzamide 
hydrochloride 

Step A: Synthesis of 2-chioro-5-methyH3yrlmidln-4-ylamine. 

[0865] A solution of 2.4-dichloro-5-methyl-pyrimidine (4.1 g, 0.025 mol) was dissolved in THF (30 mL) and cooled 
wrth stimng on an ice bath. To the mixture was added 7 N NH3 in MeOH (14.4 mL, 0.10 mol) and stirring was continued 
overnight (in which time the ice melted and the reaction warmed to room temperature). The excess solvent was removed 
in vacuo and the precipitate was suspended in CHjCIa (20 mL). The organic layer was extracted with a NaHCO, (aq) 
solution (20 mL) and both layers of the extraction were filtered to collect the resulting insoluble precipitate This pre- 
cipitate was washed with cold H^O and dried to yield 2-chloro-5-methyl-pyrimjdin^-ylamine (1 .0 g. 0.0070 mol 27 %) 
as a white solid. « a> . / 

ESI-MS m/e 144.2 M+H+; ^H NMR (400 MHz. DMSO-dg) S 7.80 (s. 1H). 7.22 (bs. 2H), 1 .93 (s, 3H). 
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Step B: Synthesis of Af-{c/s^[(4-amlno-5-methylpyrlmldln-2-yl)amlno]cyclohexyl}-3,5-bls(trm 
benzamlde hydrochloride. ' ' 

[0M6] To a solution of 2-chloro-5-methyl-pyrimidln-4.y!amine (292 mg, 2.03 mmol) in 2 mL 2-propanol was added 
DIEA (631 uL. 3.05 mmol) and c/s-AA(4-amlno-cyclohexyl)-3.5-bls(trifluoromethyl)-ben2amlde (720 mg, 2.03 mmol) 
The mixture was then heated In a microwave at 1 70 «C for 1 hour. The reaction mixture was cooled and concentrated 
and the resulting oil was purified by column (0-6 % MeOH in CH2CI2). The organic solvents were evaporated and the 
resulting oil was re-dissolved into 4 mL CHgClg and 2M HCi in EtgO (2.0 mL, 4.0 mmol) was added. The reaction was 
stirred for 30 minutes and the solvent was removed. A precipitate fomried that was subsequently filtered and washed 
with a cold 50% ether In hexanes solution to yield A/^c/s-4.[(4-amino-5-methyIpyrimidln-2-yl)amino]cyclohexyl}-3.5-bis 
(trifluoromethyl)benzamide hydrochloride (500 mg. 1 .00 mmol, 49%) as a HCI salt. 

ESI-MS m/e 462,2 M+H^ ; 1H NMR (400 MHz, DMSO-dg) 8 1 1 .86 (s, 1 H), 8.79 (s, 1 H). 8.51 (s. 1 H). 8.39 (s 1 H) 8 31 
(s. 1 H). 8.01 (s, 1 H), 7.85 (s, 1 H), 7.66 (s. 1 H), 3.90 (bs, 2H). 1 .90 (s, 3H), 1 .89-1 .61 (m. 8H). 

Example 3242 



2-t(cto-4-{[4-(Dimethylamlno)-5-methylpyrimldln-2-yllamino}cyclohexyOamino]-1-[4-(tri^ 
phenyl]ethanone trif luoroacetate 

Step A: Synthesis of 2-[(c/s^{[4-(dlmethylamino)-5-methylpyrlmidln.2-yl]anfilno}cyclohexyl)amlnol- 
1 -[4-(tritluoromethoxy)phenyl]ethanone trif luoroacetate. 

[0867] To a soiution of c/s-4-(4-dimethylamino-6-methyl-pyrimidin-2-ylamino)-1 -cyclohexylamine (37 mg, 0. 14 mmol) 
and 4-trlfluoromethoxy bromoacetophenone (42 mg. 0.14 mmol) in THF (2 mL) was added DIEA (20 jiL). The reaction 
was stln^ed for 2 h at 65 ''C, concentrated, dissolved in DMSO (1 mL). and purified by prep-HPLC to give 2-[(c/s-4-{ 

[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)amlno]-1-[4-(trifluoromethoxy)phenyl]ethanone trifluoro- 
acetate 24 mg (30 %) as a white powder. 

ESI-MS m/e 452 (M + H)+; 1H NMR (400 MHz. CDCI3) 8 8.28 (bs, 2 H), 8.09 (d. 2 H, J= 8.8 Hz), 7.29 (m. 2 H) 7 20 
(m. 1 H). 4.13 (bs, 1 H), 3.45 (bs, 1 H), 3.33 (s, 6 H), 3.27 (bm, 2 H), 2.28 (s, 3 H), 2.02-1 .71 (m. 8 H), 

Example 3243 

/H1-[3,5-Bis(trlfluoix>methyl)phenylI-1.methylethyl}-N'.(c/s^{I4-dlmelhylaml^ 
amlno}cyclohexyl)urea trifluoroacetate 

Step A: Synthesis of AK1-t3,5-bls(trifluoromethyl)phenyl]-1-methylethyl}-N'-(c/s-4-{[4-(dlmethylamlno)- 
5-methylpyrimldin-2-yl]amlno}cyclohexyl)urea trifluoroacetate. 

[0888] To a solution of 2-(3.5-bistrifluoromethyl-phenyl)-2H7iethyl propionic acid (0.4 g, 1 .3 mmol) and Et^N (0.17 
mL. 1.3 mmol) in dry benzene (4 mL) was added diphenylphosphoryl azide (0.36 g, 1.3 mmol). During the reaction 
being ref luxed for about 3 h, 3,5-bistrifluoromethyl-4-(isocyanato-1 -methyl-ethyl)-benzene was formed as the reaction 
Intemriediate, which was directly used to prepare urea derivatives. 

[08691 To a solution of c/s-4-(4-dimethylamino-5-methyl-pyrimldin-2-ylamino)-1-amlnocyclohexane (40 mg, 0.16 
mmol) in EtOH (1 mL) was added 3,5-bistrifluoromethyl-4-(isocyanato-1-methyl-ethyl)-ben2ene (48 mg, 0.16 mmol) 
from the above reaction. The reaction mixture was stin-ed at 60 *>C for 1 h. and completed consumption of the starting 
material was obsen/ed by LC-MS. After removal of the volatile solvent, the residue was dissolved in DMSO (1 .5 mL) 
and purified by prep-HPLC to give 35 mg (35 %) of ^^^[3.5-bis(trlfluoromethyl) phenylM-methylethyl)-N'-(c/s-4-{ 
[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)urea trifluoroacetate. 

ESI-MS m/e 647 (M + H)+; lH NMR (400 MHz. CDCI3) 8 13.4 (bs. 1 H), 8.37 (bd. 1 H, J= 6.4 Hz), 7.84 (s 3 H) 7 71 
(s, 1 H). 5.56 (bs, 1 H), 4.01 (bs, 1 H), 3.75 (m, 1 H), 3.29 (s. 6 H), 2.25 (s, 3 H). 1 .75-1 .60 (m. 14 H) 
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Example 3244 

AK1-t3.S-Bl8(trl«uon)methyl)phenyl]-1.methytethyl)-<y.(c#s^{[4^dlmethylOT 
amlno)cyclohexyl)-Af.methylureatrmuoroacetate 

Step A: Synthesis of AK1-[3,54)ls(trifluoromethyl)phenyl]-1.methylethylhAf.(cto-4K[4-(dimothylamlTO^^ 
5-methylpyrlmldln-2-yqamlno)eyelohexyl}-/V-methylurea trifluoroaeetate. 

?"^-^J®i^'"°™f"e*y'-4-(isocyanato-1-methyl-ethyl)-benzene (36 mg. 0.12 mmol) was added to a solution of 
as^-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-1 -aminocyclohexane (30 mg. 0.12 mmol) and CH,I (0 1 7 q 1 2 
mmol) in anhydrous benzene (1 mL) under an Inert atmosphere. The reaction mixture was stirred at 50 "C for 2 h and 
fomiation of the methylated and protonated products were observed by LC-MS. After removal of the volatile solvent 
the residue was dissolved in DMSO (1 .5 mL) and purified by prep-HPLC. 20 mg (25 %) of /V{1 -[3.5-bis(trifluoromethyl) 
phenyl -^methylethy^}-/V-(c/^-{[4-(dimethyl amlno).5-melhy)^^^^^^ 

oacetate was Isolated as a white powder. lyiuicaumuor 
ESI-MS m/e 561 (M + H)+; lH NIUIR (400 MHz, CDCI3) 8 14.5 (bs. 1 H). 9.19 (bd. 1 H. J= 6.0 Hz) 7 84 (s 2 H) 7 79 
(s. I^H). 7.70 (s. 1 H). 4.87 (s. 1 H). 4.23 (bs. 1 H). 4.14 (m. 1 H). 3.26 (s. 6 H). 2.98 (s. 3 H). 2^ (s 3 H)'. 1 li^sZ 

Example 3245 

cte.W{1.(3,5-Bis(trifluoromethyl)phenylh1.methylelhylH4K[4.(dlmethylamlno).SHiirt^^ 
cyclohexanecarboxamide trifluoroaeetate n^yijammoi 

Step A: Synthesis of 1-(3,5-bistrifiuoramethyl-phenyi)-1-methyl-ethylamine. 

[0871] 3,5-Btetrifluoromethyl-4-(isocyanato-1 -methyl-ethyl)-benzene (0.1 g. 0.33 mmol) was treated with 8-N HCI (4 
mL). The acidic aqueous solution was heated for 1 h at 60 "C. After cooling the reaction. NaOH pellets were added to 
n^Jf ""T'^ "^^ precipitates were filtered off, and the basic aqueous was extracted with 

DCM 2x). The combined organic was washed with HgO. dried, and concentrated to give 1-(3.5-bl8trifluoromethyl- 
phenyl)-1-methyl-ethylamlne: 1-(3.5-bi8trtfluoromethy|.phenyl)-1-methyl-ethylamine appeared to be unstable In neat 
The product was icept In DCM solution. 
ESI-MS m/e 272 (M + H)* 

f^"!*^!' ? *i^'^t^-P'^'''«t*'"'"°«»'"«*''yl)phenyll-1.methyiethylh4-{I4-(dimethyiamino). 
5-methylpyrlmldin-2-yqamlno}eyelohexanecarbexamide trifluoraacetate. 

^^IJ.^.IV^'^^^^^^-^^-^'^^^^^ acid (15 mg. 

HATU (25 mg. 0.06 mmo ) and followed by EtgN (1 0 mg. 0.1 mmol). After 4h stirring at room temperature, he reaction 

IZT'^TT: '''"^^^^ ""^^^ ^ ^"'^ P^^P-^PI-C to give 1 1 mg (30 %) of ds-N^A .(3.5.bte 

(tnfluoromethyl)phenyl]-1-methylethy0.4-{[4-(dimethylamino)-5.^^^^^^ 

lae tnrtuoroacetate. 

ESI-MS m/e 532 (M + H)+;iH NMR (400 MHz. CDCI3) 8 14.6 (bs, 1 H). 8.64 (bd. 1 H. J= 6.0 Hz) 7 78 (s 2 HW 69 
8 ;i.?70ts° 6 H^' ' '-'^ ' '-'^ « ^ ^ ^ 2-18 (mis H?2^7-1 80 im 

Example 3246 

3.4-Difluoro.AKc/s^[(4^nethoxy*melhylpyrimldin.2.yl)amlnoJcyciohexyl)benzamidetrifluoroac 
Step A: Synthesis of 2-chioro-4-fflethoxy-5-methyl pyrimidine. 

, 2.4-dichloro-5-methyl pyrimidine (0.8 g. 5 mmol) was dissolved in MeOH (10 mL). and 0.5 M-NaOCH, In 

^Tb^ """If' ^ ^^''^^ ««« for 40 min at room temperature, 

diluted wrth H2O. and extracted with DCM (3x). The combined organic was washed with HoO (2x) and saline (1x) 
dned. and concentrated^O.8 g (99 %) of 2-chloro.4-methoxy-5-methyl pyrimidine was isolated, which was directly used 
for the next reaction without a further purification. 



431 



EP1464335 A2 

NMR (400 MHz, CDCI3) 5 8.10 (s, 1 H), 4.03 (s. 3 H), 2.12 (s. 3 H). 

Step B: Synthesis of N^c/s^4-methoxy-5-methy^pyrlmldln-2-ylamlno>«yclohexyllcarbamic acid terf^iutyl 

[0874] A sealed tube containing 2-chloro-4-methoxy-5-methyl pyrimidine (0.35 g. 2.2 mmol). cis-(4-am\no-c)/- 
clohexy|)-cart>amlc acid rert-butyl ester (0.56 g. 2.4 mmol). DiEA (0.8 mL, 4.5 mmol). and IPA (2 mL) was reacted for 
4000 sec at 175 'C in a Personal Microwave Synthesizer. The reaction was diluted with DCM, washed with 1N-HCI 
M/fn « ; ■ «"='<'<'"''entrated. The crude product was purified by column chromatography [silica gel, DCM:MeOH 
birtyl'LTer was isolated '^^ °^ N-[efe-4-(4-methoxy-5-methyl-pyrimidin-2-ylamino)-cyclohexyl] carbamic acid ferf- 

ESI-MS m/e 337 (M + H)-iH NMR (400 MHz. CDCI3) 8 7.80 (s. 1 H), 4.86 (bd. 1 H, J= 6.0 Hz). 4.55 (bs. 1 H). 3.93 
(bm. 1 H). 3.89 (8. 3 H). 3.62 (bs. IN). 1.97 (s. 3 H). 1.83-1.55 (m. 8 H). 1.45(8, 9 H). 

Step C: Synthesis of cfe-4-(4-methoxy-5-methyl-pyrlmldln-2-ylamino)-amlnocyclohexane. 

Jl * N-[c/iM-(4-methoxy-5-methyl-pyrimidin-2-ylamino)-cyclohexylI carbamic acid tert-butyi ester 

9. 0.7 mmoO in DCM (10 mL) was added TFA (5 mL). The reaction was stirred for 1.5 h at room temperature 

IVn^?"!^ ?^ ""'^"'^ ^^"^ *^ ^'^^'^ 4N.NaOH (3 mL). The basic aqueous was extracted 

with DCM (3x). and combined organic was washed with HgO (2x) and brine (1x), and concentrated. 0.13 g (82 %) of 
c/s^-(4-methoxy-5-methyi-pyrimidin-2-ylamino)-aminocyclohexane was isolated as a yellowish solid 

(s. 3 H). 2.92 (bm.1H). 2.45 (bs. 2 H). 1.96 (s. 3 H). 1.83-1.45 (m. 8 H). ^ • h 

E!?f I °^ cfe-4-(4-methoxy-5-methyl-pyrimidin-2-ylamino)-aminocyclohexane (20 mg. 0.08 mmol) in 

DCM (1 mL was added 3,4-difluorobenzoyl chloride (14 mg. 0.08 mmol). and followed by EtoN (25 uL). The reaction 
was stin-ed for 2 h at room temperature, and MeOH (0.2 mL) was added to quench the reaction. After removal of the 
volatile solvent the residue was dissolved in DMSO (1.5 mL) and purified by prep-HPLC to give 12 mg (40 %) of 
M-difluoro-W.{c«s-4-[(4-methoxy-5-methylpyrimidin-2-yl)amino]cyclohexyl]benzamide trifluoroacetate as a white pow- 

rl), l.oa-l./o (m. 8 HJ. 

Example 3247 

Step A: Synthesis of {2-chloro-6-methyl-pyrlmldin-4-yl)-methyl-amlne. 

,it?Toot!"^*^^?^'''"'*"®^^°9'®^• 
alcohol 46.01 ml 92.02 mmol) at 0-C. The reaction mixture was stirred ovemight and then the excess soh^ent was 

evaporated off and the material subjected to chromatography (50% hexanes in ethyl acetate) to yield (2-chloro-6-me- 

thyl-pynmidin-4yl)-methyl-amine(5.83Sg, 37.17 mmol. 60.59%) as a white solid ' ' ^ 

ESI-MS 158.0 M+H* ; iH NMR (400 MHz. DMSO-de) 5 7.62 (s, 1 H), 6.1 8 (s, 1H). 2.70 (bs. 3H). 2.10 (bs. 3H). 

te^z^itnissLiSriS^"'*''"**^^'^^^ 

[T!) • °' {2-chloro-6-methyl-pyrimidin-4yl)-methyl-amine (500 mg. 3.1 8 mmol) in 3 mL 2-propanol was 

added «s.AA(4-amino^clohexyl)-4-trifluoromethoxy-benzamide(1.25g.4.14m 

The mixture was heated in a microwave synthesizer at 1 80 -C for 2 hours. The solvent was evaporated and obtained 
compound was d«soh/ed m CHjCI^ and was added 2 M HCI in diethyl ether (6.2 mL) to give /V-(c/M-{[4-methyl- 
e-(methylflm.no)pynmid.n-2-ynamino}cyclohexyl)-4-(trifluoromethoxy)benzamidehydro^^^^ 
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89 %) as a yellowish solid. 

^il'TJ^^f.^*^* '^ DI^SOHle) 5 8.72 (8, 1H). 8.44 (s.1H). 7.99-7.96 (d. J= 8 Hz. 2H). 7.86 (s. 

(bs 6h7 ''^ ^ "* ^"^^ "* "^^^ ''^ ^"^^^ ^ 

Example 3248 

AK{c/s^[(4.Amlno-5-methylpyrimldln-2-yl)amlnolcyclohexyl>methyl).3^bl8(lrm 
nydrochloride 

Step A: Synthesis of AK{c/s^[(4-amlno-5HiiethylpyrlmWln-2-yl)amlno]cyclohaxyl}inetliylM.5.bl« 
(trlfluoromethyl)benzamlde hydrochloride. 

^° ^ °^ 2-chloro-5-methyl-pyrimidin-4-ylamine (269 mg. 1 .87 mmol) In 1 mL 2-propanol was added 

c/s-/V-(4-amino-cyclohexylmethyl)-3.5-bis-trifluoromethyl-benzamlde (689.8 mg, 1.87 mmol) and DIEA (489 5 4nl 2 81 
mmol). The mixture was heated in a microwave synthesizer at 1 80 -C for 2 hours. The solvent was evaporated and 
the material subjected to chromatography (1 -2% methanol/ CH^a^). The obtained compound was dissolved in CH,CU 
and was added 2 M HCI in diethyl ether (2.2 mL) to give /V-({ds^-[{4-amino-5-methylpyrimidin-2-yl)amino}cyclohexyn 
methyl)-3.5-bis(trifluoromethyl)benzamide hydrochloride (667.1 mg. 1 .30 mmol. 70%) as a white solid 
ESI-MS 476.2 M+H- 1H NMR (400 MHz. DMSO-de) 6 9.1 6-9.13 (t. J = 4 Hz, J = 8 Hz. 1 H). 8.55 (s, 2H). 8 36-8 31 
(bs.2H).7.86(bs, 1H).7.71 (bs. 1H).4.07(bs. 1H).3.27-3.24(t. J=8Hz. J=4Hz.2H). 1.91 (bs.3H). 1.73-1. 42 (m.8H). 

Example 3249 

2-[(2-<;hlorophenyl)8ulfonyl].A^(cis^fl4-(dlmethylamlno)^melhylpyrlmldln-2-yllamlno}cyclohexy^ 
nicotinamide trifluoroacetate 

Step A: Synthesis of cto-2-chioro-A».[4-(4-dlmetliyiamlno-6-methyl-pyrlmldln-2ylamino).cyciohexyll- 
nicotlnamide. 

[0880] c/s-W2-(4-Amino-cyclohexyl)-6, /V*.A/»-trimethyl-pyrimidine-2.4-dlamine (2.86 g, 1 1 .5 mmol) in 20 mL CHoCI-, 
was added 2-chloronicotinoyl chloride (2.02 g. 11.5 mmol). and DIEA (3.9 mL. 23 mmol). The reaction mixture was 
stirred for an hour The solvent was evaporated off and the compound was crystallized (2% hexanes in ether) to yield 
cis-2-chloro-/V-[4-{4-dimethylamino-6-methyl-pyrimidin-2ylamino)-cyclohexyl]-nicotinamide (4.2 g 10 8 mmol 94%) 
ESI-MS 389.2 M+H* ; 1H NMR (400 MHz, DMSO-dg) 5 13.1 (bs. 1H). 8.72-8.70 (d, J=B Hz. 1H). 8.49-8 46 (dt J= 8 
Hz. J=4Hz.1H).8.04(s. 1H). 7.89-7.87 (dd, J = 4 Hz. J = 4Hz. 1H). 7.52-7.47 (q. J = 8 Hz. J= 4Hz 1H) 627(8 
1H). 3.95 (bs. 2H). 3.27 (bs. 6H). 2.31 (s. 3H). 1.82-1.74 (m. 8H). ^ * 

Step B: Synthesis of 2-t(2-chiorophenyl)sulfbnyD-W.(cto^iI4-(dlmethylamino)^.methylpyrimldin.2-yl]amino} 
cyclohexyi)nlcotinamidetrlfluoreacetate. 

[0881] To a solution of cfe-2-chloro-/V-[4-(4-dimethylamino-6-methyl-pyrimidin-2ylamino)-cyclohexylJ-nicotinamide 
(50 mg, 0.128 mmol) in 1 mL dioxane was added 2-chlorobenzenethiol (37.1 mg. 0.256 mmol). and CsaCO,- (83 4 
mg, 0.256 mmol). The mixture was heated in a microwave synthesizer at 180 'C for 1 hour After the solvent was 
^^^FfT^' ~'"P°""'^ subjected to purification by prep HPLC to give c*s-2-(2-chloro-phenylsulfanyl) 

-W.[4-(4-dimethylamlno-6-methyl-pyrimidin-2-ylamino)-cyclohexyl]-nicotinamide trifluoroacetate (23 2 ma 30 %) as a 
white solid. 

ESI-MS m/e 497.4 M+H+ ; 

[0882] To a solution of cfe-2-(2-chloro-phenylsulfanyl)-/V-[4-(4-dimethylamino-6-methyl-pyrimidin-2-ylamino)-cy- 
clohexylj-nicotlnamide trifluoroacetate (23.2 mg. 0.038 mmol) in 1 mL CHgClj was added 3-chloroperoxybenzoic acid 
(31 .5 mg 0.14 mmol). The reaction mixture was stirred for 15 h and quenching with NaHCOg. The soVent was evap- 
orated and compound was then subjected to purification by prep HPLC to give 2-f(2-chlorophenyl)sutfonyll-W-(c/s-4-{ 

[4-(dimethylamino)-6-methylpyrimidin-2-yOamino}cyciohexyl)nicotinamide trifluoroacetate (8.9 mg 0 014 mmol 36%) 
as a white solid. • »• . / 

ESI-MS m/e 529.2 M+H- ; 'H NMR (400 MHz. DMSO-dg) 8 11.98 (s. 1H). 8.61-8.59 (m, 2H). 8.24-8.21 (dd. J= 4 Hz 
4 Hz 1H). 8.08-8.06 (d. J= 8Hz. 1H). 7.79-7.74 (m. 2H). 7.71-7.69 (t. J= 4Hz, 1H). 7.64-7,62 (d. J=8 Hz. 1H) 758 
(bs.1H).6.32(s.1H).3.94(bs.2H).3.21(s.3H).3.15(s.3H).2.28(s.3H).1.84-1.78(m 8 H) 
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Example 3250 

AKc/»^.fl{4.Methylqulnolln-2.yl)methylJamlno}cyclohexyl)-3.5-bl8(^^^^ 
trifliioroacetato 

Step A: Synthesis of 4-methyl-2-vlnyl-qulnollne. 

[0883] To 50 ml toluene in a 150 mL rounded-bottom flask, was added 2-chloiolepldine (1 g, 63 mmol). tetrakis 
iT r^?"""*'"® ^ palladium (0) (65 mg. 0.63 mmol), triphenyl phosphine (0.495 g. 1 .89 mmol) and vinyltributyl tin 
(2.2 9,676 mmol). The mixture was refluxed at 116 'C under for 2 hours. The reaction mixture was concentrated 
and purified by silica gel with 0-10% EtOAc/Hexane to yield 4-methyl-2-vinyl-quinoline (720 mg. 4.26 mmol, 76%) 
ESI MS m/e: 170.0 M+H-lH NMR (400 MHz. CDCI3) 8 7.96 (d. J = 8 Hz.1 H). 7.85 (d. ;= 8 Hz 1H), 7.58 (dd ^ 

Step B: Synthesis of 4-methyl-quinoiine-2-carbalclehyde. 

[0884] To a 500 mL rounded bottom flask filled with 40 mL 90% THF/HgO was added 4-methyl-2-vinyl-quinoline (1 2 
g, 7.1 mmol) NMO (1 .29 g. 1 0.65 mmol), and OSO4 (1 .3 mL, 0.21 mmol) under Ng. The mixture was stirred at room 
temperature overnight under Ng. The reaction mixture was quenched with saturated solution of NaoSO, and the 
organic phase was then extracted EtOAc (100 mL x 4. The organic layer was combined and washed with brine and 
concentrated. The crude product. 1 -(4-methyl^uinolin-2-yl)-ethane-1 ,2-dH)l (1.5 g), was directly used to next Step 
without further puriftoation. ^ 

To 60 mL 90%THF/ HgO, was added 1.5 g of the crude 1-(4^nethyl-quinolln-2-yl)-ethane-1.2-diol and NalO. (1 4 g 
8.86 mmol). The mixture was stirred at room temperature under Ng for 6 hours. The organic phase was extracted with 
EtOAc (1 00 mL x4. combined, and dried by anhydrous IVIgS04. 't was concentrated to purify by siltea gel column using 
0-5% EtOAc /Hexane to yield 4-methyl-quinoline-2-cafbaldehyde (600 mg 3 5 mL 49 4%) 

ESI MS m/e: 172.0 M+H- iH NMR (400 MHz, CDCI3) 5 10.2 (s. 1 H), 8.25 (d, ^=8 Hz, 1H). 8.07 (d, J= 8 Hz 1H) 
7.88(8, 1H),7.82(dd,J,=jlj = 8Hz,1H).7.71(dd.Ji=^ = 8Hz.1H).2.79(s,3H). 

Step C: Synthesis of resin bound eto>(44mino eyelohexyl) earbamie acid fluorenylmethyl ester. 

[0885J In a 30 mL manual synthesis vessel. 2-(3,5 dimethoxy-4-formyl) phenoxy ethyl polystyrene resin (0.5 gram- 
0.90 mmol/gram) and c/s^(4-amino eyelohexyl) carbamic acid fluorenylmethyl ester 2 (453mg, 1 35 mmol) were sus- 
^^"^^.'^ ^ I""- °' suspension was added a solution of NaBH(OAc)3 (299 mg, 1 .35 mmol) in 1% acetic 

acid/DMF solution (4 mL). After shaking the mixture overnight in a rotary shaker, the solution was removed by filtration 
and the resin washed sequentially with DMF. 10% DIEA/DMF, DMF, DCM and MeOH. The washing sequence was 
repeated four times. The resulting resin bound intenmediate was dried under vacuum for 20 minutes. 

Step D: Synthesis of resin bound-cte-(4-(4-methyl-qulnolln-2.methyl-amlno)-eyclohexylhcarbamlcacld 
Tiotirenylniethyl ester. 

[0886] To the resin bound intennediate (0.315 mmol) was added 4-methyl-quinoline-2-carbaldehyde (96 mg 0 564 
mmol) In dimethyl acetamide (5 mL) and 1% acetic add (.050 mL). The resin suspension was mixed in a rotary shaker 
for 1 hour at room temperature. Sodium cyanoborohydride (195 mg, 3.15 mmol) was added to the resin suspension 
and the reaction was mixed ovemight at room temperature. At the completion of the reaction, the solution was filtered 
and the resin washed sequentially with DMF, 10%DIEA/DMF, DMF, DCM and MeOH. The washing sequence was 
repeated four times. The resulting resin bound intemiediate 5 was dried under vacuum for 20 minutes 

Step E: Synthesis of ^Ke/s^(4-methylqglnolln-2.yl)methylJamlno}cyclohoxyl)■3,5.bl8(trlfiuoromethvl) 
benzamlde trlfluoroacetate. 

[0887] The resin bound intermediate (0.1 71 mmol) was treated with 20% piperidine in DMF (3 mL) for 30 minutes 
at room temperature. After 30 minutes, the solution was filtered and the resin washed with DMF. DCM and MeOH The 
washing sequence was repeated four times. 

^T^l /li^ deprotected resin bound intenmediate was suspended in DMF (1.0 mL). 3,5 bis-trifluoromethylbenzoyi 
Chloride (47 mg. 0.171 mmol) was added to the resin suspension followed by triethylamine (0.0519 mL. 0.513 mmol) 
■n»e reaction was mixed for 30 minutes at room temperature. The solution was then filtered and the resin washed 
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sequentially with DMF. DCM and IVIeOH. The washing sequence was repeated four times 

S?f /L'^Jf 'i'^^L""'^®'^^''"""' 'oi-^O minutes, the resin bound intermediate was treated with 5 mL of TFA solution 
(TPA/CHaCla/HaO 20:20: 1 v/v). The reaction was shaicen for2 hours and the TFA solution was collected after filtration 
Ai7w«T/»f evaporation and the compound subjected to purification by preparative HPLC to give 

mi^^A'"^ *l"'"°""-2-y')methyf]amlno}cyclohexyD-3.5-bis(trtfluoromethyl)benzamide trifluoroacetate (3 8 

mg, o ^} as a white solid. " 

f "^1^1°^ ^°3°°) « (PP'")" 8-56 (m. 1 H). 8.42 (s. 2H). 8.19 (m. 3H), 7 82 (m 1H) 

7.69 (m. 1H). 7.39 (s, 1H). 4.6 (s, 2H). 4.14 (m. 1H). 3.40 (m. 1H). 2.78 (s. 3H). 2.22-1.81 (m. 8H). 

Example 3251 

cie-W.[(1S).1.(4.Chlorophenyl)ethyO-4-a4.(dlmethylamliio).5-methylpyrlmldln-2-ynamln 
cyclohexaneearboxamidetrifluoreacetate 

Step A: Synthesis of <?te-4-(4-dlmethylamlno-5-methy|.pyrlmldin-2-ylaminohcyclohexanecarboxylle acid. 

[OMO] Ami^ureof(2^hloro-5-methyl-pyrimidin-4-yl)-dimethyl-amine(28.9g,0.186mol)and4-amino-cy^^^ 
cartjoxylK acid (20 g. 0.140 mol) in 1 00 mL of toluene was stirred at room temperature for 5 minutes to fomi a slurry 

and NaOtBu (33.64 g, 0.35 mol). The mixture was heated and refluxed at 118-0 under for 2 hours. The reaction 
mnrture was concentrated to give a brown solid. The above brown solid was dissolved with 100 mL MeOH and 5 mL 
? ' r» I "^^ P^«'P"«t« was filtered and washed with cold water (5mL x 2) and toluene (100 

mL X 2) to yield a*4-(4-dimethyiamino-5-methyl-pyrimidin-2-ylamino)^clohexanecafboxylic acid (36.7 g 0 132 mol 
94%) as a white solid. \ ». • ^<>nji, 

^7^!. 3HirZ"!^'i,^, 8hT """^'^ * ' * ' ®")' ^H). 2.48 (m. 1H). 

cyrHeSSrrb'^^^^^^^^ 

? °^ (S)-1-(4-chloro-phenyl)-ethylamine (61.5 mg, 0.395 mmol) in 10 mL DCM was added cfe- 

4-(4-dimethylamino-5-methyl-pyrimidin-2-yiamino)-cyclohexanecarboxylic (100 mg. 0.395 mmol) HATU (150 mq 
0.395 mmol). and 5 drops of EtgN. The reaction mixture was stin-ed at room temperature under N, ovemight The 

^I^^ ^"''j^ted to prep-HPLC to give c/s-/V.[(1 S).1 -(4-chlorophenyl)ethyl]-4-{ 

(4-(dimethyl amino)-5-methylpyrimidin-2-yl]amino)cyclohexanecarboxamide trifluoroacetate (20 mg 0 048 mmol 
13.4%) as a white solid. a. • « miii.«i, 

ESI MS m/e 416.3 M+H*; iH NMR (400 MHz. DMSO-dg) S 8.24-8.12 (d. 1 H), 7.55 (s. 1H). 7.32-7.10 (m 4H) 4 87 (m 
1H).2.47(s.6H).2.28(b8.1H).2.18(8.3H),1.81-1.39(m.8H),1.31(d.3H). '.iO(m.4M).4.87(m. 

Example 3252 

cfe.A^[(tfl).1.(4-Bromophenyl)ethylJ^[(4^nelhylqulnolIn.2-yl)amlnolcydohexa 
trifluoroacetate 

Step A: Synthesis of cte^(4-methylgulnolln-2.ylamlno)cyelohexaneean»oxylic acid. 

n°?.^lo^ "'f ? 2-chloro-4-methyl-quinoline (6.67. 0.0375 mol) and 4-amino-cyclohexanecarboxylic acid (4.48 
g. 0^312 mol) was dissoK^ed in 1 00 mL of toluene and stirred at room temperature for 5 minutes to fom, a slurry under 

i^ln TJr^' '''^^^^^'^ 9" ^-^^ 2-(di-t-butylphosph,ne) biphenyl (0.093. 3.T2x10^ 

mol) and NaOtBu (7.5g. 0.078 mol). The above material was heated and refluxed at 118-C for2 houre T^ie reaction 

To^mL ^OH ^r.^'^r mT' P'^"^^ give a brown solid. The above brown solid was dissolved with 

5 mL X ^r^n/tlf „ /.rfn ' "^"^f^^^^.^^h acetic acid. The precipitates were filtered and washed with cold water 
a026 moi: 8';%)tr:hrsot ^ ''^ '^^■(^-»''V.quino,in.2-y,amino)c^^^^^^ acid (7.45 g. 
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Step B: Synthesis of cfe.N-[(1ll).1-(4-bromophenyl)ethyll-4-[(4-methylqulnolin-2-yl)amlnol 
cyclohexanecarboxamlde trifluoroacetate. 

[0893] To a solution of {fl)-1-(4-bromo-phenyl)-ethy!amine (77,4 mg. 0.39 mmol) In 10 mL DCM was added c/s- 
4-(4-methylqulnolln-2-ylannino)cyclohexanecarboxyllc acid (100 mg, 0.35 mmol) . HATU (148 mg, 0.39 mmol), and 6 
drops of EtgN. The reaction mixture was stln-ed at room temperature under Ng overnight. The solvent was evaporated 
and the material subjected to prep HPLC to give c/s-/V-[{1 fl)-1 -(4-bromophenyl)ethyl]-4-[(4-methylqulnoIin-2-yl)amino] 
cyclohexanecarboxamlde trifluoroacetate (24 mg, 0.052 mmol, 14.7%) as white solid. 

ESI MS m/e 468.2 M+H+; 1H NMR (400 MHz, DMSO-dg) S 9.18-9.07 (s, 1H), 7.94-7.84 (t, 1H), 7.74-7.68 (t. 1H), 
7.46-7.42 (m, 2H). 7.22-7.17 (m. 2H), 7.00-6.94 (s, 1H), 4.86 (m, 1H). 4.11 (s,1H), 2.58 (s, 3H), 2,40-2.23 (m'. 2H)! 
1.88-1.49 (m. 8H), 1.33-1.19 (d, 3H), 

Example 3253 

f/anfi-2.(4-Chlorophenyl)-A^(c/s-4-{[4-(dlmethylamlno)-5-methylpyrlmldin-2-^^^^ 
cyclopropanecarboxamlde triftuoroacetate 

Step A: Synthesis of frans-3-(4-chlorophenyl)-N-methoxy-N-methylacrytamide. 

[0894] A solution of 4-chlorobenzalehyde (3 g, 21.34 mmol) and N-methoxy-N-methyl-2-(trlphenylphosphoranyli- 
dene)acetamide (8.6 g, 23.47 mmol) in CHgClg was stirred at room temperature for 1 6 h. The solvent was removed in 
vacuo, and the crude product was purified by column chromatography on silica gel (0-20% EtOAc/ Hex) to afford trans- 
3-(4-chlorophenyl)-N-methoxy-N-methylacrylamlde (4.78 g, 99%) as colorless crystals. 

ESI MS m/e 226.1 M+H+; ""H NMR (400 MHz, CDCig) 8 7.66 (d. J = 5.6 Hz, 1 H), 7.45 (d, J = 8.4 Hz. 2H). 7.33 (d, J = 
8.4 Hz, 2H). 6.99 d, J= 5.6 Hz, 1 H), 3.75 (s. 3H). 3.29 (s. 3H) 

Step B: Synthesis of N-methoxy-N-methyl-f/ans-2-(4-chlorophenyl) cyclo-propanecarbxoamlde. 

[0895] To a solution of trimethylsulfoxonlum Iodide (9.3 g, 42.4 mmol) in DMSO (40 mL) was added sodium hydride 
(1.7 g, 42.4 mmol) at room temperature in portions. After 1h, a solution of f/ans-3-(4-chlorophenyl)-N-methoxy-N- 
methylacrylamide (4.78 g, 21.2 mmol) in DMSO (20 mL) was added via cannula at r.t. The mixture was stin-ed for 
another 6 h, and then it was quenched with saturated aqueous NH4CI solution, extracted with CH2CI2, washed with 
brine and dried over anhydrous MgS04. The cmde product was purified by column chromatography (0-50 % EtOAc / 
Hex)to afford N-methoxy-N-methyl -f/ans-2-(4-chlorophenyl)cyclopropanecarboxamide as colorless oil (4.76 g, 88.5 
%), 

ESI MS m/e 239.9 M+H+; ^H NMR (400 MHz, CDCI3) 5 7.24 (d, J= 8 Hz, 2H). 7.06 (d, J=B Hz, 2H), 3.69 (s. 3H), 3.23 
(s, 3H), 2.47 (m, 1H), 2.37 (bs, 1H), 1.63 (m. 1H). 1.27 (m, 1H) 

Step C: Synthesis of tFans-2-(4-chloro-phenyl)cyclopropanecarboxylic acid. 

[0896] A suspension of afford N-methoxy-N-methyl -lirans-2-f4-chlorophenyl)cyclopropanecarboxamide (4.76 g, 
18.76 mmol) and potassium tert-butoxide (4.76 g, 18,76 mmol) in the TBME (130 mL) and water (0.68 mL, 37.5 mmol) 
was stirred at room temperature for 1 6h. The mixture was acidified by slowly adding concentrated HCI, and the aqueous 
mixture was extracted with CH2CI2 (3x60 mL). The combined organic layers were washed with brine and dried over 
anhydrous MgS04. The solvent was removed in vacuo and the product was obtained as white solid (3.447 g, 93.5 %) 
ESI MS m/e 197.0 M+H+; iH NMR (400 MHz. CDCI3) 5 11 .4 (bs. 1H). 7.28 (d. J= 8.4 Hz. 2H), 7.06 (d. Jtr8.4 Hz. 2H). 
2.60 (ddd. = 9.5 Hz. ^ = 6.6 Hz. ^ = 4.1 Hz. 1 H), 1 .89 (ddd. = 9.5 Hz. Jt, = 5.2 Hz. = 4.2 Hz. 1 H). 1 .69 (dt. 
Ji = 9.5 Hz, J2 = 5.1 Hz. 1H). 1 .40 (ddd. = 8.4 Hz. = 5.2 Hz, = 4.3 Hz. 1H) 

Step D: Synthesis of f/»ns-2-(4H:hlorophenyl).AKc/s4.{[4-(dimethylamlno)*methylpyrlmldIn.2-^ 
cyclohexyl)cyclopropanecarboxamide trifluoroacetate. 

[0897] To a mixture of fra/7S-2-(4-chloro-phenyl)cyclopropanecarboxyllc acid (22.1 mg, 0. 112 mmol) and 2-chloro- 

4-dimethylamlno-5-methylpyrimldine (28 mg. 0.112 mmol) in CHgCIg (5 mL) was added HATU (42.6 mg, 0.112 mmol) 

at r.t. After 30 sec EtgN (5 drops) was added dropwise. The mixture was stirred overnight. f/ans-2-(4-chlorophenyl) 

-A^(c/s-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl)cyclopropanecarboxamidetri^^ (20 
mg. 37%) was obtained from prep-HPLC. 

ESI MS m/e: 428.4 M+H+; ^H NMR (400 MHz. CDCy 5 8.49 (bs. 1H). 7.23 (d. J = 8 Hz. 2H). 7.02( d, J= 8 Hz. 2H). 
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6.28 (d, J = 8 Hz, 1H), 4.11 (m, 1H), 3.99 (m, 1H), 3.29 (s, 6H), 2.45 (ddd, = 12 Hz, J2 = 8 Hz, = 4 Hz, 1H). 2.25 
(s, 3H), 1 .85-1 .65 (m. 1 H), 1 .58 (dt, = 8 Hz, = 4 Hz. 1 H), 1 .1 8 (dl, = 8 Hz, J^= 4 Hz, 1 H) 

Example 3254 

AKc/s-4-[(4,5-Dimethytpyrimidln-2-yl)amtno]eyclohexyl}-3>bi8(trrfluoro^ trifluoroacetate 
Step A: Synthesis of 2-chloro-4, 5-dlmethylpyrlmidine. 

[08981 A mixture of 2, 4-dichloro-5-methylpyrimldine (0.3 g, 1 .84 mmol), AIMOa (0.3 mL, 2.0M) and P(i(PPt}^^ (85 
mg, 4%mol) in dry THF (5 mL) was heated in a microwave synthesizer at 150*C for 20 min. The solvent was removed 
In vacuo and the crude product subjected to chromatography (0-40 % EtOAC/Hex) to yield 2-chloro-4, 5-dimethylpy- 
rimidlne (0.13 g, 50 %) as yellow solid. 

ESI MS m/e: 143.1 M+H+; ^H NMR (400 MHz, CDCI3) S 8.24 (s. 1H). 2.46 (s. 3H), 2.22 (s, 3H) 

Step B: Synthesis of A/-{c/s-4-[(4,5-dlmethylpyrlmldln-2-yl)amlno]cyclohexyi}-3,5-bls(trlf iuoromethyl) 
Isenzamide trifluoroacetate. 

[0899] A mixture of 2-chloro-4, 5-dlmethylpyrimldine (30 mg, 0.21 mmol), N-(c/s-4-amlnocyclohexyl)-3,5-bis(trlfluor- 
omethyl)benzamide (74.6 mg, 0.21 mmol). Pd(0Ac)2 (0.47 mg, 0.01 equiv.), dppf (1.16 mg, 0.01 equlv.) and KOtBu 
(59 mg, 0.53 mmol) in toluene (3 mL) was heated in a microwave synthesizer at ISO^'C for 20 min. The solvent was 
removed in vacuo and the crude product subjected to purification by HPLC to give A/-{c/s-4-[(4,5-dlmethyl pyrimidin- 
2-yl)amino]cyclohexyl}-3,5-bis(trifluoromethyl)benzamide trifluoroacetate (25 mg, 21%) as yellow solid. 
ESI MS m/e 461 .2 M+H+; ^H NMR (400 MHz, CDCI3) 6 8.36 (s, 3H), 7,99 (s, 1 H), 4.47 (d, 1 H). 4.23 (bs, 1 H), 2.52 (s, 
3H), 2.13 (s. 3H), 1.95-1.65 (m, 8H) 

Example 3255 

A^(3ADifluorophenyO-Ar-(c/^4-{[4-(diniiethylamino)-5-methylpyrinriidin-2-yl]amino}cyciohexyl)urea 
trifluoroacetate 

Step A: Synthesis of AK3,4-dif luorophenyl)-M'-(c/s-4-{[4-(dimethylamino)-5-methyipyrimidln-2-yl]amino} 
cyclohexyl)urea trifluoroacetate. 

[0900] c/s-A^-(4-Amlno-cyclohexyl)-5,/V^,AA*-trimethyl-pyrimldine-2,4-diamine (30 mg, 0.12 mmol) was dissolved in 
1 mL of DMSO. 1 ,2-Dlfluoro-4-isocyanato-benzene was added to the solution, and the solution was stirred overnight. 
The cmde was purified by HPLC to give A/-(3,4-difluoro phenyl)-A;-(c/s-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl] 
amino}cyclohexyl)urea trifluoroacetate as a white solid. (32.2 mg, 54.0%). 

ESI MS m/e 405.3 (M + H+); 1H NMR (400 MHz, CDCI3) 8 13.45 (s, 1 H), 8.35 (d. J = 8.0 Hz, 1 H), 7.67 (s, 1 H), 7.52-7.47 
(m. 1 H). 7.28-7.26 (m, 1 H), 7.07-6.99 (m. 2H). 4.00 (m, 1 H), 3.96 (m, 1 H). 3.32 (s, 6H). 2.27 (s, 3H), 1 .78-1 .67 (m, 8H). 

Example 3256 

2-[(3,4-Dmuorephenyl)amino]-itf^c/s-4-{[4-(diniethylamino)-S-methyipyrlmidln-2-^ 
nicotinamide 

Step A: Synthesis of 2-[(3,4-dlfluorophenyOamino]-A^(c/8*4-{[4-(dimethyiamino)-5-methylpyrlmldin-2-yr| 
amlno}cyclohexyl)nicotinamlde. 

[0901] 3,4-Difluoro-anillne (20.6 uL, 0.204 mmol) was dissolved in 1 .0 mL of DMF. NaH (8.2 mg, 0.204 mmol) was 
added to the solution and allowed to stir for 1 0 minutes. 2-Chloro-A^[4-(4-dimethylamino-5-methyl-pyrimldin-2-yIamino) 
cyclohexylj-nicotinamide (40 mg, 0.102 mmol) was added and the mixture was stinred for another 5 minutes. The 
reaction was heated via Smith Synthesizer at 200 ''C for 1 hour. The crude was purified by silica column chromatog- 
raphy. The column was flushed with 200 mL mixture methanol and methylene (1 :9) and 100 mL of methanol to give 

2-[(3,4-dmuoropheny)amlno]-A^(c/s-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohex^^ 
white solid. (30.0 mg, 61 .2%) 

ESI-MS m/z 482.5 (M + H+) ; iH NMR (400 MHz. CDCI3) 5 8.32 (dd. J= 4.8, 1.6 Hz, 1H), 7.92-7.86 (m. 1H). 7.71 (dd, 
J = 7.6, J= 1.6 Hz. 1H), 7.64 (s. 1H). 7.19-7.03 (m. 2H). 6.76-6.73 (m, IN). 6.34 (d. J= 6.8 Hz. 1H). 4.95 (s, 1H). 
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4.11-4.03 (m, 2H), 2.96 (s. 6H), 2.15 (s. 3H), 1.90-1.68 (m. 8H). 
Example 3257 

AK4-Chlorophenyl)-Ar-(c/s-4-ff4-(dimethylamlno)-5-methylpyrlmldln-2-yllam 
trifluoroacetate 



Step A: Synthesis of AK4-chlorophenyl)-A/Hc/s^{[4-(dimethylamino)-5-methylpyrimidin-^^^ 
cyclohexyl)-Af-ethylurea trifluoroacetate. 

[0902] c/s-AP-(4-Amlno<7clohexyl)-5,AA*,A^^-trimethyl-pyrimldm (75 mg, 0.30 mmol) and 1 ,1 -carbon- 

yldilmidazole (58 mg. 0.36 mmol) were dissolved In 1 mL of methylene chloride In a Smith Synthesizer vial and allowed 

to stir at room temperature overnight. To the vial, (4-chloro-phenyl)-ethyl-amlne (94 mg, 0.60 mmol) was added. The 

solution was heated via Smith Synthesizer at 1 30 °C for 30 minutes. The solvent was evaporated, and 1 mL of methanol 

was added to the crude to redlssolve It. The cmde was then purified by HPLC to give A/-(4-chlorophenyl)-/V-(c/s-4-{ 

[4-(dimethylamino)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)-AAethyIurea trifluoroacetate as a white solid. (25 0 ma 
15%) ^ ^' 

ESI MS m/e 431.3 (M + H+) ;1H NMR (400 MHz. CDCI3) 8 14.0 (s, 1H). 8,65 (d. J= 6.4 Hz. 1H). 7.53 (dd, J= 9.2. J = 
2.4 Hz, 2H), 7.43 (b. 1H), 7.28 (dd, J=9.2. J= 2.4 Hz. 2H). 4.48 (bs. 1H). 4.16 (bs. 1H), 3.99 (m, 2H), 3.39 (s. 6H). 
2.34 (s, 3H), 1 .84-1 .60 (m. 8H). 1 .21 (t, J= 7.0 Hz. 3H). 

Example 3258 

AKc/s^-{[5-Methyl-4-(methylamlno)pyrlmldln-2-yllamino}cyclohexyl)-2-{[2-(trifi 
oxy}acetamide trifluoroacetate 

Step A: Synthesis of resin bound N-methylamlne. 

[09031 2-(3,5 Dlmethoxy-4-fomnyl)pheno)(y ethyl polystyrene resin (1 .0 gram; 0.90 mmol/gram) and methylamlne 2 
M in methanol (6.85 mL, 1 1 .7 mmol) in 16 mL of CHgClg was suspended in a fritted synthesis flask. To this suspension 
was added a solution of NaBH(OAc)3 (.0117 mol) in CH2CI2 (15 mL). After shaking the mixture overnight in a rotary 
shaker, the solution was removed by filtration. The resulting resin bound N-methylamine was washed sequentially with 
CH2CI2, DMF, and MeOH. The washing sequence was repeated four times. The resin bound N-methylamlne was dried 
under vacuum for 20 minutes. 

Step B: Synthesis of resin bound-4-(N-methyl-5 methyl-2-chloro)-pyrlmldlne. 

[0904] The resin bound N-methylamlne was suspended in DMF (10 mL). To the resin suspension was added 2,4 
dlchloro-5-methyl-pyrlmidlne (1 .35 mmol) followed by triethylamlne (0.273 mL, 2.70 mmol). The reaction mixture was 
shaken overnight at room temperature. The solution was removed by filtration and the resin washed sequentially with 
DMF, CH2CI2 and MeOH. The wash sequence was repeated four times. The resulting resin bound Intermediate was 
dried under vacuum for 20 minutes.. 

Step C: Synthesis of resin bound c/s-N-(4-N-methyl-5 methyl-pyrlmldyl-2yl)cyclohexane-1,4.dlamlne. 

[0905] The resin bound Intermediate was divided up Into three portions and each portion was transfen-ed into a 5 
mL Smith synthesizer reaction vessel. The resins (0.272 mmol) were separately suspended in anhydrous dioxane (3 
mL). To each suspension was added cis 1 .4 diamine cyclohexane (0.405 mmol). tris(dlben2ylldineacetone)dipalIadlum 
(O) (0.027 mol), 2,2 bisdlphenylphosphino-1 ,1 binapthyl (BINAP) (0.081 mmol) and sodium tert-butoxide (1 .35 mmol). 
The reactions were heated In a microwave synthesizer at 1 40X for 20 minutes. At the completion of the reaction, the 
resin suspension was transfen-ed to 8 mL fritted tubes. The solutions were removed by filtration. The resins were 
sequentially washed with MeOH, H2O, MeOH, CH2CI2. and MeOH. The washing sequence was repeated three times. 
The resulting resin bound Intemriediate was dried under vacuum for 20 minutes. 

Step D: Synthesis of c/s-N-[4-(4-N-methyl-5 methyl-pyrlmldy|.2yl-amlno)-cyclohexylJ-bromoacetamlde. 

[09061 The resin bound intemiediate (0.27 mmol) was suspended In DCM (3 mL). To the resin suspension was added 
bromoacetyl bromide (0.27 mmol) and DIEA (.094 mL; 0.54 mmol). The reaction was mixed in a rotary shaker for 45 
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minutes at room temperature. At the completion of the reaction, the solution was removed by filtration. The resin was 
sequentially washed with DCM, DMR DCM, and MeOH. The washing sequence was repeated three times. The resulting 
resin bound intemnedlate was dried under vacuum for 20 minutes. 

Step E: Synthesis of AKc/94-{[5-methyl-4-(methylaniiino)pyrimidin-2-yl]amino}cyclohexyl)-^ 
[2-{trmuoromethyl)pyrimidin-4-yqoxy}acetamidetrifluofoacetate. 

[0907] The resin bound Intemnedlate from Step D (0.27 mmol) was transfen^ed Into a 5 mL microwave synthesizer 
vial. The resin was suspended in anhydrous DMF ( 2 mL). To the resin suspension was added 4 hydroxy-2-trifluor- 
omethyl pyrimidine (0.64 mmol) and potassium carbonate (0.54 mmol) The reaction was heated in a microwave oven 
at 140^C for 30 minutes. At the completion of the reaction, the resin suspension was transfenred to an 8 mL fritted 
tube. The solution was removed by filtration and the resin washed sequentially with DMF, DCM. MeOH. The wash 
sequence repeated three times. 

[0908] After drying under vacuum for 20 minutes, the resin bou nd Intennedlate was treated with 5 mL of TFA solution 
(TFA /CH2CI2 /H2O 20:20: 1 v/v) . The reaction was shaken for 2 hours and the TFA solution was collected after filtration . 
The TFA was removed by rotary evaporation and the compound subjected to purification by preparative HPLC to give 
/V-(c/s-4-{[5-methyl-4-(methylamino)pyrimidin-2-yl]amino}cyclohexyl)-2-{[2-p 
mide trifiuoroacetate (2.1 mg. 5%) as a white solid. 

ESI MS nn/e 440.3 M+H+: NMR (400MHz. CD3OD) S (ppm): 8.69 (m, 1H). 7.45 (m. 1H). 7.21-7.17 (m, 1H). 4.95 
(m. 2H). 4.03 (bs. 1 H), 3.82 (bs, 1 H), 3.04 (s, 3H), 1 .98 (s, 3H), 1 .93-1 .61 (m, 8H). 

Example 3259 

2,2-Difluoro-A^(c/s-4-{[4-methyl-6-(methylanilno)pyrimldln-2-yl]amino}cyclohexyl)-1^ 
5-carboxamide trifiuoroacetate 

Step A: Synthesis of resin bound N-methyiamine. 

[0909] 2-(3,5 Dimethoxy-4-fomriyl)phenoxy ethyl polystyrene resin (1.0 gram; 0.94mmol/gram) and methylamine 
(0.0122 mol) in 15 mL of CHgClg was suspended In a fritted synthesis flask. To this suspension was added a solution 
of NaBH(0AC)3 (0.0122 mol) in CHgClg (15 mL). After shaking the mixture ovemight in a rotary shaker, the solution 
was removed by filtration. The resulting resin bound Nnnethylamine was washed sequentially with CH2CI2, DMF, and 
MeOH. The washing sequence was repeated four times. The resin bound N-methylamine was dried under vacuum for 
20 minutes. 

Step B: Synthesis of resin bound-4-(N-methyi-6 methyi-2-chioro)-pyrimldine. 

[0910] The resin bound N-methylamine was suspended in DMF (10 mL). To the resin suspension was added 2,4 
dichloro-6-methyl-pyrimidine (1 .41 mmol) followed by triethylamine (0.393 mL, 2.82 mmol). The reaction mixture was 
shaken at 40 °C ovemight. The solution was removed by filtration and the resin washed sequentially with DMF, CH2CI2 
and MeOH. The wash sequence was repeated four times. The resulting resin bound intermediate was dried under 
vacuum for 20 minutes. 

Step C: Synthesis of resin k>ound c/s-N-(4-N-methyi-6methy|.pyrimldyi.2yl)cyclohexane-1,4-diamlne. 

[0911] The resin bound intermediate was divided up into three portions and each portion was transfen-ed into a 5 
mL Smith synthesizer reaction vessel. The resins (0.282 mmol) were separately suspended in a 1:1 solution of IPA/ 
H20 (3 mL). To each suspension was added cis 1 ,4 diamine cyciohexane (0.85 mmol) and DIEA (0.295ml; 1 .69 mmol). 
The reactions were heated in a microwave synthesizer at 180**C for 4.5 hours. The resins were pooled together; and 
the solution removed by filtration. The resin was sequentially washed with IPA, H2O, MeOH, CH2CI2, and MeOH. The 
washing sequence was repeated three times. The resulting resin bound Intermediate was dried under vacuum for 20 
minutes. 

Step D: Synthesis of 2,2-difiuoro-W-{c/^4-{[4-methyl-6-(methylamlno)pyrimIdln-2-yl]amlno}cyclohexyi)- 
1 ,3-benzodioxole-5-carboxamide trifiuoroacetate. 

[0912] The resin bound intemiediate was suspended in DMF (8mL). To the resin suspension was added the 2,2 
diflouro 1 ,3 benzodioxole 5-cari3onyl chloride (0.846 mmol) and triethylamine { 0.256 mL; 1 .69 mmol). The reaction 
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was shaken in a rotary mixer at room temperature for 46 minutes. The solution was removed by filtration and the resin 
washed sequentially with DMF, CHgClg, MeOH. The wash sequence repeated three times. 

[0913] After drying undervacuum for 20 minutes, the resin bound intermediate was treated with 15 mL of TFA solution 
(TFA /CH2CI2 /HgO 20:20: 1 v/v). The reaction was shaken for 2 hours and the TFA solution was collected after filtration. 
5 The TFA was removed by rotary evaporation and the compound subjected to purlfteation by preparative HPLC to give 
2,2-difluoro-A/-(c/s-44[4-methyI-6-(methylamino)pyrlmidin-2-yl]amino}cyclohexyl)-1,^ 
trifluoroacetate (2.0 mg. 2%) as a white solid. 

ESI MS m/e 420.5 M+H"^; NMR (400MHz, CD3OD) 6 (ppm): 8.24 (m. 1H), 7.72-7.68 (m. 2H), 7.31-7.29 (m. 1H), 
5.86 (s. 1H), 4.18-3.99 (m. 2H). 2.99 (s. 3H). 2.25 (s, 3H), 1 .93-1 .80 (m, 8H). 

10 

Examples 3280-3262 

[0914] Compounds 3260 to 3262 were prepared in a similar manner as described in Example 3242 using the appro- 
priate bromoacetophemone and amine intenmediate from Step A. 

IS 

Examples 3263-3267 

[0915] Compounds 3263 to 3267 were prepared in a similar manner as described in Example 3243 using the appro- 
priate acid and amine intenmediate from Step A. 

20 

Examples 3268-3272 

[0916] Compounds 3268 to 3272 were prepared in a similar manner as described In Example 3244 using the appro- 
priate isocyanate and amine intemriediate from Step A. 

25 

Examples 3273-3275 

[0917] Compounds 3723 to 3275 were prepared in a similar manner as described in Example 3245 using the appro- 
priate amine and carboxytic intemnediate from Step A. 

30 

Examples 3276-3280 

[0918] Compounds 3276 to 3280 were prepared in a similar manner as described in Example 3246 using the appro- 
priate acid chloride and amine intermediate from Step D. 

35 

Examples 3281-3291 

[0919] Compounds 3281 to 3291 were prepared in a similar manner as described in Example 2656 using the appro- 
priate thioderlvative and amine intermediate from Step A. 

40 

Examples 3292-3303 

[0920] Compounds 3292 to 3303 were prepared in a similar manner as described In Example 3251 using the appro- 
priate amine and carboxylic Intemnediate from Step B. 

45 

Examples 3304-3307 

[0921] Compounds 3304 to 3307 were prepared in a similar manner as described in Example 3252 using the appro- 
priate amine and carboxylic intermediate from Step B. 

so 

Examples 3308 

[0922] Compounds 3308 were prepared In a similar manner as described in Example 3251 using the appropriate 
amine and carboxylic intermediate from Step B. 

55 

Examples 3309-3315 

[0923] Compounds 3309 to 331 5 were prepared in a similar manner as described in Example 3252 using the appro- 
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priate amine and carboxyllc intermediate from Step B. 
Examples 3316-3320 

[0924] Compounds 331 6 to 3320 were prepared in a similar manner as described in Example 3253 using the appro- 
priate aldehyde and amine intemiediate from Step D. 

Examples 3321-3345 

[0925] Compounds 3321 to 3346 were prepared in a similar manner as described In Example 3255 using the appro- 
priate isocyate and amine Intemiediate from Step A. 

Examples 3346-3355 

[0926] Compounds 3346 to 3355 were prepared in a similar manner as described In Example 3257 using the appro- 
priate aniline and amine intemiediate from Step A. 

Examples 3356-3357 

[0927] Compounds 3356 to 3357 were prepared In a similar manner as described In Example 2638 using the appro- 
priate hydroxyaryl derivative and bromide intemiediate from Step B. 

Examples 3358-3359 

[0928] Compounds 3358 to 3359 were prepared in a similar manner as described In Example 3259 using the appro- 
priate acid chloride and amine intemiediate from Step D. 

Examples 3360-3365 

[0929] Compounds 3360 to 3365 were prepared in a similar manner as described in Example 3259 using the appro- 
priate hydroxyaryl derivative and bromide Intemiediate from Step E. 

Examples 3366-3367 

[0930] Compounds 3366 to 3367 were prepared In a similar manner as described In Example 3250 using the appro- 
priate acid chloride derivative and amine intermediate from Step E. 

Examples 3368-3381 

[0931 ] Compounds 3368 to 3381 were prepared in a similar manner as described in Example 3249 using the appro- 
priate thiophenol and nicotinamide intemnediate from Step A. 

Example 3382 

[0932] Compound 3382 was prepared in a similar manner as described in Example 2497 using 4-trifluoromethoxy- 
benzoyl chloride and the amine intennediate from Step E. 



Ex. No. 


compound name 


MS 


class 


3260 


1-(4-chlorophenyl)-2-[(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl] 
amino}cyclohexyl)amino]ethanone 


402.4 (M + H) 


2 


3261 


1-(3,4-difluorophenyl)-2-[(cis-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl] 
amlno}cyclohexyl)amino]ethanone 


404.4 (M + H) 


3 


3262 


1-(4-bromophenyl)-2-[(cis*4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl] 
amino}cyclohexyl)amino]ethanone 


446.3 (M + H) 


3 
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(continued) 





compound name 


MS 


class 


3263 


-[3,5-bis(trifluoromethyl)phenyl]-1 -methyiethyl}-N'-(cis-4-{ 
[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}-cyclohexyl)urea 


547.6 (M + H) 


2 


3264 


N [1 -(4-chlorophenyl)-1 -methylethyl]-N'-(cjs^-{[4-(dimethylam ino)- 
6-methylpyrimldjn-2-yl]amino)}cyclohexyl)urea 


445.3 (M + H) 


1 


3265 


N-[1-(4-chlorophenyl)-1 -methylethyl]-N'-(cls-4-{[4-(dlmethylamino)- 
6-methylpyrjmjdin-2-ylJamino}cyclohexyl)urea 


445.2 (M + H) 


2 


3266 


N-I1-(4-chlorophenyl)cyclopropyl]-N'-(cls-4-{[4-(dlmethylamino)- 
5-metnylpynmidtn-2-yl]amino}cyclohexyl)urea 


443.3 (M + H) 


1 


3267 


N-[1-(4-chlorophenyl)cyclopropyl]-N'-(cls-4-{[4-(dimethylamino)- 
6-methylpyrimidin-2-yl]amino}cyclohexyl)urea 


443.4 (M + H) 


1 


3268 


N-[1-[3,5-bls(trifluoromethyl)phenyl]-1-methylethyl}-N'-(cis-4-{ 
[4-(djmethylamino)-6-methyIpyrimidin-2-yl]amjnolcyclohexyl)-N-methylurea 


561.4 (M + H) 


3 


3269 


N-[1-(4-chlorophenyl)-1-methylethyO-N'-(cls-4-{[4-(dlmethylamlno)- 
5-methylpyrimldin-2-yl]amlno}cyclohGxyl)-N-methylurea 


459.6 (M + H) 


1 


3270 


N-[1-(4-chlorophenyl)-1 -methylethyl]-N'-(cls-4-{[4-(djmethy!amino)- 
6-methylpyrimldin-2-yl]amlno)cyclohexyl)-N-methylurea 


459.5 (M + H) 


2 


3271 


N-[1-(4-chlorophenyl)cyclopropyl]-N'-(cis-4-{[4-(dimethylamlno)- 
5-methylpyrimidin-2-yl]amino}cyclohexyl)-N-methylurea 


457.5 (M + H) 


2 


3272 


N-[1-(4-chlorophenyl)cyclopropyl]-N'-(cis-4-{[4-(dimethylamino)- 
6-methylpyrimldin-2-yl]amjno}cyclohexyl)-N-methylurea 


457.2 (M + H) 


3 


3273 


cis-N-[1 -(4-chlorophenyl)-1 -methylethyl]-44[4-(dlmethylamlno)- 
5-methylpyrimidin-2-yl]amino}cyclohexanecarboxamide 


430.3 (M + H) 


2 


3274 


cis-N-[1 -(4-chlorophenyl)-1 -methylethyl]-4-{[4-{dlmethyjamino)- 
6-methylpyrimjdjn-2-yl]amjno)cyclohexanecarboxamide 


430.4 (M + H) 


3 


3275 


cis-N-{1-[3,5-bis(trrfluoromethyl)phenyl]-1-methylethyl}-4-{[4-(dlmethylamino)- 
6-methylpyrimldin-2-yl]amlno}cyclohexanecarboxamide 


532.3 (M + H) 


3 


3276 


4-chloro-N-{cis-4-[(4-methoxy-5-methylpyrimidin-2-yl)amino]cyclohexyl} 
benzamide 


375.1 (M + H) 


3 


3277 


N4cls-4-[(4-methoxy-5-methylpyrimldin-2-yl)amlno]cyclohexyl}- 
4-(trifiuoromethoxy)benzamide 


425.1 (M + H) 


3 


3278 


3,4-dichloro-N-{cls-4-[(4-methoxy-5-methylpyrimldln-2-yl)amino]cyclohexyl} 
benzamide 


408.9 (M + H) 


2 


3279 


3,5-dlchloro-N-{cls-4-[(4-methoxy-5-methylpyrimidin-2-yl)amlno]cyclohexyl} 
benzamide 


409.1 (M + H) 


3 


3280 


N-{cis-4-[(4-methoxy-5-methy[pyrjmidjn-2-yl)amlno]cyclohexyl}-3,5-bls 
(trif luoromethy l)benzam ide 


477.2 (M + H) 


3 


3281 


N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)- 
2-[(4-fluorophenyl)sulfonyl]nicotinamlde 


513.4 (M + H) 


1 


3282 


2-[(4-chlo^ophenyl)sulfonyl]-N-(cls-4^[4-(dlmethy^amino)-5-methylpyrimidln- 
2- vllam inolcvcio h exvh n itviti n AmiHp 


529.4 (M + H) 


1 


3283 


2-[(3-chlorophenyOsutfonyl]-N'(cis-4-{[4-(dimethyIamino)-5-methyIpyrimidin- 
2-yl]amino)cyclohexyl)nicotinamide 


529.4 (M + H) 


2 


3284 


2-[(2-chlorophenyOsulfonyl]-N-{cis-4^[4-(dimethylamino)-5-methylpyrimidin- 
2-yl]amino}cyclohexyl)nicotjnamide 


529.3 (M + H) 


2 
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(continued) 



cX. INO. 


compound name 


MS 


class 


3285 


2-[(3-bromophenyl)suffonyl]-N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidln- 
2-y llam i n ojcycio h exy 1) n icoti n amide 


573.6 (M + H) 


2 


3286 


N-(cjs-4-{[4-(dimethylamlno)-5-methylpyrimidln-2-yl]amino}cyclohexyl)- 
2-[(4-methoxyphenyl)sulfonyl]-nicotinamlde 


525.4 {M + H) 


3 


3287 


N-(cls-4-{[4-(dlmethylamlno)-5-methylpyrlmidin-2-yl]amino}cyclohe)(yl)-2-{ 
[3-(trifluoromethyl)phenyl]sulfonyl}-nlcotjnamlde 


563.5 (M -1- H) 


2 


3288 


N-(cis-4-{[4-{dlmethylamino)-5-methylpyrjmjdin-2-yl]amlno}cyclohe)cyl)- 
2-[(4-methylphenyl)sulfonyl]nicotinamide 


509.6 (M -f H) 


2 


3289 


2-[(4-bromophenyl)sulfonyl]-N-(cis-4-{[4-(dlmethylamino)-5- methylpyrimidin- 
2-y l]am ino}cyclo hexyl) n Icoti namide 


573.5 (M + H) 


2 


3290 


N-{cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yI]amlno}cyclohexyl)- 
2-[(2-methyl-3-furyl)sulfonyl]nlcotinamide 


499.4 (M + H) 


3 


3291 


N-(cls-4-{[4-(dimethylamino)-6-methylpyrimldln-2-yl]amino}cyclohexyl)-2-{ 
[4-(tnfluoromethyl)phenyqsu)fonyl}-nicotinamide 


563.5 (M + H) 


2 


3292 


cjs-N^(1S)-1-(4<hlorophenyl)ethyl]-4-{[4-(djmethylamino)-5-methylpyrimidm 
2-yl]amjno}cyclohexanecart)oxamlde 


416.3 (M + H) 


2 


3293 


cls-N4(1S)-1-[3,5-bls(trifluoromethyl)phenyl]ethyl)}-4-{[4-(dlmethylamino)- 
5-methylpyrimidin-2-yl]amlno}cycIohexanecarboxamide 


518.4 (M + H) 


3 


3294 


cls-4-{[4-(dimethylamino)-5-methylpyiimidin-2-yl]amino}-N-((1R)- 
1-(2-fluorophenyl)ethyl]cyclohexanecarboxamide 


400.3 (M + H) 


3 


3296 


cis-4-{[4-(dimethylamino)-5-methylpyrimjdin-2-yOamino}-N-[(1S)- 
1-(2-fluorophenyl)ethyl]cyclohexanecarboxamide 


400.3 (M + H) 


3 


3296 


cls-N-[(1S)-1 -(4-bromopheny!)ethyl]-4-{[4-(dimethylamino)-5-methylpyrimidln- 
2-yl]amino}cyclohexanecait)oxamide 


460.3 (M + H) 


1 


3297 


cis-N^(1R)-1-(4-bromophenyl)ethyl]-4-{[4-{dlmethylamlno)-5-methylpyrimidin- 
2-yl]amino}cyclohexanecarfooxamlde 


460.3 (M + H) 


2 


3298 


4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amino}-N-{(1S)- 
1-[3-(trif!uoromethyl)phenyl]ethyl)cyclohexanecarboxamide 


450.2 (M + H) 


1 


3299 


4 {[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amino}-N-{(1 R)- 
1-[3-(trifluoromethyl)phenyl]ethyl}cyclohexanecarboxamide 


450.3 (M + H) 


1 


3300 


4-{[4-{dimethylamino)-5-methylpyrimidln-2-yl]amlno}-N-{( 1 S)- 
1-[2-(trifluoromethyl)phenyl]ethyt}cyclohexanecarboxamide 


450.4 (M + H) 


1 


3301 


4-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino)-N-[(1R)- 
1-(2-(trifluoromethyl)phenyl]ethyl}cyclohexanecarboxamide 


450 (M + H) 


3 


3302 


cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-{(1S)- 
1-[4-(trifluoromethoxy)phenyl]ethyl}-cyclohexanecait)oxamide 


466.4 {M + H) 


1 


3303 


cls-4-{[4-(djmethylamino)-5-methylpyrimidin-2-yl]amlno}-N-{(1R)- 
1-[4-(trifluoromethoxy)phenyl]ethyl}-cycIohexanecarboxamlde 


466.4 (M + H) 


2 


3304 


cis-N-[(1S)-1-(4-bromophenyl)ethyl]-4-{(4-methylqulnolin-2-yl)amino] 

oywiui icABi ici#ai uuxalTlKJc 


466.4 (M + H) 


3 


3305 


cls-N-[(1R)-1-(4-chlorophenyl)ethyl]-4-[(4-methylquinolin-2-yl)amino] 
cyclohexanecarboxamide 


422.3 (M + H) 


2 


3306 


cis-N-[(1S)-1-(4-chlorophenyl)ethyl]-4-[(4-methyiquinolin-2-yl)amlno] 
cyclohexanecarfooxamide 


422.4 (M + H) 


2 
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Ex. No. 


cumpouna nafne 


MS 


class 


3307 


cis-4-[(4-methylqujnolln-2-yl)amino]-N-{(1 R)-1 -[3-(trifluorome%^^ 
einyi)cycionexanGCarDox3rnia6 


456.3 (M + H) 


1 


3308 


cls-N^(1S)-1-{4-bromophenyl)ethyl]-4-{[4-(dimethylamino)-5-me%lpyrimld 
^-yijaminojcycionexanecarDoxarniao 


460 (M -f H) 


1 


3309 


cls-N^(1S)-^[3,5-bls(trifluoromethyl)phenyl]ethyl^4-[(4-methyl^ 
amino]cyclohexanecarboxamlde 


524.2 (M + H) 


2 


3310 


cls-4-[(4-methylqulnolin-2-yl)amino]-N-{(1 R)-1-[4-(trifluoromethoxy)phenyl] 
ethyl}cyctohexanecarboxannicje 


472.4 (M + H) 


3 


3311 


c^s-N^{1R)-^(2-fluorophenyl)ethyl]-4-[(4-methylquinolln-2-yl)am^no] 
cycionexanecarDOxamiciO 


406.2 (M + H) 


3 


3312 


cis-N-[(1S)-1-(2-fluorophenyl)ethyl]-4-[(4-methylqulnolin-2-yl)amlno] 
cycio n exan ecarooxam 1 u6 


406.3 (M + H) 


1 


3313 


cls-4-[(4H7iethylquinolin-2-yl)amino]-N-{(1R)-1-[2-(trifluoromethyO 
einyi)cycionexanecait)oxaniiae 


456.2 (M + H) 


2 


3314 


cis-4-[(4wTiethylquinolin-2-yl)amino]-N-{(1 S)-1 -[2-(trif luoromethyO^ 

A\ #aI A K% A%# A A A.A^ ■■ III _n_ -If J _ mum. ■ rJ --^ 

einyijcycionexanecarDoxamide 


456.3 (M + H) 




3315 


cis-4-[(4HTiethylqujnolln-2-yl)amino]-N-{(1S)-1-[3-(trifluoromethyl)phenyl] 
ethyljcyclohexanecarboxamide 


456 (M + H) 




3316 


frans-2-(4K:hlorophenyl)-N-(cls-4^[4-(dimethylamlno)-5-methylpyrimidln-2-yl] 
amino}cyclohexyl)-cyclopropanecarboxamlde 


428.4 (M + H) 




3317 


f/a/is-2-(3-chlorophenyl)-N-(cis-44[4-(dimethylamino)-5-methylp)yrlmidin- 
2-yt]aminol}cyctohexyl)-cyclopropanecarboxamide 


428 (M + H) 




3318 


frans-2-(3,4-difluorophenyl)-N-(cls-4^(4-(dimethylamlno)-5-methylpyrimidin 
2-yI]amino}cyclohexyl)-cyclopropanecarboxamlde 


430.2 (M + H) 


1 


3319 


f/ans-2-{3,4-djchlorophenyl)-N-(cis-44[4-(dimethylamino)-6-me%lpyrimidin- 
2-yl]amino}cyclohexyl)-cyclopropanecarboxamlde 


462.3 (M+H) 




3320 


ffans-2-[3,5-bis{trifluoromethyl)phenyQ-N-(cis-4-{[4-(dlmethylamino)- 
5-methylpyrimldln-2-yl]amino}cyclohexyl)-cyclopropanecarboxamide 


530.2 (M + H) 




3321 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl) 
-N'-(2-methoxyphenyl)urea 


399.3 (M + H) 


2 


3322 


N-(cls-4-{t4-(dlmethylamino)-5-methylpyrimidin-2-yl]amjno)cyc!ohexyl) 
-IM -(o-meinoxypnenyl)urea 


3993 (M + H) 


3 


3323 


N-{3,4-dimethoxyphenyl)-N'-{cis-4-{[4-(dimethylamino)-5-methylpyrimidln- 
2-y i]am i n o}cycio h exy 1) u r6a 


429.4 (M + H) 


1 


3324 


N-(cjs-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl) 
-N -(<:i-iiuoropnenyl)urea 


387.5 (M+H) 


2 


3325 


N-(cis-4-{[4-(djmethylamlno)-5-methylpyrimidin-2-yl]amino}cycloh 
-IN -(o-Tiuoropnenyl)urea 


387.4 (M + H) 


2 


3326 


N-(cis-4-{(4-(dlmethylamlno)-5-methylpyrimldln-2-yl]amino}^^ 
-N'-(4-f 1 uorophenyl) urea 


387.4 (M + H) 


1 


3327 


N-(3,4-difluorophenyl)-N*-(cls-4-{[4-(dimethylamino)-5-methylpyrlmldin-^^^^ 
amino}cyc!ohexyl)urea 


405.3 (M + H) 


2 


3328 


N-(cis-4-{(4-{dimethyIamino)-5-methylpyrimldln-2-yl]amino}cyclohexyl) 
-N43-(trifluoromethyl)phenyl]urea 


437.3 (M+H) 
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cornpouiiu riamG 


MS 


class 


3329 


N-(cis-4-{[4-(dimethylamjno)-5-methylpyrimidln-2-yl]amino}cyclohexyl) 
-iM -[4-^iniiuoromeiriyijpnenyij uroa 


437.2 (M + H) 




3330 


N-(cis-44[4-(dimethylamino)-5-methylpyrimldin-2-yl]afTilno)cyclohexyl) 
-IM -i£-(iniiuoromeinoxy)pnenyijurea 


453.1 (M + H) 


1 


3331 


N-(3-chloro-4-fluorophenyl)-N'-(cls-4^[4-(dlme%lamlno)-5-methylpyrimldin- 
2-yl]amino}cyclohexyl)urea 


421.1 (M + H) 


2 


3332 


N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimldln-2-yl]amlno}cyclohexyl) 
-IM -[4-Tluoro-3-(trjTluorometnyl)-phenyljurea 


455.3 (M + H) 




3333 


N-(4-chlorophenyl)-N'-(cis-4-{[4-(dlmethylamino)-6-methylpyrlmidin-2-yl] 
amino}cyclohexyl)urea 


403.2 (M + H) 


2 


3334 


N-[3,5-bjs(trifluoromethyl)phenyl]-N'-(cis-4-{[4-(dimethylamino)- 
5-methy Ipy rimidi n-2*yl]amino}cyclo hexyl)u rea 


505.3 (M + H) 


2 


3335 


N-(4-bromophenyl)-N'-(cis-4-{[4-(dimethylamlno)-5-mGthylpyrimldin-2-yl] 
am ino}cyciohexyl)urea 


447.1 (M + H) 


1 


3336 


N-(cjs-4-{[4-{dlmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl) 
-N -(2-methyipnenyl)urea 


383.2 (M + H) 


2 


3337 


N-(3,4-dlchlorophenyl)-N'-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yO 
am ino}cyclohexyi)urea 


437.3 (M + H) 


2 


3338 


N-(2,4-dichlorophenyl)-N'-{cis-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yO 
amino)}cyclohexyl)urea 


437.3 (M + H) 


2 


3339 


N-(3,5-dichlorophenyl)-N'-(cis-4-{[4-(dimethy!amino)-5-methylpyrlmidln-2-yl] 
amino}cyclohexyl)urea 


437.3 (M + H) 


2 


3340 


N-(3-chlorophenyl)-N'-(cls-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl] 
amlno}cyclohexyl)urea 


403.4 (M + H) 




3341 


N-benzyl-N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino} 
cyclohexyl)urea 


383.5 (M + H) 


2 


3342 


N-(2,5-dichlorophenyl)-N'-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yG 
amino}cyclohexyl)urea 


437.3 (M + H) 


2 


3343 


N-(2'3-dichlorophenyl)-N'-(cis-4-{[4-(dlmethyIamino)-5-methyIpyrimidin-2-yl) 
amino}cyclohexyl)urea 


437.3 (M + H) 


3 


3344 


N-[2-chloro-6-(trifluoromethyl)phenyl]-N'-(cls-4-{[4-(dlmethylamlno)- 
5-methylpyiimidin-2-yl]amino}cyclohexyl)urea 


471.3 (M + H) 


3 


3345 


N-(cis-4-{[4-(dimethylamino)-5-m©thylpyrimldin-2-yl]amino}cyclohexyl) 
-N -(2,4,D-tncnloropnenyl)urea 


471 .3 (M + H) 


1 


3346 


N'-(cls-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yl]amlno}cyclohexyl) 
•N-(2'fluoropnenyl)-N-metnylurea 


401 .2 (M + H) 


3 


3347 


N-(2-chlorophenyl)-N'-(cjs-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl] 
amlno}cyc!ohexyl)-N-methylurea 


417.1 (M + H) 


2 


3348 


N-(2,4-dlchlorophenyl)-N'-(cis-4-{[4-(djmethylamino)-5-methylpyrimidin-2-yl] 

flminrilf^plnhpwn-M-mf^thv/li trf^a 
ai 1 III iujv_>yoivji icAyiy tx 1 1 idi ly lu 1 cd 


451 .2 (M + H) 


1 


3349 


N'-(cls-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino}cyclohexyl)-N- 
ethyl-N-[2-(trifluoromethoxy)-phenyl]urea 


481.3 (M + H) 


2 


3350 


N'-(cis-4-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-N- 
ethyl-N-phenylurea 


397.1 (M + H) 


1 
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Ex. No. 


conriDound namp 


Mo 


class 


3351 


N'-(cis-4-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyO 

6thvl-N-r4-/triflLioromothny\/^.nhon\/l1iiroa 


481.1 (M + H) 




3352 


N*-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cycloh0xyl)-N- 

mfith\/l-N-r9-/trif lunmmoth ny\/\-r>honul1i irao 
iiidiiyi I'v \Li II luuiui 1 ic*u lUAy^'piieiiyijuicel 


467.2 (M + H) 


■ 1 


3353 


N-(4-chlorophenyl)-N*-(ds-4-{[4-(dlmethylamlno)-5-methylpyrimldln-2-yn 

at 1 III i\jjK*yK^t\ji icAy 1^ 1^ CLI lyiui ccl 


431.3 (M + H) 


■ 1 


3354 


N-[3,5-bls(trifluoromethyl)phenyl]-N'-(cis-4-{[4-(dimethylamlno)- 

fi-rTISthx/lnvrirniHin-P-vilnminnlrn/r^lohoYX/h M.athxfh irexa 
w 1 M«u ly ipyiii iiiuii 1 £. yijaiMiiiujuyuiuiit;Ayi) IN winyiurSa 


533.1 (M + H) 


1 


3355 


N'-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-N- 

cLiiyi 1^ iiidiiyipiit;i lyi^Uf cQ 


411.3 (M + H) 


1 


3356 


N-(cls-4-{[4-(dimethylamlno)-5-methylpyrlmidin-2-yl]amlno}<7clohexyl)-^^^ 
[ 1 *m6inyi-o-\irniuorunieinyi;-i n**pyrazoi''0-yijoxy)ac6Tarnia6 


456.4 (M + H) 


1 


3357 


N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-2-{ 

\a \ii II luuiuiiioiiiyiypyiir iiiuiri~'f~yijOAy aC6iamiQ6 


454.2 (M + H) 


3 


3358 


2,2-dlfluoro-N-{cls-4^[4-methyl-6-(methyIamino)pyrimidjn-2-yl]amino} 

wywiUiit«Ayi^~ 1 |O*UI?nZUuI0A0lc"O*Caru0XaniiU6 


420.5 (M + H) 




3359 


4-chloro-N-(cls-4^[4-methyl-6-(methylamino)pyrlmidln-2-yQamino} 

t»ywf iui iC7Ayt^*o~^ii II lUwi umeiny 1 /DcnzaiTiiQS 


442.1 (M + H) 




3360 


2-(3,4-dichlorophenoxy)-N-(cis-4-{[4-methyl-6-(methylamino)pyrimidin-2-yn 

ail III iv/^yLriui icAyiyciwcjicii i liUc 


438.3 (M + H) 


1 


3361 


N-(cls-4-{[5-methyl-4-(methylamlno)pyrimldln-2-yl]amlno}-cyclohexyl)-2-{ 
\fc \iiiiiuuiwiin3iiiyi 7py 1 irn i\j in "•♦"y 1 joxyjf '^ceieirn luc 


440.3 (M + H) 




3362 


N-(cls-4-{[5-methyl-4-(methylamlno)pyrimldjn-2-yl]amino}-cyclohexyl)-2-{ 
L 1 -riieinyi-o-^irniuororneinyij- 1 n-pyrazoi-o-yijoxyj acoiamtuO 


442.5 (M + H) 


3 


3363 


N-(cis-4-{[5-methyl-4-(methylamlno)pyrimidjn-2-yl]amino}-cyclohexyl)-2-{ 

[a-\ii n luui uiiicLi iyi^pyiirTiiuin~H*yijOXyjoCGiain 


440.3 (M + H) 


3 


3364 


N-(cis-4-{[5-methyl-4-(methylamlno)pyrimidin-2-yl]amlno)-cyclohexyO 
[ 1 1 iiciiiyr3''^iiiiiuuiuiTieiriyiy- 1 n-pyrazui-o-yijoxy/ aCciamiuG 


442.4 (M + H) 


3 


3365 


N-(cls-4-{(5-methyM-(methylamino)pyrimidin-2-yl]amino)-cyclohexyI)-2-{ 
l«9 \iiiiiuururneinyiy-i n'>pyraZOro~yijoxy/-aCGianrilQ6 


428.2 (M + H) 




3366 


3,4-dlfIuoro-N-(cis-4^[(4-methylquinolin-2-yl)methyl]amlno}cyclohexyl^ 

HpnTAmiHo 
i/ci ic-cii 1 iiuc 


410.3 (M + H) 


3 


3367 


3-chloro-N-(cis-4^[(4-methylqu^nolin-2-yl)methyl]amino}cyclohexyl) 

UCI l£.eu 1 IIUI7 


408.3 (M + H) 




3368 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimldin-2-yl]amino}cyclohexyl)- 
^ ''uoropnenyi^sunonyijnicoiinarnia© 


513.5 (M + H) 


2 


3369 


2-[(2-chlorophenyl)sulfonyl^N-(cis-4^[4-(dimethylam^no)-6-methylpyrimid^n- 

^ yijaii iiiiujuyv#iUiieAyi/i iiuoiinaiTilue 


513.5 (M + H) 


2 


3370 


2-[(3-chlorophenyOsulfonyl]-N-(cis-4^[4-(dimethylamino)-6-methylpyrimidln- 
2-yl]amino}cyclohexyl)nicotinamide 


529.1 (M + H) 


2 


3371 


2-[{4-chlorophenyl)sulfonyl]-N-(cis-4^[4-(dimethylamlno)-6-methylpyrimidin- 
2-yl]amino)cyclohexyl)nicotinamlde 


529.1 (M + H) 


3 


3372 


2-[(2-bromophenyl)sulfonyl^N-(cis-4^[4-(dimethylamino)-6-methylpyrimidin- 
2-yl]amino)cyclohexyl)nicotinamide 


573.3 (M + H) 


3 
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ex. INO. 


compound name 


MS 


class 


3373 


2-[(3-bromophenyl)suffonyl]-N-(cis-4-{[4-(dimethylamino)-6-3373 
methylpyrimjdln-2-yl]amino}cyclohexyl)nlcotinamjde 


576.4 (M + H) 


2 


3374 


2-[(4-bromophenyl)sulfonyl]-N-{cis-4^[4-(dimethylamlno)-6-methylpyrim!dln- 
2-yi]amlno}cyclohexyl)nicotinamide 


573.2 (M + H) 


3 


3375 


N-(cls-4-{[4-(dimethylamino)-6-methylpyrimldln-2-yl]amlno}cyclohexyl)- 
2-[(2-methylphenyl)sulfonyl]nicotjnamlde 


509.5 (M + H) 


2 


3376 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrlmidln-2-yl]amino}cyclohexyl)- 
2-[(3-methylphenyl)sulfonyllnicotinamide 


509.5 (M + H) 


3 


3377 


N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrlmidln-2-yl]amino}cyclohexyl)- 
2-[(4-methylpnenyl)sulfonyl]nicotinamide 


509.5 (M + H) 


2 


3378 


N-(cis-4-{[4-{djmethylamlno)-6-methylpyrimldin-2-yl]amino}cyclohexyl)- 
2-[(2-methoxyphenyl)sulfonyl]-nicotinamide 


525.3 (M + H) 


3 


3379 


N-(cis-4-{[4-(dlmethylamino)-6-methylpyrimldin-2-yl]amino}cyclohexyl)- 
2-[(3-methoxyphenyl)sulfonyl]-nicotinamide 


525.3 (M + H) 


3 


3380 


N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexyl)- 
^ Lv^ '"©inoxypnenyi^sunonyij-nicoiinam 


525.3 (M -f H) 


3 


3381 


N-(cls-4-{(4-(dlmethylamino)-6-methylpyrjmldin-2-yl]amlno}cyclohexyl)-2-{ 
[2-(trifluoromethyl)phenyl]-sulfonyqnicotinamide 


563.4 (M + H) 


3 


3382 


N-{cis-4-[(4-methylquinolln-2-yl)amino]cyclohexyl}-4-{trlfluoromethoxy) 
benzamide 


444.4 (M + H) 


1 



Example 3383 



4-Chloio-A^[cle-4-(4<llmethylamlno-6-methyl-pyrimidin-2-ylaniino)-cydohe^^^ fluoro-benzamide 
hydrochloride 

Step A: Synthesis of 4H:hloro-Af-[c/s-4-(4<limethyiamlno-6-methyi-pyrimldln-2-ylamlno)-c^^ 
benzamide hydrochloride. 

[0933] To a solution of A^-(c/s-4-amino-cyclohexyl)-6,AA^,/V*-trimethyl-pyrlmidlne-2,4-dlamine obtained In step A of 
example 3127 (300 mg) in DMF (3 mL) were added 4-chloro-3-fluoro-benzoic acid (252 mg), Et^N (0.42 mL), HOBt- 
H2O (276 mg), and EDC-HCI (277 mg). The reaction mixture was stin-ed at ambient temperature for 1 day. The reaction 
mixture was poured Into saturated aqueous NaHCOa and the aqueous layer was extracted with CHCI3 (three times). 
The combined organic layer was dried over MgS04, filtered, concentrated under reduced pressure, and purified by 
medium-pressure liquid chromatography (NH-silIca gel, 15% to 60% EtOAc in hexane). The solution of the above 
purified material In EtOAc (5 mL) was added 4 M hydrogen chloride In EtOAc (10 mL). The mixture was stirred at 
ambient temperature for 1 hr and concentrated. The residue was suspended in EtaO (20 mL) and the suspension was 
stirred at ambient temperature for 2 hr. The precipitate was collected by filtration, washed with EtgO, and dried at 80 
''C under reduced pressure to give 4-chloro-/V-[c/s-4-(4-dlmethylamino-6-methyl-pyrimldin-2-ylamlno)-cyclohexylJ- 
3-fluoro-benzamjde hydrochloride (335 mg) as a white solid. 

ESI MS m/e 406, M (free) + H+;iH NMR (300 MHz. CDCI3) 5 1 .64-2.01 (m, 8 H), 2.35 (s. 3 H). 3.14 (s. 3H). 3.26 (s. 3 
H), 4.02-4.31 (m. 2 H), 5.74 (s, 1 H), 6.84-6.96 (m, 1 H), 7.40-7.49 (m, 1 H), 7.53-7.60 (m. 1 H), 7.69 (dd, J= 9.7. 1.9 
Hz, 1 H), 8.48-8.65 (m, 1 H), 12.93-13.08 (m, 1 H). 
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Example 3384 

3-Chloro-A^[p/^4-(4<llmethylamino-6-methyt-pyrimldin-2-ylamlno)-cyclo 
hydrochloride 

Step A: Synthesis of 3-chloro-AI-[c/s-4-(4Hlimethylamino-6-methyl-pyrlmidin-2-ylamlno)^ 
benzamlde hydrochloride. 

[0934] Using the procedure for the step A of example 3383, the title compound was obtained. 
ESI MS m/e 406. M (free) + H+; NMR (300 MHz. CDCI3) 6 1 .64-2.05 (m, 8 H). 2.36 (s, 3 H), 3.15 (s, 3 H), 3.26 (s, 
3 H), 4.01-4.30 (m. 2 H), 5.75 (s, 1 H). 6.45-6,54 (m, 1 H), 7.17-7.23 (m, 1 H), 7.40-7.47 (m. 1 H), 7.57-7.61 (m, 1 H), 
8.60-8.71 (m, 1 H), 13.07-13.19 (m. 1H). 

Example 3385 

A^[c/94-(4-Dlmethylamlno-6-methyl-pyrlmldln-2-ylamlno)-cyclohexyi]-3,4,5-trm 
hydrochloride 

Step A: Synthesis of iV{c/s-4-(4-dlmethylamino-8-methyl-pyrlmidln-2-ylamlno)-cyclohexyl]-3,4,5-trlfluoro- 
benzamlde hydrochloride. 

[0935] Using the procedure for the step A of example 3383. the title compound was obtained. 

ESI MS m/e 408, M (free) + H+; NMR (300 MHz, CDCI3) S 1 .62-2.01 (m, 8 H), 2.36 (s, 3 H), 3.14 (s. 3 H), 3.26 (s, 

3 H), 4.00-4.32 (m, 2 H), 5.75 (s. 1 H). 6.70-6.81 (m, 1 H), 7.47-7.59 (m, 2 H), 8.54-8.66 (m. 1 H), 12.92-13.08 (m, 1 H). 

Example 3386 

3- Chloro-4-fluoro-Af-[c/s-4-(5-methyl-4-methylamlno-pyrimidln-2-ylamlno)-cyclohexyl]4^ 
hydrochloride 

Step A: Synthesis of (2-chloro-5-methyl-pyrlmklln-4-yl)-methyl-amine. 

[0936] To the solution of 2,4-dichloro-5-methylpyrimidlne (5.00 g) In THF (50 mL) were added IPrgNEt (6.4 mL) and 
40% aqueous MeNH2 (4.78 mL). The mixture was stirred at ambient temperature for 12 hr and concentrated under 
reduced pressure. To the residue was added saturated aqueous NaHCOs and the aqueous layer was extracted with 
CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated, and purified by medium- 
pressure liquid chromatography (NH-sllica gel, 9% to 20% EtOAc in hexane) to give (2-chloro-5-methyl-pyrimidin-4-yl)- 
methyl-amlne (3.55 g) as a white solid. 

ESI MS m/e 408, M + H+; NMR (300 MHz, CDCI3) 52.01 (d, J= 0.8 Hz, 3 H), 3.07 (d, J= 5.0 Hz, 3 H), 4.89-5.06 
(m, 1 H), 7.79 (s, 1 H). 

Step B: Synthesis of 3-chloro-4-f luoro-A^[c/s-4-(5-methyl-4-methylamlno-pyrimidln-2-ylamino}-cyclohexyl]- 
benzamlde hydrochloride. 

[0937] Using the procedure for the step B of example 3228, the title compound was obtained. 

ESI MS m/e 392, M (free) + H+; NMR (300 MHz, DMSO-dg) 5 1 .64-1 .98 (m, 1 H), 2.94 (d, J= 4.5 Hz, 3 H), 3.80-4.08 

(m, 2 H), 7.48-7.67 (m, 2 H), 7.87-7.95 (m, 1 H). 8.08-8.51 (m, 4 H), 11 .95-12.03 (m, 1 H). 

Example 3387 

4- Chloro-i^[c/s-4-(4<llmethylamlno-5-methyl-pyrlmldin-2-ylamlno)-cyclohexyl]-3-fluoro-benzamide 
hydrochloride 

Step A: Synthesis of 4'Chloro-A^[c/5^-(4-dImethylamino-5-methyl-pyrlmldln-2-ylamlno)-cyclohexyl]-3-fl^ 
benzamlde hydrochloride. 

[0938] To a solution of A^-(c/s-4-amino-cyclohexyl)-5,A^,A^-trimethyl-pyrlmidine-2,4-diamine obtained in step C of 
example 3119 (250 mg) In DMF (4 mL) were added 4-chloro-3-fluoro-benzolc acid (209 mg), EtgN (0.36 mL). HOBt- 
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H2O (230 mg), and EDC-HCI (230 mg). The reaction mixture was stirred at ambient temperature for 1 6 hr. The reaction 
mixture was poured Into saturated aqueous NaHCOs and the aqueous layer was extracted with CHCI3 (three times). 
The combined organic layer was dried over fJigSO^, filtered, concentrated under reduced pressure, and purified by 
medium-pressure liquid chromatography (NH-sllica gel, 20% to 40% EtOAc in hexane). The solution of the above 
purified material In EtOAc (10 mL) was added 4 M hydrogen chloride In EtOAc (0,6 mL). The mixture was stirred at 
ambient temperature for 1 hr and concentrated. The residue was suspended in EtgO (1 0 mL) and the suspension was 
stirred at ambient temperature for 4 hr. The precipitate was collected by filtration, washed with Ei^O and dried at 80 
•C under reduced pressure to give 4K:hloro-/SKc/s-4-(4-dimethylamlno-5-methyl-pyrimldln-2-ylamino)-cyclohexyl]- 
3-fluoro-benzamide hydrochloride (208 mg) as a white solid. 

ESI m m/e 406, M (free) + H+; NMR (300 MHz, CDCI3) 6 1 .65-2.00 (m, 8 H), 2.26 (s, 3 H). 3.31 (s, 6 H), 3.98-4.27 
(m, 2 H), 6.63-672 (m. 1 H). 7.20-7.27 (m. 1 H). 7.41-7.59 (m, 2 H), 7.64-7.73 (m, 1 H), 8,63-8.73 (m, 1 H), 12.76-12.95 
(m, 1 H). 

Example 3388 

3-Chloro-A^[cl9-4-(4<llniethylamlno-5-methyl-pyrimldfn-2-ylamino)-cyclohexyl]-5-fl 
hydrochloride 



Step A: Synthesis of 3-chioio-A^[c/8N4-(4-dimethylamino-5-methy|.pyrlmldIn-2-ylamino)-cyclohexylh5-fl^ 
benzamlde hydrochloride. 

[0939] Using the procedure for the step A of example 3387, the title compound was obtained. 

ESI MS m/e 406. M (free) + H-^; 1H NMR (300 MHz, CDCI3) 5 1 .64-2.01 (m. 8 H). 2.26 (s, 3 H). 3.30 (s, 6 H), 4.02-4.25 

(m, 2 H), 7.02-7.28 (m, 3 H), 7.46-7.53 (m, 1 H), 7.63-7.68 (m, 1 H), 8.48-8.60 (m, 1 H), 12.70-12.84 (m, 1' H). 

Example 3389 

AKc/s-4-(4-Dlmethyiamlno-5-methyl-pyrimldln-2-ylamlno)-cyclohexyil-3,4,5-trifluofo-benM 
hydrochloride 

Step A: Synthesis of A4c/s4-(4-dlmethylannino-5-methyl-pyrlmldlri-2-ylamino)-cyclohexyi]-3 A5-tririuoi^ 
benzamlde hydrochloride. 

[0940] Using the procedure for the step A of example 3387, the title compound was obtained. 

ESI MS m/e 408, M (free) + H+; NMR (300 MHz. CDCI3) 6 1 ,60-2.02 (m, 8 H), 2.26 (s, 3 H), 3.31 (s, 6 H), 4.01 -4.26 

(m, 2 H). 6.65-6.76 (m, 1 H), 7.21-7.29 (m, 1 H), 7.48-7.60 (m. 2 H), 8.57-8.69 (m, 1 H), 12.73-12.91 (m, 1 H). 

Example 3390 

/V-[c/s4-(4-Dlmethylamlno-5.methyl-pyrlmidlri-2-ylamlno)-cyclohexyl]-3,5<llfluoro-^^ hydrochloride 

Step A: Synthesis of W-[c/s4^4-dlmethylamlno-5-methyl-pyrlmldin-2-ylamlno)^clohexyl]-3,5-difluoro- 
benzamlde hydrochloride. 

[0941 1 Using the procedure for the step D of example 3119, the title compound was obtained. 

ESI MS m/e 390, M (free) + H+; NMR (300 MHz, CDCy 8 1 .61-2.06 (m, 8 H), 2.26 (s, 3 H), 3.31 (s. 6 H). 4.01-4.29 

(m. 2 H), 6.55-6.70 (m, 1 H), 6.84-7.01 (m, 1 H), 7.18-7.43 (m. 3 H). 8.54-8.71 (m, 1 H), 12.77-12.97 (m, 1 H). 

Example 3391 

2^3,4-Dlfluoro-phenyl)-/\^[c/s^(4-dImethylamlno-5-methyl-pyrlmldln-2-ylamino)-cyciohexy 
hydrochloride 



Step A: Synthesis of 2-(3,4-difluoro-phenyl>-A^[c/s-4-(4^imethyIamlno-5-methyl-pyrlmldin-2-ylamlno)- 
eyclohexyij-acetamide hydrochloride. 

[0942] Using the procedure for the step A of example 3387, the title compound was obtained 

ESI MS m/e 404. M (free) + H+; iH NMR (300 MHz. CDCI3) 5 1 .57-1 .94 (m. 8 H), 2.24 (s. 3 H). 3.29 (s, 6 H), 3.47 (s, 
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2 H), 3.80-3.97 (m, 1 H), 4.05-4.18 (m, 1 H), 6.01-6.15 (m, 1 H), 6.95-7.28 (m, 4 H), 8.46-8.86 (m, 1 H), 12.81-13.01 
(m. 1 H). 

Example 3392 

iy^[c/94-(4-Amino-5-methyl-pyrimidin-2-ylamino)-cyclohexyl]-3-chlor^ 
Step A: Synthesis of 2-chloro-5-methyl-pyrimlclin-4-ylamlne. 

[0943] To the solution of 2,4-dlchloro-5-methylpyrimidine (1 .00 g) In IPA (2 mL) was added 28% aqueous NH3 (2 
mL). The mixture was heated in a microwave synthesizer at 120°C for 20 min. To the mixture was added saturated 
aqueous NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic layer was 
dried over MgS04, filtered, concentrated, and purified by medium-pressure liquid chromatography (NH-siltea gel, 20% 
to 50% EtOAc In hexane) to give 2-chloro-5-methyl-pyrlmidin-4-ylamine (151 mg) as a white solid. 
ESI MS m/e 143, NMR (300 MHz. DMSO-dg) 5 1.94 (s, 3 H), 7.81 (s, 1 H). 

Step B: Synthesis of N{c/s-4-(4-anrilno-5-methyl-pyrlmldln-2-ylamino)-cyclohexyl]-3-chloro-^^^ 
benzamlde hydrochloride. 

[0944] Using the procedure for the step B of example 3228, the title compound was obtained. 
ESI MS m/e 378, M (free) + H+; NMR (300 MHz, DMSO-dg) 5 1 .63-1 .94 (m, 8 H), 1 .91 (s, 3 H), 3.79-4.00 (m, 2 H), 
7.52 (t. J = 8.9 Hz, 1 H), 7.63-7.70 (m. 1 H). 7.78-7.99 (m, 2 H), 8.07-8.13 (m. 1 H), 8.28-8.48 (m, 1 H), 11.86-11.96 
(m. 1 H). 

Example 3393 

2-(3,4-Dichloroi)henoxy)-N^c/^H^dimethylamlno-pyrimldin-2-yiannlno)-cyciohe^^ 
hydrochloride 

Step A: Synthesis of 2-(3,4<llchloro.phenoxy)-AKc/fi-4-(4-dlmethylamlno-pyrlmldln-2-ylamino)-c^ 
acetamlde hydrochloride. 

[0945] Using the procedure for the step A of example 31 98, the title compound was obtained. 
ESI MS m/e 438, M (free)+ ; NMR (300 MHz. CDCI3) 5 1.59-2.03 (m, 8 H), 3.17 (s, 3 H), 3.27 (s, 3 H). 3,88-4.08 
(m, 1 H), 4.11-4.25 (m. 1 H), 4.43 (s, 2 H), 5.96 (d, J= 7.5 Hz, 1 H), 6.66-6.79 (m, 1 H). 6.88 (dd, J= 8.9,3.0 Hz, 1 H), 
7.10 (d, J= 3.0 Hz, 1 H), 7.37 (d. J= 8.9 Hz, 1 H). 7.43-7.53 (m, 1 H), 8.69-8.83 (m, 1 H). 13.21 (brs, 1 H). 

Example 3394 

A4c/s-4-(4-Dlmethylamino-pyrlmidin-2-ylamlno)-cyclohexyl]-2-(3-methoxy-phenoxy)-acetamide 
hydrochloride 

Step A: Synthesis of AK^/^-(4-dlmethylamlno-pyrlmidin-2-ylamlno)-cyclohexyi]-2-(3-methoxy-phenoxy)- 
acetamlde hydrochloride. 

[0946] Using the procedure for the step A of example 31 98, the title compound was obtained. 

ESI MS m/e 400. M (free) + H+; ^H NMR (300 MHz, CDCI3) 5 1.63-2.03 (m. 8 H), 3.16 (s, 3 H), 3.27 (s, 3 H), 3.82 (s, 

3 H), 3.92-4.08 (m, 1 H), 4.09-4.23 (m, 1 H). 4.45 (s. 2 H), 5.96 (d, J= 7.3 Hz, 1 H). 6.47-6.64 (m, 3 H), 6.75-6.90 (m, 
1 H), 7.14-7.25 (m, 1 H), 7.40-7.56 (m. 1 H), 8.62-8.79 (m, 1 H), 13.29 (brs, 1 H). 
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Example 3395 

/\Kc'^K4-Dimethylamino-pyrimidln-2-ylamino)<ycloh«ylhC^ethyl-phenyi-am 
dlhydrochloride 



Step A: Synthesis of AKc/s^^4-dimethylamlno.pyrimldln-2-ylamlno)-cyclohexyl]-C^{ethyl-phenyl-amino)- 
acetamlde dlhydrochloride. 

[0947] Using the procedure for the step A of example 31 98, the title compound was obtained. 
ESI MS m/e 397, M (free) + ; iH NMR (300 MHz, DMS0-d6) 5 1 .09 (t. J= 7.0 Hz. 3 H), 1.41-1,87 (m, 8 H), 3.14 (s, 
3 H), 3.18 (s, 3 H), 3.43 (q. J= 7.0 Hz, 2 H), 3.60-3.80 (m, 1 H), 3.82-4.01 (m, 3H), 6.36 (d. J= 7.5 Hz, 1 H), 6.57-6.80 
(m, 3 H), 7.06-7.28 (m, 2 H). 7.72-8.05 (m, 2 H), 8.20-8.42 (m. 1 H). 12.19 (bra. 1 H). 

Example 3396 

5-Chloro-/V-[cfe^(4-methylKiulnolln-2-ylamlno)-cyciohexyl]-nlcotlnamM^ 

Step A: Synthesis of 5-bromo-Af-[c/s-4-(4-methyi-quinolln-2-ylamlno)-cyclohexyl]-nicotlnamlde. 

[0948] To a solution of /V-(c/s-4-methyl-quinoljn-2-yl)-cyclohexane-1 ,4-dlamine obtained In step A of example 3070 
(5.00 g) In DMF (50 mL) were added 5-bromo-nlcotinic acid (4.74 g), Et^H (6.55 mL), HOBt-HaO (4,50 g), and EDC-HCI 
(4.51 g). The reaction mixture was stirred at ambient temperature for 16 hr. The reaction mixture was poured into 
saturated aqueous NaHCOg and the aqueous layer was extracted with CHCI3 (three times). The combined organic 
layer was dried over MgS04, filtered, concentrated under reduced pressure, and purified by medium-pressure liquid 
chromatography (NH-silIca gel, 20% to 40% EtOAc in hexane) to give 5-bromo-A^-[c«-4-(4-methyl-qulnolin-2-ylamlno)- 
cyclohexyl]-nicotinamlde (9.81 g) as a white solid. 

ESI MS m/e 439, M + H+; 1H NMR (300 MHz. CDCI3) 6 1 .67-2.84 (m, 8 H). 2.68 (s, 3 H), 4.07-4.24 (m, 2 H), 4.72-4.83 
(m. 1 H), 6.11-6.20 (m. 1 H), 6.52 (s, 1 H). 7.20-7.28 (m, 1 H), 7.49-7.81 (m. 3 H). 8.23-8.29 (m, 1 H), 8.79 (d. J= 2 3 
Hz, 1 H), 8.86 (d, J=1.9Hz, 1 H). 

Step B: Synthesis of 5-amino-M[c/s-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-nicotinamlde. 

[0949] To the solution of 5-bromo-/V-[c/s-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyO-nicotinamlde (6.00 g) in EtOH 
(40 mL) were added copper (2.17 g). cuprous chloride (3.37 g), and 28 % aqueous NH3 (40.0 mL). The mixture was 
stin-ed at 180«C for 4 hr in a sealed tube. The mixture was filtrated through a pad of celite and the aqueous layer was 
extracted with CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated under 
reduced pressure, and purified by medium-pressure liquid chromatography (silica gel, 25% to 50% EtOAc In hexane) 
to give 5-amlno-/V-[c*s-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-nicotinamlde (3.92 g) as a white solid 
ESI MS m/e 376, M + H+; ^H NMR (300 MHz. CDCIa) 8 1 .66-2.04 (m, 8 H), 2.58 (s. 3 H). 3.88-4.24 (m, 4 H), 4.75^ 90 
(m, 1 H), 6.18-6.31 (m, 1 H). 6.52 (s, 1 H), 7.19-7.29 (m, 1 H), 7.39-7.44 (m, 1 H), 7.48-7.58 (m, 1 H). 7.62-7.70 (m 1 
H). 7.73-7.80 (m, 1 H). 8.19 (d. J= 2.8 Hz. 1 H). 8.29 (d, J= 1 .6 Hz, 1 H). 

Step C: Synthesis of 5-chloro-/V-[c/s-4-{4-methyl-qulnoHn-2-ylamlno)-cyclohexyl]-nicotlnamlde. 

[0950J A mixture of cone. HCI (1 .33 mL) and NaNOg (1 37. 8 mg) was stirred at 70 »C for 1 0 min and cooled to ambient 
temperature. To the reaction mixture was added a solution of 5-amjno-A/L[c/s-4-(4.methyl-quinolin-2-ylamlno)-cy- 
clohexyl]-nicotinamide (500 mg) in AcOH (45 mL) and the mixture was stirred at ambient temperature for 30 min. To 
the reaction mixture was added a solution of CuCI (460.8 mg) in cone. HCI (3.0 mL) and the mixture was stin-ed at 80 
**C for 6 hr. The reaction mixture was alkalized with 1M aqueous NaOH and the aqueous layer was extracted with 
CHCI3 (three times). The combined organic layer was dried over MgS04, filtered, concentrated, and purified by flash 
chromatography (NH-silica gel, 20% EtOAc in hexane and silica gel, 2% MeOH in CHCIg) to give 5^hloro-A/-[ds- 
4-(4-methyl-quinoIln-2-ylamino)-cyclohexylJ-nicotinamlde (52.3 mg) as a yellow solid, 

ESI MS m/e 395, M (free) + H+ ; 1H NMR (300 MHz. CDCI3) 6 1.65-2.03 (m. 8 H). 2.57 (s. 3 H), 4.03-4.29 (m. 2 H) 
5,05 (bfs. 1 H). 6.33-6.44 (m, 1 H), 6.53 (s, 1 H). 7.19-7.28 (m, 1 H). 7.48-7.56 (m. 1 H), 7.61-7.67 (m, 1 H). 7.73-7.79 
(m. 1 H). 8.08-8.13 (m. 1 H). 8.66 (d. J= 2.3 Hz, 1 H), 8.83 (d. J= 1 .9 Hz. 1 H). 
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with 0.5 ml PBS and 0.46 ml of assay medium is added containing Inositol-free/serum free media lOjiM pargyllne 10 
mM lithium chloride or 0.4 ml of assay medium and 50 ul of lOx ketanserin (Icet) to final concentration of lO^M. The 
cells are then incubated for 30 min at ay^C. The cells are then washed with 0.5 ml PBS and 200 ul of fresh/ice cold 
stop solution (1M KOH; 18 mM Na-borate; 3.8 mM EDTA) is addedAiveil. The solution is kept on ice for 5-10 min or 
until ceils were lysed and then neutralized by 200 ^1 of fresh/ice cold neutralization sol. (7.6 % HCL). The lysate is then 
transferred into 1 .5 ml eppendorf tubes and 1 ml of chlorofomVmethanol (1 :2) is added/lube. The solution is vortexed 
for 16 sec and the upper phase is applied to a Biorad AG1-X8™ anion exchange resin (100-200 mesh). Firstly, the 
resin is washed with water at 1 :1 .25 W/V and 0.9 ml of upper phase is loaded onto the column. The column Is washed 
with 10 mis of 5 mM myo-inositol and 10 ml of 5 mM Na-borate/60mM Na-fonnate. The inositol tris phosphates are 
eluted Into scintillation vials containing 10 ml of scintillation cocktail with 2 ml of 0.1 M fonnic acid/ 1 M ammonium 
fomnate. The columns are regenerated by washing with 10 ml of 0.1 M fomilc acid/3M ammonium fomiate and rinsed 
twice with HgO and stored at 4*C In water. 



Example 34(N) 



High Throughput Functional Screening: FLIPR^ 

[0954] Subsequently, a functional based assay was used to confimi the lead hits, referred to as FLIPRtm (the Fluor- 
ometrlc Imaging Plate Reader) and FDSSSOOOtm (Functional Drug Screening System). This assay utilized a non- 
endogenous, constitutively active version of the MCH receptor 

[0955] The FLI PR and FDSS assays are able to detect intracellular Ca2+ concentration in cells, which can be utilized 
to assess receptor activation and detemnine whether a candidate compound is an, for example, antagonist, Inverse 
agonist or agonist to a Gq-coupled receptor. The concentration of free Ca2+ in the cytosol of any cell is extremely low, 
whereas Its concentration in the extracellular fluid and endoplasmic reticulum (ER) is very high. Thus, there is a large 
gradient tending to drive Ca2+ into the cytosol across both the plasma membrane and ER. The FLIPR™ and 
FDSS6000TM' systems (Molecular Devices Corporation, HAMAMATSU Photontes K.K.) are designed to perform func- 
tional cell-based assays, such as the measurement of intracellular calcium for high-throughput screening. The meas- 
urement of fluorescent is associated with calcium release upon activation of the Gq-coupled receptors. Gi or Go coupled 
receptors are not as easily monitored through the FLIPR^m and FDSSBOOO^** systems because these G proteins do 
not couple with calcium signal pathways. 

[09561 Fluorometric Imaging Plate Reader system was used to allow for rapid, kinetic measurements of intracellular 
fluorescence in 96 well microplates (or 384 well microplates). Simultaneous measurements of fluorescence in all wells 
can be made by FLIPR or FDSSBOOOtm every second with high sensitivity and precision. These systems are ideal for 
measuring cell-based functional assays such as monitoring the intracellular calcium fluxes that occur within seconds 
after activation of the Gq coupled receptor 

[0957] Briefly, the cells are seeded Into 96 well at 5.5x1 0^ cells/Well with complete culture media (Dulbecco's Modified 
Eagle Medium with 10 % fetal bovine serum, 2 mM L-glutamine, 1 mM sodium pymvate and 0.5 mg/ml G41 8, pH7.4) 
for the assay next day. On the day of assay, the media is removed and the ceils are incubated with 100 ^1 of loading 
buffer (4 jiM Fluo4-AM In complete culture media containing 2.6 mM Probenicid, 0.5 mg/ml and 0.2% bovine serum 
albumin) in 5% CO2 incubator at 37*»G for 1 hr. The loading buffer is removed, and the cells are washed with wash 
buffer (Hank's Balanced Salt Solution containing 2.5 mM Probenicid, 20 mM HEPES, 0.5 mg/ml and 0.2% bovine 
serum albumin. pH 7.4)). One hundred fifty ^1 of wash buffer containing various concentrations of test compound is 
added to the cells, and the ceils are Incubated in 5% CO2 incubator at 37X for 30 min. Fifty ^il of wash buffer containing 
various concentration of MCH are added to each well, and transient changes in [Ca2+]| evoked by MCH are monitored 
using the FLIPR or FDSS in 96 well plates at Ex. 488 nm and Em. 530 nm for 290 second. When antagonist activity 
of compound is tested, 50 nM of MCH is used. 

[0958] Use of FLIPRtm and FDSSeooo^M can be accomplished by following manufacturer's instruction (Molecular 
Device Corporation and HAMAMATSU Photonics K.K.). 
[0959] Representative examples are shown below. 



Compound No. 


IC50 (nM) 


Example 7 


11 


Example 15 


19 


Example 19 


21 


Example 2524 


2.1 
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(continued) 



Compound No. 


IC50 (nM) 


Example 2526 


7.6 



[0960] The results were shown on the tables in the Examples section and the table in the next page in accordance 
with the classification as defined below. 

Class 1 : The value of percent of control at 10-' M was less than 40% or the value of IC50 was less than 50 nM. 
Class 2 : The value of percent of control at 1 0-7 M was from 40% to 60% or the value of iC=„ was from 50 nM to 
200 nM. 

Class 3 : The value of percent of control at 1 0-^ M was more than 60% or the value of IC50 was more than 200 nM. 

[0961] The compounds In Examples 2497 to 2542, 2588 to 2689, and 3241 to 3259 were tested and they showed 
IC50 activities less than about 50 (iM. 
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Example 3401 
Receptor Binding Assay 

[0962] In addition to tiie methods described herein, another means for evaluating a test compound is by detemriining 
binding affinities to the iViCH receptor. This type of assay generally requires a radiolabelled ilgand to the iViCH receptor. 
Absent the use of known ligands for the MCH receptor and radlolabeis thereof, compounds of Formula (I) can be 
labelled with a radioisotope and used in an assay for evaluating the affinity of a test compound to the IWCH receptor. 
[0963] A radiolabelled H/iCH compound of Fonnula (1) can be used in a screening assay to identify/evaluate com- 
pounds. In general temris, a newly synthesized or identified compound (i.e., test compound) can be evaluated for its 
ability to reduce binding of the "radiolabelled compound of Fonnula (1)" to the MCH receptor Accordingly, the ability 
to compete with the "radio-labelled compound of Fomriula (1)" or Radiolabelled MCH LIgand for the binding to the MCH 
receptor directly correlates to its binding affinity of the test compound to the MCH receptor. 

ASSAY PROTOCOL FOR DETERMINING RECEPTOR BINDING FOR MCH: 

A. MCH RECEPTOR PREPARATION 

[0964] 293 cells (human kidney, ATCC), transiently transfected with 10 ug human MCH receptor and 60 ul Lipo- 
fectamine (per 15-cm dish), are grown in the dish for 24 hours (75% confluency) with a media change and removed 
with 10 ml/dish of Hepes-EDTA buffer (20mM Hepes +10 mM EDTA, pH 7.4). The cells are then centrifuged In a 
Beckman Coulter centrifuge for 20 minutes, 17,000 rpm (JA-25.50 rotor). Subsequently, the pellet Is resuspended in 
20 mM Hepes + 1 mM EDTA, pH 7.4 and homogenized with a 50-ml Dounce homogenizer and again centrifuged. After 
removing the supernatant, the pellets can be stored at -80**C, until used in binding assay. When used in the assay, 
membranes are thawed on ice for 20 minutes and then 10 mL of incubation buffer (20 mM Hepes, 1 mM MgCl2,100 
mM NaCI, pH 7.4) added. The membranes are then vortexed to resuspend the crude membrane pellet and homoge- 
nized with a Brinkmann PT-3100 Polytron homogenizer for 15 seconds at setting 6. The concentration of membrane 
protein is detennined using the BRL Bradford protein assay 

B. BINDING ASSAY 

[0965] For total binding, a total volume of 60\l\ of appropriately diluted membranes (diluted in assay buffer containing 
SOmM Tris HCI (pH 7.4), lOmM MgClg, and ImM EDTA; 5-50ug protein) is added to 96-well polyproylene microtiter 
plates followed by addition of 100m.I of assay buffer and 50ul of Radiolabelled MCH Ligand. For nonspecific binding, 
50 ul of assay buffer is added Instead of lOOul and an additional 50ui of lOuM cold MCH is added before 50ul of 
Radiolabelled MCH LIgand is added. Plates are then incubated at room temperature for 60-120 minutes. The binding 
reaction is terminated by filtering assay plates through a Micropiate Devices G F/C Unif liter filtration plate with a Brandell 
96-well plate harvester followed by washing with cold 50 mM TrIs HCI, pH 7.4 containing 0.9% NaCI. Then, the bottom 
of the filtration plate are sealed, 50 \i\ of Optiphase Supenmix is added to each well, the top of the plates are sealed, 
and plates are counted in a Trilux MicroBeta scintillation counter. For compound competition studies, Instead of adding 
1 00 ^1 of assay buffer, 1 00 ^1 of appropriately diluted test compound Is added to appropriate wells followed by addition 
of 50 ^l of Radiolabelled MCH Ligand. 

C. CALCULATIONS 

[0966] The test compounds are initially assayed at 1 and 0.1 ^ and then at a range of concentrations chosen such 
that the middle dose would cause about 50% inhibition of a Radiolabelled MCH Ligand binding (i.e., \C^). Specific 
binding in the absence of test compound (Bq) is the difference of total binding (Bj) minus non-specific binding (NSB) 
and similarly specific binding (in the presence of test compound) (B) is the difference of displacement binding (Bq) 
minus non-specific binding (NSB). IC50 Is determined from an Inhibition response curve, logit-log plot of % B/Bq vs 
concentration of test compound. 

[0967] K, is catoulated by the Cheng and Prustoff transformation: 

K, = IC5o/{1+[L]/Kd) 

wherein [LJ is the concentration of a Radiolabelled MCH Ligand used in the assay and Kq is the dissociation 
constant of a Radiolabelled MCH Ligand detennined independently under the same binding conditions. 
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[0968] It is intended that each of the patents, applications, printed publications, and other published documents 
mentioned or refen-ed to In this specification be herein Incorporated by reference in their entirety. 
[0969] Those skilled in the art will appreciate that numerous changes and modifications may be made to the prefen-ed 
embodiments of the invention and that such changes and modifications may be made without departing from the spirit 
of the invention. It is therefore intended that the appended claims cover all such equivalent variations as fall within the 
true spirit and scope of the invention. 



Claims 



1 . A compound of Fomiula (I): 



00 



wherein Q is: 




is selected from the group consisting of: 
(i) Ci.16 alkyi, and 

Cm6 alkyI substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• 0X0. 

• allcoxy, 

• 0^.5 all^oxy substituted by substltuent{s) independently selected from the group consisting of: 

•• carbocyclic aryl, 

•• heterocyclyl, and 

•• heterocyclyl substituted by C^,^ alkyI, 

• C,.5 alkytearbonyloxy, 

• carbocyclyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 
•• carboxy, 
•• carbamoyl, 

nitro, 
•• cyano, 
•• amino. 

carbocyclic aryl, 
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•• carbocyclic aryl substituted by C1.5 alkoxy, 
•• Ci,5 alkoxy, 

aikoxy substituted by halogen, 
•• alkyi, and 

C^.5 alkyI substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
caiboxy, 
0x0, 

nriono-Ci.5 alkylamino, 
•~ dl-C^.5 alkylamlno, 

mono-C^.g aikylamino substituted by carbocyclic aryl, 

di-Ci.5 aikylamino substituted by carbocyclic aryl, 

mono-C^.5 aikylamino substituted by halogenated carbocyclic aryl, 

di-C^,5 aikylamino substituted by halogenated carbocyclic aryl, 

carbocycic arylcarbonylamino, and 

carbocyclte arylcarbonylamino substituted by halogen, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• carboxy, 

carbamoyl, 

nitro, 

cyano, 
•• amino, 
•• carbocyclic aryl, 

•• carbocyclic aryl substituted by 0^.5 alkoxy, 
alkoxy, 

C1.5 alkoxy substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
hydroxy, and 
carboxy, 

•• alkyI, and 

alkyI substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
hydroxy, and 
•~ carboxy, 

• substituted heterocyclyl-ethylldeneamlnooxy, 

• alkoxycarbonyl, 

• C^^ alkoxycarbonyl substituted by carbocyclic aryl. 

• mono-Ci.5 alkylaminocarbonyl, 

• di-C^.g alkylaminocarbonyl, 

• mono-C^.5 aikylamino, 

• mono-C,.5 aikylamino substituted by substituent{s) independently selected from, the group consisting of: 

•• cyano. 

carbocyclic aryl, and 
heterocyclyl, 

• cli-C^.5 aikylamino, 
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dl-C^.g alkylamino substituted by substituent(s) independently selected from the group consisting of: 

•• cyano, 

carbocyclic aryl, and 
•• heterocyclyl, 

mono-carbocycllc aiylannino, 

mono-carbocycllc arylamino substituted by substituent(s) independently selected from the group consist- 
ing of: ^ ^ 

halogen, 
•• hydroxy, 
•• carboxy, 
•• carbamoyl, 
•• nitro, 

cyano, 

amino, 
•• carbocyclic aryl, 

carbocyclic aryl substituted by C^.g alkoxy, 

C^.g alkoxy, 

- C^.g alkoxy substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 

hydroxy.and 

carboxy, 

alkyi, and 

- 0^.5 alkyI substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
hydroxy, and 
carboxy, 

di-carbocycllc arylamino, 

di-carbocyclic arylamino substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• carboxy, 
•• carbamoyl, 
•• nitro, 
•• cyano, 

amino, 

carbocyclic aryl, 

carbocyclic aiyl substituted by C^.^ alkoxy, 
alkoxy. 

- C1.5 alkoxy substituted by substrtuent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, and 
•~ carboxy, 

•• C1.5 alkyI, and 

- alkyI substituted by substituent{s) independently selected from the group consisting of: 

halogen, 
hydroxy, and 
•~ carboxy. 



459 



EP1464 335 A2 

mono-heterocyclylamino, 

mono-heterocyctylamino substituted by substituent(s) independentty selected from the group consisting 
of: 

lialogen, 
•• iiydroxy, 

carboxy. 

carbamoyl, 
•• nitro, 

cyano, 

amino, 

carbocycllc aryl, 

carbocyciic aryl substituted by 0^.5 alkoxy, 
•• alkoxy, 

aikoxy substituted by substituent(s) independently selected from the group consisting of: 

•~ halogen, 
hydroxy, and 
carboxy, 

•• C^.g aikyi, and 

alkyi substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, and 
carboxy, 

di-heterocyclylamino, 

di-heterocyclylamino substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

hydroxy, 
•• carboxy, 
•• caitamoyl, 
•• nItro, 
•• cyano, 
•• amino, 

carbocyciic aryl, 

carbocyciic aryl substituted by C^.s alkoxy, 
0^.5 alkoxy, 

alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, and 
carboxy, 

alkyi, and 

alkyi substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, and 
carboxy, 

^1-5 alkylcarbonylamino, 

alkylcarbonylamino substituted by substituent(s) independently selected from the group consisting of: 

•• alkylcarbonylamino, 

— carbocyciic arylcarbonylamino, and 
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heterocyclyl, 

alkoxycarbonylamino, 
carbocyclic arylcarbonylamino, 
heterocyclyl carbonylamino, 
carbocyclic arylsulfonylamino, 

carbocyclic arylsulfonylamino substituted by substltuent(s) Independently selected from the group cor 
sisting of: 

•• nitro, 
- alkyi, 

mono-C^ .5 alkylamino, and 

di-Ci.5 alkylamino, 

alkylthio, 

0^.5 alkytthio substituted by substltuent(s) Independently selected from the group consisting of: 

•• mono-carbocyclic arylaminocarbonyl, 

•• mono-carbocyclic arylaminocarbonyl substituted by halogen, 

di-carbocyclic arylaminocarbonyl, 

dl-carbocyclic arylaminocarbonyl substituted by halogen, 
•• mono-carbocyclic arylamino, 

mono-carbocyclic arylamino substituted by halogen, 
•• di-carbocyclic arylamino, 
•• dhcarbocyclic arylamino substituted by halogen, 
•• carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
•~ Ci.5allcoxy, 

carbocyclic aryfthio, 

carbocyclic aryUhlo substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

•• alkyl, and 

•• C1.5 alkyl substituted by halogen, 
carbocyclic arylsulfinyl, 

carbocyclic arylsulfinyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

alkyl, and 
C,,5 alkyl substituted by halogen. 

carbocyclic arylsulfonyl, 

carbocyclic arylsulfonyl substituted by substituent(s) Independently selected from the group consisting of : 

•• halogen, 

C1.5 alkyl, and 

alkyl substituted by halogen, 

heterocyclylthio, 

heterocyclylthio substituted by substituent{s) independently selected from the group consisting of: 

nitro, and 
- Ci,5 alkyl. 
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C3-6 cycloalkyi, 

cycloalkyi substituted by 0^.5 alkyl, 

cycloalkyi substituted by carbocycllc aryl. 
Cg^ cycloalkenyl, 
carbocyclyl, 

carbocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 

- alkyl, 
•• C1.5 alkoxy, 

•• C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) Independently selected from the group consisting of: 

— carbocyclk: aryl, and 

carbocyclte aryl substituted by 0^.5 alkylsulflnyl, 

carbocyclic ai7l, 

carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 
•• carboxy, 
•• carbamoyl, 
•• cyano, 

nltro, 
•• amino, 

alkybarbonylamino, 

C3.6 cycloalkylcarbonylamino, 

- C^-s alkyl, 

•• ^^•5 alkyl substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 

hydroxy, 

carboxy, 

caitamoyi, 

0x0, 

carbocyclic aryl, 
heterocyclyl, 

mono-carbocyclic arylamino, 
di-carbocycllc arylamino, 

mono-carbocyclic arylamino substituted by substituent(s) independently selected from the group 
consisting of: 

halogen, 
nitro, 

alkyl, 
C^.g alkoxy, and 

C^.g alkoxy substituted by halogen, 

di-carbocyclic arylamino substituted by substltuent{s) independently selected from the group con- 
sisting of: 

halogen, 
nitro, 

C1.5 alkyl, 
C1.5 alkoxy, and 

alkoxy substituted by halogen. 
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C2.5 alkenyl, 
•• C1.5 alkoxy. 

alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocyclte aryl, 

•• carbocycllc aryloxy, 
•• C<|.5 alkoxycarbonyl, 
aikylcarbonyloxy, 

mono-C^.g alkylamino, 
•• di-C^.5 alkylamino. 
•• mono-carbocycllc arylamino, 
•• mono-carbocyclic arylamino substituted by halogen, 

dl-carbocycllc arylamino, 

dl-carbocycllc arylamino substituted by halogen , 
•• mono-carbocyclic aryiaminocarbonyl, 

•• mono-carbocyciic aryiaminocarbonyl substituted by substituent(s) selected from the group consisting 
of: 

halogen, 
nrtro, 
•~ C^.galkyi, 

alkoxy, and 

alkoxy substituted by halogen, 
dl-carbocyclic aryiaminocarbonyl, 

di-carbocycllc aryiaminocarbonyl substituted by substrtuent(s) selected from the group consisting of: 

•~ halogen, 
nitro, 

C^.galkyl, 

alkoxy, and 

alkoxy substituted by halogen, 

•• mercapto, 

alkyithio. 

•• alkyithio substituted by halogen, 

C1.5 alkylsulfonyl, 

C3.6cycloalkyi, 

carbocycllc aryl, and 
•• heterocyclyl, 

heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 

carboxy, 

carbamoyl, 
•• cyano, 
•• nitro, 
•• amino, 
- alkyl. 

•• 0^.5 alkyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
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carboxy, and 
carbamoyl, 

•• ^^■5 a'ky' substituted by carbocyclic aryl, 
•• C1.5 alkoxy, 

•• C1.5 alkoxy substituted by halogen, 

•• alkoxy substituted by carbocyclic aryl, 

carbocyclic aryl, and 

carbocyclic aryl substituted by halogen, 

(ii) C2.8alkenyl,and 

C2.8 alkenyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• 0x0, 

• C1.5 alkoxy, 

• .5 alkoxy substituted by carbocyclic aryl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 

nitro, 
- Ci^galkyl, 

C^.g alkyi substituted by halogen, 
alkoxy, and 
•• alkoxy substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

•• hydroxy, 

•• nitro, 

•• alkyI, and 

•• 0^.5 alkoxy, 

(iii) C2.5 alkynyl, and 

C2.5 alkynyl substituted by carbocyclic aryl 

(iv) 

^3-12 cycloalkyi, and 

C^i2 cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 

• C1.5 alkyI, 

• C1.5 alkyI substituted by substltuent(s) independently selected from the group consisting of: 

hydroxy, 
•• 0x0, and 

carbocyclic aryl, 

mono-Ci.5 alkylamrno, 

mono-C^.5 alkylamino substituted by carbocyclte aryl, 
dl-C^.s all^lamino, 

dl-C^.5 alkylamino substituted by carbocyclic aryl. 
carbocyclic arytearbonylamino, 
carbocyclic aryl, and 

carbocyclic aryl substituted by substftuent(s) independently selected from the group consisting of: 

halogen, 
- alkoxy, 
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Ci.5 alkyl, and 

alkyl substituted by halogen, 

(V) cycloalkenyl, and 

^3-6 cycloalkenyi substituted by alkyl, 
(vi) carbocyclyl, and 

carbocyclyl substituted by substltutent(s) Independently selected from the group consisting of: 

• hydroxy, and 

• nitro, 

(vll) carbocyciic aryl, and 

carbocyclk: aryl substituted by substituent(s) Independently selected from the group consisting of; 

• halogen, 

• hydroxy, 

• cyano, 

• nrtro, 

• alkyl, 

• alkyl substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 
carboxy, 
•• cartamoyl, 
•• 0x0, 
•• alkoxy, 
•• carbocyciic aryloxy, 
•• mono-C^.5 alkylamlno-N-oxy, 
•• di-C<|.5 alkylamino-N-oxy, 
•• mono-C^.s alkylamino, 
•• di-C^.g alkylamino, 

•• mono-C^.5 alkylamino substituted by carbocyciic aryl, 
^ di-C^.5 alkylamino substituted by carbocyciic aryl, 
•• mono-carb(K:yclic arylamino, 
•• dl-carbocyclic arylamino, 

carbocyclylimino, 
•• carbocyclylimino substituted by carbocyclk; aryl, 
•• mono-carbocyclic arylamino, 
•• di-carbocyclic arylamino, 

•• mono-carbocyclic arylamino substituted by C^.g alkoxy, 

di-carbocyclic arylamino substituted by C1.5 alkoxy, 
•• mono-carbocyclic arylaminocarbonyl, 
•• di-carbocyclic arylaminocarbonyl, 

•• mono-carbocyclic arylaminocarbonyl substituted by alkoxy, 
•• di-carbocyclic arylaminocarbonyl substituted by C1.5 alkoxy, 
carbocyciic aryl, 

carbocyciic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
C^-s alkyl, and 
^ alkyl substituted by halogen, 

•• heterocyclyl, and 

heterocyclyl substituted by C^.g alkyl, 

C2.5 alkenyi, 

C2.5 alkenyi substituted by carbocyciic aryl, 
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• C^^ alkoxy, 

• alkoxy substituted by substltuent(s) independently selected from the group consisting of: 

hydroxy, 
•• halogen, 

carboxy, 
•• mono-Ci.5 alkylamino, 
•• dl-Ci.5 aikylamino, 

carbocyciic aryl, 
•• halogenated carbocyciic aryl, 
•• heterocyclyl, 

- heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 
halogen, 

heterocyclyl, and 

- heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
C1.5 alkyi, and 

C1.5 alkyt substituted by halogen, 

• C2.5 alkenyloxy, 

• cycloalkoxy, 

• alkytearbonyloxy, 

• carbocyciic aryloxy, 

• carbocyciic aryloxy substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• carboxy, 
•• carbamoyl, 

cyano, 

nrtro, 
•• amino, 

- C^-saikyl. 

- alkyi substituted by substltuent{s) independently selected from the group consisting of: 

•~ halogen, 
hydroxy, 
carboxy, and 
carbamoyl, 

•• C1.5 alkoxy, and 

C^.g alkoxy substituted by halogen, 

heterocyclyloxy, 

heterocyclyloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

hydroxy, 
•• carboxy, 

carbamoyl, 
•• cyano, 

nitro, 
•• amino, 

- q.5 alkyi, 

- 0^.5 alkyi substituted by substituent(s) independently selected from the group consisting of: 
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halogen, 
hydroxy, 
carboxy, and 
carbamoyl, 

alkoxy, and 
•• C^.g alkoxy substituted by halogen, 

(carbocycllc aryl)S{0)20, 

carboxy, 

carbamoyl, 

alkoxycarbonyl, 
mono-Ct.5 alkylamlnocarbonyl, 
di-C^.5 alkylamlnocarbonyl, 

mono-Ci.5 alkylamlnocarbonyl substituted by carbocycllc aryl, 
dl-Ci.5 allQ^lamlnocarbonyl substituted by carbocycllc aryl. 
mono-carbocyclic arylamlnocarbonyl, 
dl-carbocyclic arylamlnocarbonyl, 

mono-carbocycllc arylamlnocarbonyl substituted by 0^.5 alkyi, 
dl-carbocyclic arylamlnocarbonyl substituted by C1.5 alkyI, 
amino, 

mono-C^.5 aikylamino, 
di-C^.s alkylamino, 

mono-C^,5 alkylamino substituted by cyano, 
di-C^.g alkylamino substituted by cyano, 
mono-carbocycllc arylamino, 
dl-carbocyclic arylamino, 

alkytearbonylamino, 

cycloalkylcarbonylamino, 
C2.5 alkynylcarbonylamino, 

C2.5 alkynylcarbonylamino substituted by carbocyclte aryl, 

C1.5 alkoxycarbonylamino, 

carbocycllc arylsulfonylamino, 

carbocyclic arylsulfonylamino substituted by C^.g alkyI, 

(carbocycllc aryI)NHC(0)NH, 

(carbocyclic aryl)NHC(0)NH substituted by C^.g alkoxy, 
(carbocycllc aryl)NHC(0)NH substituted by haloganated C^.g alkoxy, 
carbocycllc aryl azo, 

carbocyclic aryl azo substituted by mono-C^.g alkylamino, 
carbocycllc aryl azo substituted by di-C^ 5 alkylamino, 
C1.5 alkylthlo, 

alkylthlo substituted by halogen, 
carbocyclic arylthio, 

carbocyclic arylthio substituted by substituent{s) independent^ selected from the group consisting of: 

•• halogen, 

nitro, 

cyano, and 
- C,.5alkyl, 

aminosulfonyl, 
heterocyclylthio, 
C1.5 alkylsulfonyl, 
mono-C^.g alkylamlnosulfonyl, 
di-C^.g alkylamlnosulfonyl, 
heterocyclylsulfonyl, 
cycloalkyi, 

cydoalkyl substituted by C^^ alkyl. 
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• carbocyclic aryl. 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

C^.j allcyl. and 

0^.7 alky! substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

- Ci.salkyI, 

•• carbocyclic aryl, and 

halogenated carbocyclic aryl, 

• alkoxycarbonyl substituted by carbocyclic aryl. and 
(vlll) heterocyclyl. and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• carboxy, 

• carbamoyl, 

• cyano, 

• nitro, 

• amino, 

• Ci.5alkyl, 

► C1.5 allcyt substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 
carboxy, 
•• carbamoyl, 
•• 0x0, 

•• allcylcarbonyloxy, 

carbocyclic arylcarbonylamino, 
•• carbocyclic arylcarbonylamino substituted by halogen, 
•• C1.5 alkoxycarbonyl, 

C1.5 alkylthio, 

C^.g alkylthio substituted by carbocyclic aryl, 
•• alkylthio substituted by halogenated carbocyclic aryl, 
•• carbocyclic aryl, 

- carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, and 
nItro, 

heterocyclyl, and 

- heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
C1.5 alkyi, and 
•~ alkyi substituted by halogen, 

C^.5alkoxy, 

alkoxy substituted by halogen, 
0^,5 alkoxy substituted by carbocyclic aryl, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by substftuent(s) independently selected from the group consisting of: 
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halogen, 

nitro, 

cyano, 
•• hydroxy, 

carboxy, 
•• carbamoyl, 
•• amino, 

- Ci.salkyI, 

- C1.5 alkyi substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
hydroxy, 
carboxy, and 
carbamoyl, 

•• mono-Ci.5 alkyiamino, 
•• alkylamino, 

C-,.5 alkylcarbonylamino, 

C3.6 cycloalkycarbonylamino, 

- Ci.5alkoxy, 

•• C1.5 alkoxy substituted by halogen, 
•• ^3.5 cycloalkyi, 

C2.5 alkenyl, 

C2.5alkynyl, 
•• carboxy, 

alkoxycarbonyl, 

mono-C^.5 alkylamlnocarbonyl, 

di-C^.5 alkylaminocarbonyl, 

mono-Cg^ cycloalkylaminocarbonyl, 
•• di-Ca^ cycloalkylaminocarbonyl, 
•• mono-C^.5 alkylamlnocarbonylamlno, 

di-C^.5 alkylaminocarbonylamino, 

mono-Ca^ cycloalkylaminocarbonylamino, 

di-Cg^ cycloalkylaminocarbonylamino, 
•• C1.5 alkylthio, 

alkylthio substituted by halogen, 
alkylsulfinyl, 
•• alkylsulfinyl substituted by halogen, 
•• alkylsulfonyl, and 

alkylsulfonyl substituted by halogen. 

heterocyclyloxy, 

heterocyclyloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen. 
•• nitro, 

hydroxy, 

carboxy, 

carbamoyl, 

cyano, 
•• amino. 

- Ci.5alkyl, 

- C1.5 alkyI substituted by substituent{s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
•~ carboxy, and 
carbamoyl, 
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alkoxy, and 

alkoxy substituted by halogen. 

mono-C.|.5 alkylanriino, 
di-C^.g alkylamino, 
mono-carbocyclic arylamino, 
mono-carbocyclic arylamino substituted by halogen, 
aikylcarbonylamlno, 
alkylthio, 
C2.5 alkenylthlo. 
carbocycllc arylthio, 

carbocycllc arylthio substituted by halogen, 
carbocyclic arylthio substituted by C^.g alkoxycarbonyl, 
heterocyclylthio, 

heterocyclyithio substituted by C^.g alkyi, 

all^lsulfinyl, 
C1.5 aikylsulfonyl, 
carbocycllc arylsulfinyl, 

carbocycllc arylsulfinyl substituted by halogen, 
carbocycllc arylsulfonyl, 

carbocyclic arylsulfonyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• alkoxy, 

C1.5 alkyI, and 
•• C^.g alkyI substituted by halogen, 

• alkoxycarbonyl, 

• alkoxycarbonyl substituted by carbocyclic aryl, 

• carbocyelle aryl, 

• carbocycllc aryl substituted by substltuent(s) independently selected from the group consisting of: 

•• halogen, 

•• nitro, 

- C^.saU^I. 

•• alkyI substituted by halogen, 

•• alkoxy, and 

•• C1.5 alkoxy substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 

- Ci.5alkyl. 

C^.g alkyI substituted by halogen, 
•• alkoxy, and 

alkoxycarbonyl; 

R2 Is selected from the group consisting of: 

hydrogen, halogen, hydroxy, carboxy, carbamoyl, amino. C^.g alkyi. C^.g alkyI substituted by halogen. C, « 
alky! substituted by hydroxy, alkyi substituted by carboxy, C^.g alkyi substituted by carbamoyl. C, ^ alkoxy 
C1.5 alkoxy substituted by halogen. -NHNHj. -NHNHBoc. -NCRg^XRg^,). morpholino, 4-acetyl-plperazyl. or 
4-phenyl-pipera2yl, j /. 

wherein Rg, is hydrogen or C^.g alkyi and R^, is C^.g alkyl, Cg^ cycloaikyl. or 0^.5 alkyi substituted by substituent 
(s) independently selected from the group consisting of: 
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• halogen, 

• hydroxy, 

• carboxy, 

• carbamoyl, 

• alkoxy. 

• amino. 

• -NHBoc, 

• cycloalkyi, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
C1.5 alkyl. 
0^.5 alkoxy, and 
- SO2NH2, 

• heterocyclyl, and 

03.3 cycloalkyi, carbocyclic aryl. carbocyclic aryl substituted by substituent(s) independently selected from the 
group consisting of: 

• halogen, 

• 0^.5 alkyl, 

• alkoxy, and 

• a group of Fomiula (V): 



wherein Boc is carbamic acid fe/t-butyl ester and G is 0^.5 alkyl or alkyl substituted by substituent(s) inde- 
pendently selected from the group consisting of: 

• carbocyclic aryt, 

• halogenated carbocyclic aryt, and 

• carbocyclic aryl substituted by alkoxy; 

or Rg is methylamino or dimethylamino when Q is Formula (II) and Y Is a single bond or -CH2-; 
Each T is independently selected from the group consisting of halogen, hydroxy, carboxy, carbamoyl, amino, cyano, 
nitro, C<|.5 alkyi, C^.g alkyl substituted by halogen, alkyl substituted by hydroxy. alkyl substituted by car- 
boxy, C1.5 alkyl substituted by carbamoyl, C2.5 alkenyl, C2.5 alkynyl. C^^ cycloalkyi, C1.5 alkoxy, C1.5 alkoxy sub- 
stituted by halogen, carbocyclic aryl, heterocyclyl, and -N(R2a)(H2t>); 
pis 0,1. 2. 3,4or5; 

L is selected from the group consisting of Fomnulae (VI) to (XXI): 




(V) 




(VI) 



(vn) 



(vm) 
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(xn) 



(xm) 




(xvn) ' (xvni) ' (xix) 



V 



(XX) 



(XXI) 



wherein R3 and R4 are independently hydrogen or alkyi; and A and B are independently a single bond, -CH2-, 
or -(CH2)2-; 

and 
Y represents: 

(i) -C(0)NR5-, -C(S)NR5-, -C(0)0-, -S(0)2-, -C(0)-, -C(S)-, a single bond, or -CH2- when L is selected from 
the group consisting of Fonnulae (VI) to (XIII); or 

(ii) -C(0)NR5-, -C(S)NR5-, -C(0)0- or-OC(O)- when L is selected from the group consisting of Formulae (XIV) 
to (XXI); 

wherein R5 is hydrogen or C^.g alkyl. or when Y Is -C(0)NR5- then R5 and R-, together with the nitrogen they are 
bonded form a heterocyclyl group; 

wherein carbocyclic aryl is phenyl, naphthyl, anthranyl, phenanthryl, or biphenyl; 

caibocyclyl is 1 0,1 1 -dihydro-5-oxo-dlbenzo[a,d]cycloheptyl, 1 -oxo-indanyl, 7,7-dimethyl-2-oxo-bicyclo[2.2.1 ] 
heptyl, 9Af-fluorenyl, 9-oxo<fluorenyl, acenaphthyl, anthraqulnonyl, G-fluoren-9-ylidene, indanyl, indenyl, 
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1 ,2,3,4-tetrahydro-naphthyl, or bicyclo[2.2.1]heptenyl; 

heterocyclyl is 1,2,3,4-tetrahydro-isoquinolyl, 1 ,2,3-thladiazolyl, 1.2,3-triazotyl, 1 ,2-dihydro-3-oxo-pyrazolyl, 
1,3,4-thladiazolyl, 1 ,3-dloxo-isojndolyl, 1,3-dloxolanyl, 1H-indofyl, 1 H-pyrTolo[2,3-c]pyridyl, IH-pyrrolyl, 1-oxo-3H- 
isobenzofuranyl, 2,2',5',2''-terthlophenyl, 2,2*-bithiophenyl, 2,3-dihydro-1 -oxo-isoindolyl, 2,3-dihydro-benzo[1 ,41di- 
oxlnyl, 2,3-dihydro-benzofuryl, 2,4-dihydro-3-oxo-pyrazolyl, 2H-benzopyranyl, 2-oxo-benzopyranyl, 2-oxo-pyrro- 
lidinyl, 3,4-dihydro-2H-benzo[1,4]oxazinyl, 3,4-dihydro-2H-benzo[b][1,4]dioxepinyl, 4H-benzo[1,3]dioxinyl, 4H- 
benzopyranyl, 4-oxo-1,5,6,7-tetrahydro-lndolyl, 4-oxo-3,4-dihydro-phthalazlnyl, 4-oxo-benzopyranyl, 9,10,10-trl- 
oxo-thloxanthenyl, 9H-carbazolyl, 9H-xanthenyl, azetldlnyl, benzimldazolyl, benzo[1 ,3]dioxolyl, benzo[2,1,3]oxa- 
diazolyl, benzo[1 ,2,5]oxadlazoIyl, benzo[b]thienyl, benzofuryl, benzothiazolyl, cinnolyl, furyl, imidazo[2,1-b]thia- 
zolyl, imidazolyl, isoxazolyl, morpholino, morpholinyl, oxazolyl, oxolanyl, piperazyl, piperldyl, piridyi, pyrazolo[5,1 -b] 
thiazotyl, pyrazotyl, pyrazinyt, pyridyl, pyrimidyl, pyrrolidyl, quinolyl, quinoxatyl, thiazolidyl, thiazolyl, thienyt, thiola- 
nyi, 2,3-dihydro-benzofuryi. tetrahydro-thienyl, or benzofuranyl; and 

halogen is fiuoro, chloro. bromo, or iodo; 
or a phamnaceutically acceptable salt, hydrate, or soh^ate thereof. 

The compound according to cialm 1 wherein is selected from the group consisting of: 

(I) Ci.8 allcyl, and 

0^.8 aikyi substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• 0X0, 

• 0^.5 allcoxy, 

• allcoxy substituted by carbocyclic aryl. 

• all<ylcarbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substltuent(s) independently selected from the group consisting of: 

•• halogen, 
nitro, 

C^.s alkyi, and 
C^.s alkoxy, 

• heterocyclyloxy, 

• heterocyelyloxy substituted by C^.g alkyI, 

• alkoxycarbonyl, 

• mono-C^.5 alkylaminocarbonyl, 

• dl-C^.5 ail^laminocarbonyl, 

• mono-Ci.5 alkylamino, 

• mono-C^.5 alkylamino substituted by cyano, 

• mono-C^.5 alkylamino substituted by carbocyclk; aryl, 

• di-C^.g alMamlno, 

• di-C^.5 alkylamino substituted by cyano, 

• di-Ci.5 alkylamino substituted by carbocyclic aryl, 

• mono-carbocydlc arylamino, 

• mono-carbocycllc arylamino substituted by halogen, 

• mono-carbocycllc arylamino substituted by alkyi, 

• dl-carbocyciic arylamino, 

• di-carbocyclic arylamino substituted by halogen, 

• di-carbocyellc arylamino substituted by alkyI, 

• alkoxycarbonylamino, 

• carbocyclic arybarbonylamino, 

• carbocyclic arylsulfonylamino, 

• carbocyclic arylsulfonylamino substituted 0^.5 alkyI, 

• alkylthio, 

• 0^.5 alkylthio substituted by substituent(s) Independently selected from the group consisting of: 
- carbocyclic aryl. 
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carbocyclic 317! substituted by halogen, and 
•• carbocyclic aryl substituted by C^.g aikoxy. 

• carbocyclic arylthio, 

• heterocyclylthio, 

• heterocyclylthio substituted by nitro, 

• heterocyclylthio substituted by C^.g ailcyl, 

• Cq^ cycloalkyi, 

• cycloalkenyl, 

• carbocyclyl, 

• carbocyclyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

- Ci.galkyl, 
•• all<oxy, 

•• C2.5 alkenyl, and 

•• C2.5 alkenyl substituted by substltuent(s) independently selected from the group consisting of: 
carbocyclic aryl, and 

carbocycite aryl substituted by C^.g alkylsulfinyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• nitro, 

- C1.5 alkyi, 

•• C,|.5 alkyI substituted by substituent(s) independently selected from the group consisting of: 

•~ 0x0, 

carbocyclk: aryl, and 
•~ heterocyclyl, 

C2.5 alkenyl, 
•• aikoxy, 

C^.5 aikoxy substituted by halogen, 

aikoxy substituted by carbocyclic aryl, 
•• carbocyclic aryloxy, 
•• mono-carbocyclic aryiaminocarbonyl, 

mono-carbocyclic aryiaminocarbonyl substituted by halogen, 
•• dl-carbocyclic aryiaminocarbonyl, 
•• di-carbocycllc aryiaminocarbonyl substituted by halogen, 
•• carbocyclic aryl, and 

heterocyclyl, 

heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

- C1.5 alkyI, 

•• alkyI substituted by carbocyclic aryl, 
•• 0^.5 aikoxy, 

aikoxy substituted by carbocyclic aryl, 
•• carbocyclic aryl, and 

carbocyclic aryl substituted by halogen, 

i) C2.7 alkenyl, and 

C2.7 alkenyl substituted by substituent(s) independently selected from the group consisting of: 
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• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

— halogen, 
nitro, and 
alkoxy. 

(ill) C2.5 alkynyl, and 

C2.5 alkynyl substituted by carbocyclic aryl, 

(iv) 03.^2 cycloalkyi, and 

^3-12 cycloalkyi substituted by substltuent(s) independently selected from the group consisting of: 

• Ci .5 alky I. 

• C1.5 alkyi substituted by 0x0. 

• 0^.5 alkyI substituted by carbocyclic aryl, and 

• carbocyclic aryl, 

(v) carbocyciyi, 

(vi) carbocyclic aryl. and 

carbocyclic aryl substituted by 8ubstituent(s) Independently selected from the group consisting of: 

halogen, 
hydroxy, 
cyano, 
nitro, 
carboxy, 
carbamoyl, 
C^.^o alkyI, 

^1-10 alkyi substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
0x0, 

carbocyclic aryioxy, 
carbocyclic aryl, and 
carbocyclic aryl substituted by C^.g alkyI, 

C).7 alkoxy, 

C1.7 alkoxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

carbocyclic aryl, and 
halogenated carbocyclic aryl, 

C2.5 alkenyioxy, 
C^_Q cycloalkoxy, 
carbocyclic aryioxy, 

carbocyclic aryioxy substituted by nitro, 
carbocyclic aryioxy substituted by C^.g alkoxy. 

alkoxycarbonyl, 
mono-C^.s alkylaminocarbonyl, 
di-C^.5 alkylaminocarbonyl, 

mono-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 
di-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 
amino, 

mono-C^.5 alkylamino, 
di'C^.5 alkylamino, 

mono-Cf .5 alkylamino substituted by cyano. 
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• di-C^.g alkylamino substituted by cyano, 

• C2.5 alkynylcarbonylamlno, 

• C2.5 alkynylcarbonylamlno substituted by carbocycllc aryi, 

• alkoxycarbonylamino^ 

• (carbocycllc aryl)NHC(0)NH, 

• (carbocycllc aryl)NHC(0)NH substituted by 0^.5 atkoxy, 

• (carfoocyclic aryl)NHC(0)NIH substituted by hatoganated 0^.5 alkoxy. 

• carbocycllc aryl azo, 

• carbocycllc aryi azo substituted by monO'C^.5 alkylannino, 

• cartocyclic aryl azo substituted by di'C^.5 alkylamino, 

• aikylthio, 

• aikylthio substituted by halogen, 
» carbocycllc arylthio, 

• carbocycllc aryfthio substituted by nitro, 

• carbocycllc arylthio substituted by cyano. 

• aminosulfonyl, 

• mono-C^.5 aikylaminosulfonyl, 

• di-C^.5 all^iaminosulfonyl, 

• heterocyclylsulfonyl, 

• C^jQ cycioalkyi, 

• 63^ cycioalkyi substituted by C^.^ atkyt, 

• carbocyclic aryl, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 



•• q.g alkyl, 

carbocyclic aryl, and 
halogenated carbocycllc aryl, 



(vii) heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• nitro, 

• amino, 

• hydroxy, 

• alkyl, 

• 0^.5 alkyl substituted by substituent(s) Independently selected from the group consisting of: 



•• halogen, 
•• hydroxy, 

0^.5 aikylthio, 

aikylthio substituted by carbocycllc aryl, 

0^.5 alkyithio substituted by halogenated carbocyclic aryl, 
•• carbocycllc aryl, 

— carbocycllc aryl substituted by halogen, and 
heterocyclyl. 



• alkoxy, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by alkyl. 

• carbocyclic aryloxy substituted by alkoxy, 

• mono-Ci.5 alkylamino, 

• di-C^.g alkylamino, 

• C.1.5 aikylthio, 

• C2.5 alkenylthio. 

• carbocycllc arylthio, 
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• carbocycilc arytthio substituted by C^.g aikoxycarbonyl, 

• alkylsulfonyl, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by alkyi, 

• alkoxycarbonyl, 

• alkoxycarbonyl substituted by carbocyclic aryl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
nitro, 

alkyi, and 
0^.5 alkyI substituted by halogen, 

• heterocyclyl; 

wherein carbocyclic aryl Is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1 ,2,3,4-tetrahydronaphthyl, 1-oxo-lndanyl, 9-fluorenyl, 9Wluorenyl, 9-oxo-9H-fluorenyl, ada- 
mantly, bicyclo[2.2.1]heptenyl, bicyclo[2.2.1]heptyl, indanyl, indenyl, ormenthyl; 

heterocyclyl is 1 ,2,3-tria2olyl, IH-indolyl, 1H-pyrrolyl, 2,3-dihydro-1-oxo-isolndolyl, 2,3-dihydro-benzo[1 ,4] 
dioxinyl, 2,3-dihydro-benzofuryl, 2,4-dihydro-3-oxo-pyrazolyl, 2H-benzopyranyl, 2-oxo-benzopyranyl, 3,4-dihydro- 
2H-benzo[b][1 ,4]dbxeplnyl, 4,5,6,7-tetrahydro-benzo[b]thienyl, 4H-benzo[1,3]dioxinyl, 4-oxo-1 ,5,6,7-tetrahydro- 
indolyl, 4-oxo-benzopyranyl, 9Ay-carbazolyl, 9W-xanthenyl. azetldinyl, benzo[1 ,3]dioxolyl, benzo[2,1 ,31oxadlazolyl, 
benzo[1 ,2,5]oxadlazolyl, benzo[2,1,3]thiadlazolyl, benzo[b]thienyl, benzofuryl, benzothiazolyi. fury], imidazo 
[2,1-b]thiazolyl, imidazolyl, isoxazotyl, morpholino, morpholinyl, oxazolyl, phenanthro[9,10-d]oxazolyl, piperidyl, 
pyrazolyl, pyridyl, pyrimidyl, quinolyl, quinoxalyl, tetrahydrofuryl, thiazolyl, or thienyl; and 

halogen isfluoro, chloro, bromo, or iodo; 
or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 2 wherein Q is Formula (II); 
Is selected from the group consisting of: 

(I) 0^3 alkyI, and 

^1-8 ^'M substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• 0x0, 

• C1.5 alkoxy, 

• 0^.5 alkoxy substituted by carbocyclic aryl, 

• alkytearbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by nitro, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by 0^.5 alkyi, 

• alkoxycarbonyl, 

• mono-Ci_5 alkylaminocarbonyl, 

• di-C^ .5 alkylaminocarbonyl, 

• mono-C^.5 alkylamino, 

• mono-C^.5 alkylamino substituted by cyano, 

• mono-C^.s alkylamino substituted by carbocyclic aryl, 

• di-C^.5 alkylamino, 

• di-C^.5 alkylamino substituted by cyano, 

• di-C^.5 alkylamino substituted by carbocyclic aryl, 

• mono-carbocyclic arylamino, 

• dl-carbocyctic arylamino, 

• .5 aikoxycarbonylamino, 

• carbocyclic arytearbonylamino, 
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• carbocyclic arylsulfonylamino, 

• carbocyclic arylsulfonylamino substituted 0^.5 alkyi, 

• alkytthio, 

• alkylthio substituted by substituent(s) independently selected from the group consisting of: 

carbocyclic aryl, 

- carbocyclic aryl substituted by halogen, and 
carbocyclic aryl substituted by 0^.5 alkoxy, 

• carbocyclic arytthio, 

• heterocyclyfthio, 

• heterocyctylthio substituted by alkyi, 

• cycloalkyi, 

• cycloalkenyl, 

• carbocyclyl, 

• carbocyclyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

- alkyi, 
•• C1.5 alkoxy, 

C2.5 alkenyl, and 

- C2.5 alkenyl substituted by substltuent(s) Independently selected from the group consisting of: 

carbocyclk: aryl, and 
•~ carbocyclk: aryl substituted by 0^5 alkylsulfinyl, 

• carbocyclic aryl, 

» carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• nitro, 

- alky], 

alkyI substituted by substituent(s) independently selected from the group consisting of: 
0x0, 

carbocyclb aryl, and 
heterocyclyl, 

C2.5 alkenyl, 
•• C1.5 alkoxy, 

alkoxy substituted by halogen. 

alkoxy substituted by carbocyclic aryl, 
carbocyclic aryioxy, 
mono-carbocyctic arylaminocarbonyl, 
mono-carbocyclic arylaminocarbonyl substituted by halogen, 
dl-carbocycllc arylaminocarbonyl, 
di-carbocyclic arylaminocarbonyl substituted by halogen, 

- carbocyclic aryl, and 
•• heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

C1.5 alkyI, 

C).5 alkyi substituted by carbocyclic aryl, 
0^5 alkoxy, 

•• alkoxy substituted by carbocyclte aryl, 
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carbocyciic aryl, and 

carbocyciic aryi substituted by halogen, 

(ii) C2.7 alkenyl, and 

C2.7 alkenyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyciic aryl, 

• carbocyciic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• nitro, and 
alkoxy. 

(iiO C2.5 alkynyi, and 

C2.5 alkynyi substituted by carbocyciic aryl, 
(>v) 03.5 cycloalkyi, and 

C3.6 cycloalkyi substituted by subst(tuent(s) independently selected from the group consisting of: 

• alkyi, 

• C1.5 alkyi substituted by 0x0, 

• C.|.5 alkyi substituted by carbocyciic aryl, and 

• carbocyciic aryl, 

(v) carbocyciyi, 

(vi) carbocyciic aryi, and 

carbocyciic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• alkyi, 

• alkyi substituted by substltuent(s} independently selected from the group consisting of: 

halogen, 
•• 0x0, 

•• carbocyciic aryloxy, 
carbocyciic aryl, and 
carbocyciic aryl substituted by 0^.5 alkyi, 

• alkoxy, 

• 0^.5 alkoxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

carbocyciic aryl, and 
halogenated carbocyciic aryl, 

• C2.5 alkenyloxy, 

• cycloalkoxy, 

• carbocyciic aryloxy, 

• carbocyciic aryloxy substituted by 0^.5 alkoxy, 

• alkoxycarbonyl, 

• mono-C^.5 alkylaminocarbonyl, 

• di-C^.g alkylaminocarbonyl, 

• mono-Ci .5 alkylaminocarbonyl substituted by carbocyciic aryl, 

• dl-C^,5 alkylaminocarbonyl substituted by carbocyclfc aryl. 

• amino, 

• monO'C^.5 alkylamino, 
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• dl-Ci.salkylamino, 

• mono-C^ .5 alkylamino substituted by cyano, 

• di-C^.g alkylamino substituted by cyano, 

• C2.5 alkynylcarbonylamlno, 

• C2.5 atkynylcarbonylamino substituted by carbocyclic aryl, 

• (carbocyclic aryI)NHC(0)NH, 

• (carbocyclic aryl)NHC(0)NH substituted by C^.g alkoxy, 

• (carbocyclic aryl)NHC(0)NH substituted by haloganated 0^.5 alkoxy, 

• Ci.galkylthio, 

• alkylthio substituted by halogen, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by cyano, 

• mono-Ci.5 alkylamlnosulfonyl, 

• dl-Ci.5 alkylaminosulfonyl, and 

• carbocyclic aryl, 

(vil) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C,.5 alkyi, 

• alkyI substituted by substjtuent(s) Independently selected from the group consisting of: 



•• halogen, 
hydroxy, 
•• alkylthio, 

•• alkylthio substituted by carbocyclic aryl, 

alkylthio substituted by halogenated carbocyclic aryl, 
carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 
•• heterocyclyl, 



C1.5 alkoxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by C^.g alkyI, 
0^.5 alkylthio, 

alkenylthio, 
carbocyclic arylthio, 

carbocyclic arylthio substituted by C^.g alkoxycartonyl. 

alkylsulfonyl. 
carbocyclic arylsulfonyl, 

carbocyclic arylsulfonyl substituted by C^s alkyl, 
0^.5 alkoxycarbonyl, 
carbocyclic aryl, 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• nitro, 

C^.g alkyl, and 

C^,5 alkyl substituted by halogen, 



• heterocyclyl; 



R2 is methylamino or dimethylamino when Y is a single bond or -CH2-; 
wherein carbocyclic aryl is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1,2,3,4-tetrahydronaphthyl. 1-oxo-indanyl, 9-fluorenyl, 9-oxo-9Affluorenyl, bicyclo[2.2.1]hep- 
tyl, Indenyl, ormenthyl; 
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heterocyclyl Is 1 ,2.3-triazolyl, IH-indolyl, IH-pyrrolyl. 2.3-dihydro-1 -oxo-isoindolyl, 2,3-dihydro-benzo[1 ,4] 
dioxinyl, 2,3-dlhydro-benzofuryl, 2,4-dihydro-3-oxo-pyrazolyl, 2ffben2opyranyl, 2-oxo-ben2opyranyl, 3,4-dlhydro- 
2Af ben2o[b][1 ,4]dloxepinyl, 4-oxo-ben2opyranyl, 9H-carba2olyl, 9H-xanthenyl, a2etldinyl, benzo[1 ,3]dioxolyl, ben- 
zol J ,3]oxadia2olyl, benzo[1 ,2,5]oxadlazolyl, ben2o[b]thienyl. ben2ofuryl, benzothlazolyl, furyl. imidazo[2,HD]thi- 
azolyl, imidazolyl. isoxazolyl, morphoHno, pyrazolyl, pyridyl, pyrimldyl, quinolyl, quinoxaiyi, thiazolyl, orthienyl; and 

halogen Is fluoro, chloro, bromo, or lodo; 
or a phanmaceutlcally acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 3 wherein is selected from the group consisting of: 
(I) alkyi, and 

0^.7 alkyI substituted by substituent(s) independently selected from the group consisting of: 

• C1.5 alkoxy, 

• alkoxy substituted by carbocycllc aryl, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by halogen, 

• mono-C^.5 alkylamino, 

• mono-Ci.5 allQrIamino substituted by substituent(s) independently selected from the group consisting of: 

•• cyano, and 
carbocycllc aryl, 

• dl-C^.s alkylamino, 

• di-Ci.5 alkylamino substituted by sub8tituent(s} independently selected from the group consisting of: 

•• cyano, and 
carbocycllc aryl, 

• mono-carfoocycllc arylamino, 

• di-carbocycllc arylamino, 

• carbocyclic arylsulfonylamino, 

• carbocyclic arylsulfonylamino substituted by C^.g alkyi, 

• carbocyclic aryl, 

• carbocycllc aryl substituted by substituent{s) independently selected from the group consisting of: 

•• halogen, 
•• nitro, 
C^.g alkyI, 

•• Ci,5 alkyI substituted by substltuent{s) independently selected from the group consisting of: 

0x0, and 
carbocyclfe aryl, 

C1.5 alkoxy, 

0^.5 alkoxy substituted by halogen, 

• heterocyclyl, 

• heterocyclyl substituted by carbocyclic aryl, and 

• heterocyclyl substituted by halogen, 

(ii) C2.7 alkenyi, and 

C2.7 alkenyi substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by alkoxy, 

(ill) C2.5 alkynyl, and 
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C2.5 alkynyl substituted by carbocydic aryl, 
(»v) cycloalkyi, and 

03.6 cycloalkyi substituted by substltuent(s) Independently selected from the group consisting of: 

• C,.5 alkyi, and 

• alkyI substituted by carbocydic aryl, 
(v) carbocydic aryl, and 

carbocyclte aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• C1.5 alkyI, 

• aikyi substituted by halogen, 

• C^,5 alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocydic aryl, 
•• carbocydic aryl substituted by halogen, 

• C2.5 alkenyloxy, 

• mono-C^.5 alkylamino, 

• di-Ci.5 alkylamino, 

• mono-Ci .5 alkylamino substituted by cyano, 

• di-C^ .5 alkylamino substituted by cyano, 

• alkylthio, and 

• C^^ alkylthio substituted by halogen, 

(vl) heterocyclyl, and 

heterocyclyl substituted by substituent{s) independently selected from the group consisting of: 

• halogen, 

• alkyI, 

• C,.5 alkyI substituted by substltuent(s) Independently selected from the group consisting of: 

•• hydroxy, and 
carbocydic aryl, 

• alkoxy, 

• carbocydic arylthio, 

• carbocydic arylthio substituted by 0^.5 alkoxycarbonyl, 

• 0^.5 alkoxycarbonyl, 

• carbocydic aryl, 

• carbocydic aryl substituted by substituent{s) independently selected from the group consisting of: 

halogen, 
C|.5 aikyI, and 

alkyi substituted by halogen, 

L Is Fomnula (VII); 

Y Is a single bond or -CHg-; 

Rg is methylamino or dimethylamino; 

wherein carbocydic aryl is phenyl or naphthyl; 

heterocyclyl is 1H-lndolyl, IHiayrrolyl. 2,3-dihydro-benzo[1 ,4]dioxlnyl, 4-oxo-benzopyranyl, 9H^carba- 
zolyl, azetldlnyl, benzo[1 ,3]dioxolyl. benzo[b]thienyl, f uryl, imidazo[2. 1 -bithlazolyl, pyrazolyl, pyridyl. or thienyl; 
and 
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halogen is fluoro, chloro, bromo, or lodo; 

or a pharmaceutlcaliy acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 4 wherein p is 0; Rg and are hydrogen; A Is a single bond or -CH2-; and B 
is a single bond or -CHg-; 

or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 
The compound according to claim 5 wherein R^ is selected from the group consisting of: 
(j) alkyi, and 

^1-5 alkyl substituted by substituent(s) Independently selected from the group consisting of: 

• mono-C^.s alkylamino, 

• mono-C^.5 alkylamino substituted by cyano, 

• dl-Ci.5 alkylamino, 

• dl-C^.5 alkylamino substituted by cyano, 

• mono-carbocycllc arylamino, 

• di-carbocyclic arylamino, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, and 
•• alkoxy, 

• heterocyclyl, and 

• heterocyclyl substituted by carbocyclic aryl, 

(il) C2.5 alkenyl, and 

C2.5 alkenyl substituted by carbocyclic aryl, 
(ill) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• alkoxy, 

• alkoxy substituted by halogen, and 

• C2.S alkenyloxy, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyl, 

• alkyl substituted by carbocyclic aryl, 

• C^.5 alkoxy, and 

• alkoxycarbonyl; 

wherein carbocyclic aryl Is phenyl or naphthyl; 

heterocyclyl is IH-indolyl, azetidinyl, or benzo[1,3]dioxolyl; and 

halogen is fluoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 1 selected from the group consisting of: 

ethyl 4.6-dk;hloro-3^[(cis-4-{[4-{dimethylamino)quinolin-2-yl]amino}<:yclohexyl)amino]methyl}-1H 
2-cartooxylate; 
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3- [{2-[(c/s-4-{[4-(dimethylamino)qulnolin-27l]amino}cyclohexyl)-amino]ethyl}(ph 
N^,N*-dimethyl-N2-(cis-4-{[2-(2-phenyl-1H-indol-3-yl)ethyOamino}-cyclo^ 
N2-[cis-4-({[1-(dlphenylmethyl)azetidin-3-yl]methyl}amino)cyclohexyl]-N^,N^-^ 
N2-(cls-4-{[(2,6-dimethoxybenzyl)amino]methyl)cyclohexyl)-N*,N^-dimethylquinoline-2 
N2-(cis-4-{[(2-etho)tyben2yl)amino]methyl}cyclohexyl)-N^,N^-dimethyl^ 
N2-[cls-4-({[(4H7iethoxy-1-naphthyl)methyl]amino}methyl)cyclohexyl]-N^N^ 

4- bromo-2-({[(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amino}cyclohexyl)-methyl^^ 
phenol; 

N2-[cis-4-({I(5-^3romo-1H-indol-3-yl)methyl]amino}methyl)cyclohexyl]-N^,N^^ 

N2-(cis-4-{[(5-bromo-2,4-dimethoxybenzyl)amino]methyl)cyclohexyl)-N'^,N^-dim 

N2-(cis-4-{[(3,3-diphenylprop-2-en-1-yl)amino]methy!}cyclohexyl)-N^,N^-dlmeth^^ 

N^,N^-dlmethyl-N2-(cls-4-{[(2,4,6-trlmethoxybenzyl)amlno]methyl}-cyclohe 

N2-(cis-4-{[(2,5-diethoxybenzyl)amlno]methyl}cyclohexyl)-N^,N*-dimethylqulnoli^ 

N2-(cis-4-{[(2,4-diethoxybenzyl)amino]methyl}cyclohexyl)-N*,N*-dimethy!quinol^ 

N2-{cis-4-{[(3,5-dibromo-2-methoxybenzyl)amino]methyl}cyclohexyl)-N^,N^-djm 

N^,N^-dimethyl-N2-(cis-4-{[(2,4,54riethoxybenzyi)amino]methy)}-cydohexyl)qui^ 

N^,N^-dimethyl-N2-(cis-4-{[(2,4,54rimethoxybenzyl)amino]methyl}K:yclohexyl)quino!ine-2,4-d«^ 

N2-[cis-4-({[2-(allyloxy)benzyl]amino}methyl)cyclohexyQ-NK,N^-dime 

N2^cis-4-({[(7-methoxy-1,3-benzodioxol-5-yl)methyOamino}methyl)-<:ycIohexylI-N^ 

2,4-diamlne; 

N2^cis-4-[2-(4-bromo-2-trifluoromethoxyiDhenyl)-ethylamlno]<7Clohexyl}^ 
amine; 

N2-[cis-4-(4-bronrio-2-trifluoromethoxy-benzyl)anrilno<;yclohexyl]-N^,N^-dlnnethyl-qu 

N2-[cis-4-(4-bromo-2-trifluoronriethoxy-ben2yl)anfiino-cyclohexyll-N^H7iethyl-quino^ 

N2-{4-[2-(4-bromo-24rlfluoronnethoxy-phenyl)-ethylannino]-cyclohexyl]-N^-methyl-quinoline-2 

N^-nriethyl-N2-{cls-4-[(2-trifluoronriethoxy-benzyl)anriino-nfiethyl]-cyclohex^^ 

N2^cis-4-[(4-bronrio-2-trifluoromethoxy-benzyl)amino-methyl]-cyclohexyl}-lsK-nriethyl- 

N2^cls-4-[(4-bronrio-2-trifluoroniethoxy-benzyl)amino-methyl]Kyclohexyl}-IS^ 

amine; 

N^,N4-dimethyl-N2^cis-4-[(24rifluoromethoxy-ben2yl)amino-methyll-cyclohexyl}-quino 
cis-N-(3,5-dimethoxyben2yl)-N'-{4-methylquinolin-2-yl)cyclohexane-1,4-diamine; and 
cis-N-(3,5-dichlorobenzyl)-N'-(4-methylquinolin-2-y!)cyclohexane-1,4-diamine; 
or a phanfnaceutically acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 3 wherein Is selected from the group consisting of: 

(i) alkyi, and 

alkyi substituted by substltuent(s) Independently selected from the group consisting of: 

• hydroxy, 

• 0X0, 

• C.|.5 alkoxy, 

• 0^.5 alkoxy substituted by carbocycllc aryl, 

• 0^.5 alkytearbonyloxy, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by substltuent(s) Independently selected from the group consisting of: 



•• halogen, 
•• nitro, 
•• C1.5 alkyI, 

C<|.5 alkoxy, and 

0^.5 alkoxy substituted by halogen, 
heterocyclyloxy, 

heteroeyclyloxy substituted by C^.s alkyt, 
mono-C^.5 alkylaminocarbonyl, 
di-C^.s alkylaminocart}onyl, 
mono-C).5 alkylamino. 
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» cli-C^.5 alkylamino, 

• mono-carbocycllc arylamino, 

• dl-carbocyclic arylamino, 

• mono-carbocyciic arylamino substituted by halogen, 

• dl-carbocyclic arylamino substituted by halogen, 

• carbocycllc arylcarbonylamino, 

• alkoxycarbonylamino, 

• alkylthio, 

• C^^ alkylthio substituted by substituent(s) independently selected from the group consisting of: 

•• carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of 

halogen, and 
C^.5alkoxy, 

• carbocyclic arylthio, 

• heterocyclylthio, 

• heterocyclylthio substituted by C^.s alkyi, 

• cycloalkyi, 

• cycloalkenyl, 

• carbocyclyl, 

• carbocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
•• alkyI, 
alkoxy, 
C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) Independently selected from the group consisting of: 
carbocycllc aryl, and 

carbocycik: aryl substituted by 0^.5 alkylsulfinyi, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by sub8tituent(s) Independently selected from the group consisting of: 

halogen, 
•• hydroxy, 

nitro, 
•• C1.5 alkyI, 

M 0^.5 alkyI substituted by substltuent(s) Independently selected from the group consisting of: 
0x0, 

carbocycllc aryl, and 
heterocyclyl, 

•• C^,5 alkoxy, 

alkoxy substituted by halogen, 

0^.5 alkoxy substituted by carbocyclic aryl, 
•• carbocyclic aryloxy, 

mono-carbocyclic arylamlnocarbonyl, 

mono-carbocyctic arylamlnocarbonyl substituted by halogen, 

dl-carbocyclic arylamlnocarbonyl, 

di-carbocycilc arylamlnocarbonyl substituted by halogen. 

carbocyclic aryl, and 
•• heterocyclyl, 

• heterocyclyl, and 
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• heterocyclyl substituted by substituent{s) independently selected from the group consisting of: 

•• C^.g alky), 

C^.g alky! substituted by carbocycllc aryl, 
alkoxy, 

0^.5 alkoxy substituted by cartocyclic aryl, 
•• carbocycllc aryl, and 

cartocyclic aryl substituted by halogen, 

(ii) C2.5 alkenyl, and 

C2.S alkenyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substituent(s) Independently selected from the group consisting of: 

— halogen, and 
•• nitro, 

(iiO C3.6 cycloalkyi, and 

Cj^ cycloalkyi substituted by substituent(s) Independently selected from the group consisting of; 

• alkyi, 

• 0^.5 alkyI substituted by substltuent(s) Independently selected from the group consisting of: 

0x0, and 

carbocycllc aryl, and 

• carbocycllc aryl, 

(iv) carbocyclyt, 

(v) carbocyclic aryl, and 

carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• carboxy, 

• carbamoyl, 

• 0^,5 alkyI, 

• alkyI substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• 0x0, 

carbocyclic aryloxy, 
•• carbocyclic aryl, and 

- carbocyclic aryl substituted by alkyi, 

• Ci. 5 alkoxy, 

• C1.5 alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
•• carbocycllc aryl, 

• carbocycllc aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• .5 alkoxycarbonyl, 
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• mono-C^.5 alkylaminocarbonyl, 

• di-Ci.5 alkylaminocarbonyl, 

• nnono-C<|.5 alkylaminocarbonyl substituted by carbocycilc aryl, 

• dl-C^.5 alkylaminocarbonyl substituted by carbocycilc aryl, 

• amino, 

• mono-Ci.5 aikylamino, 

• dl-C^.g alkylamino. 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocycilc aryl, 

• (carbocycilc aryi)NHC(0)NH, 

• (carbocycilc aryi)NHC(0)NH substituted by C^.g alkoxy, 

• (carbocyclk: aryl)NHC(0)NH substituted by haloganated alkoxy, 

• alkylthio. 

• 0^.5 alkylthio substituted by halogen, 

• carbocycilc arytthio, 

• carbocycilc arylthio substituted by cyano, 

• mono-C^.g alkylamlnosutfonyi, 

• dl-C^.5 ail^lamlnosulfonyl, and 

• carbocycilc aryi, 

(vi) heterocyclyl, and 

heterocyctyl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• nitro, 

• hydroxy, 

• amino, 

• Ci,5 alkyi, 

• 0^.5 alkyI substituted by substrtuent(s) Independently selected from the group consisting of: 

halogen, 
•• C^.g aikylthio, 

alkylthio substituted by carbocycilc aryl, 
alkylthio substituted by halogenated carbocycilc aryl, 
carbocycilc aryl, 

carbocycilc aryl substituted by halogen, and 
heterocyclyl, 

• 0^.5 alkoxy, 

• carbocycilc aryloxy, 

• carbocycilc aryloxy substituted by halogen. 

• carbocycilc aryloxy substituted by alkyI, 

• carbocycilc aryloxy substituted by 0^.5 alkoxy, 

• mono-Ci .5 aikylamino. 
» dhC^.5 aikylamino, 

• C1.5 alkylthio, 

• C2.5 alkenylthio, 

• carbocycilc arylthio, 

• alkyisuifonyi, 

• carbocycilc arylsulfonyl, 

• carbocycilc arylsulfonyl substituted by C^.g alkyt, 

• carbocyctic aryi, 

• carbocycilc aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• nitro, and 
•• C1.5 alkyI, 
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• heterocyciyi; 

L Is Formula (VII); 
Y is -C(0)-; 

wherein carbocyclic aryl is phenyl, naphthyl, or anthranyi; carbocyclyl is 1 ,2,3,4-tetrahydronaph- 
thyl. 1-oxo-indanyl, 9-oxo-9H-fluorenyl, or indenyl; 

heterocyciyi is 1 ,2,3-triazolyl, IH-indolyl, 1H-pyrrolyl, 2,3-dlhydro-1-oxo-isoindolyl, 2,3-dihydro-benzo- 
furyl, 2,4-dihydro-3-oxo-pyrazolyl, 2H-benzopyranyl, 2-oxo-ben2opyranyl, 9/+xanthenyl, benzo[1 ,3]dioxolyl, 
ben2o[2,1,3]oxadlazolyl, ben2o[1 ,2,5]oxadia2olyl, benzo[b]thienyl, benzofuryl, benzothiazolyl, furyl, imida- 
zoiyl, isoxazolyl, morpholino, pyrazolyl, pyridyt, pyrimidyl, quinolyl, quinoxalyl, thiazolyl, orthienyl; and 

halogen Is fluoro, chloro, bromo, or lodo; 

or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 

9. The compound according to claim 8 wherein R2 is hydrogen, halogen, methyl, tiifluoromethyl, methoxy, carbamoyl, 
amino, methylamino, or dimethylamino; p Is 0; R3 and R4 are hydrogen; A is a single bond; B is a single bond or 
-CH2-; 

or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 

10. The compound according to claim 9 wherein is selected from the group consisting of: 

(i) allcyl, and 

alkyi substituted by substltuent(s) independently selected from the group consisting of: 

• 0x0, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by C^.g alkyl, 

• carbocyclic aryloxy substituted by allcoxy, 

• mono-C^.5 alkylamlno, 

• di-C^.s allcylamino, 

• mono-carbocyclic arylamino, 

• dl-carbocyclic arylamino, 

• mono-carbocyclic arylamino substituted by halogen, 

• di'Carbocyclic arylamino substituted by halogen, 

• cycioaikyi, 

• carbocyclic aryl, 

• carbocyclic aryl by substituent(s) independently selected from the group consisting of: 

•• halogen, 

— alkyl, and 

•• alkoxy, 

• heterocyciyi, and 

• heterocyciyi substituted by substituent(s) independently selected from the group consisting of: 

alkyl, 

•• alkoxy, and 
•• carbocyclic aryl, 

(ii) C2.5 alkenyi, and 

C2.5 alkenyl substituted by substltuent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, and 
•• nitro. 
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(iii) carfoocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• carbamoyl, 

• C1.5 alkyi, 

• alkyI substituted by halogen, 

• alkyI substituted by hydroxy, 

• alkoxycarbonyl, 

• alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• carbocyclic aryloxy, and 

• carbocyelle aryloxy substituted by 0^.5 alkoxy, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• nitro, 

• amino, 

• C^. 5 alkyi, 

• alkyi substituted by halogen, 

• 0^.5 alkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by 0^.5 alkyI, 

• carbocyclic aryloxy substituted by alkoxy, 

• mono-C^.5 alkylamino, 

• dl-C^.g alkylamino, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by halogen, 

• carbocyclic aryl substituted by nitro, and 

• heterocyclyl; 

wherein carbocyclic aryl is phenyl; 

heterocyclyl is 1 ,2,3-triazolyl, 1H-indolyl, 1H-pyrrolyl, 9H-xanthenyl, benzo[2,1,3]oxadiazolyl, benzo 
[1 ,2,5]oxadiazolyl, furyl, isoxazolyl, pyridyl, quinolyl, quinoxalyl, thiazolyl, or thienyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phamiaceutbally acceptable salt, hydrate, or solvate thereof. 

11. The compound according to claim 10 wherein is selected from the group consisting of: 

(i) alkyt, and 

C1.5 alkyI substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by alkyi, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• mono-C^ .5 all^lamino, 
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• di-C^.s alkylamino, 

• mono-carbocyclic arylamino, 

• di-carbocyclic arylamino, 

• mono-carbocyclic arylamino substituted by halogen, 

• di-carbocyclic arylamino substituted by halogen, 

• carbocyclic aryl, 

• carbocyclic aryl by substltuent(s) independently selected from the group consisting of: 
••halogen, 

••C^.s alkyl, and 
•• C^.5 alkoxy, 
and 

• heterocyclyl, 

(11) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• hydroxy, 

• cyano, 

• C1.5 alkyi, 

• alkyI substituted by halogen, 

• alkoxycarbonyl, 

• 0^.5 alkoxy, 

• C1.5 alkoxy substituted by halogen, 

• carbocyclic aryloxy, and 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

(iii) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• alkyI, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by alkyI, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by halogen, 

• carbocyclic aryl substituted by nitro, and 

• heterocyclyl; 

wherein carbocyclic aryl is phenyl; 

heterocyclyl is 1H-indolyl, IH-pyn'olyl, 9H-xanthenyl, benzo[2,1,3]oxadiazolyl, benzo[1,2,5]oxadiazolyl, 
furyl, Isoxazolyl, pyridyl, thiazolyl, or thienyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

12. The compound according to claim 1 selected from the group consisting of: 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-3-methoxybenzamide; 

3- bromo-N-(cls-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)-benzamide; 

4- bromo-N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-benzamide; 
N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-2,1,3-benzoxadiazole-5-carboxamide; 

3- chloro-N-(cis-4-{[4-(dimethylamino)quinolin-2-yOamino}cycIohexyl)-benzamlde; 

4- chloro-N-(ci8-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)-benzamide; 
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4-chloro-N-(cis-4-{[4-(dlmethylamino)qujnolln-2-yl]amjno}cyclohexyl)-3-njtrobenz^^ 

3- cyano-N-(cis-4-{[4-(dlmethylamino)qulnolln-2-yl]amlno}cyclohexyl)-ben2amide; 
3,5-dichloro-N-(cis-4^[4-(dimethyIamino)quinolin-2-yl]amino}-cyclohexyl)benzamide; 
3,4<lichloro-N-(cls-4^[4-(dimethylamino)quinolin-2-yl]amino}-cyc(ohexyl)ben2am 
N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-2,2-dlphenylac^^ 
N-(cis-4-{(4-{dimethylamjno)quinolin-2-yl]amino}cyclohexyl)-3,4-djfluoroben2amide; 
N-(cls-4-{[4-(dlmethylamino)quinolln-2-yl]amlno}cyclohexyl)-3,5-djfluorob 
N-(cis-4-{[4-{dimethylamino)quinolin-2-yl]amlno}c7cIohexyl)-44luorobenzamlde; 
N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)-3-fluoro-5-(triflu^ 
N-(cls-4-{[4-(dime%lamino)quinolin-2-yl]amlno}cyclohexyl)-4HTiethyl-3-nft^ 
N-(cis-4-{[4-(dimethylamino)qulno!jn-2-yl]amlno}cyclohexyl)-3-nitrobenzamld 
N'(cis-4-{[4-(dimethylamino)quinoiin-2-yi]amino}cyclohexyl)-2-phenoxybutanamide; 
N-(cis-4-{[4-(dimethytamino)quinolin-2-yl]amino}cyclohexyl)-2-phenoxypFopanam 
N-(cis-4-{[4-(dimethylamlno)quinolin-2-yllamlno}cyc!ohexyl)-3-methylben 
N-{cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)-3-(trifluorometho^^ 

4- bromo-N-(cis-4-{[4-(dlmethylamlno)quinolin-2-yl]amlno}cyclohexyl)-3-methylbenz^ 
N-(cis-4-{[4-(dimethylamino)quino!in-2-yl]amlno}cyclohexyl)-3-lodobenzamide; 
3-ch(oro-N-(cis-4-{[4-(dimethy!amino)quinolin-2-yl]amino}cyclohexyl)-2,4-difluoro^ 
N-(cls-4-{[4-{dimethylamino)quinolln-2-yl]amino}cyclohexyl)-2,6-dlmethyl-3-furam 
3-chloro-N-(cis-4-{[4-(dimethylamjno)qulnolin-2-yl]amino)cyclohexyl)-4-fluorobenzam 
N-(cls-4-{[4-(dimethylamino)quinoljn-2-yl]amlno}cyclohexyl)-3-fluoro-4-methyl^^ 
N-(cis-4-{[4-{dimethylamino)quinolin-2-yl]amino}cyclohexyl)-3,5-dlmethoxyben2amide; 
N-(cls-4-{[4-{dimethylamino)quinorm-2-yl]amino}cyclohexyl)-3.5-bls(trlfluoro^ 
(2E)-N-(cls4-{[4-(dlmethylamlno)quinolin-2-yOamlno}cydohexyl)-3-(4-nltrophen 
N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-4-fluoro-3-m 
2,5-dlchloro-N-(cls-44[4-(dlmethylamlno)quinolin-2-yl]amlno}-cyclohexyl)thio 

2- (4K:hlorophenoxy}-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}-cyclohexyO 

3- (2'ChiorophenyO-N-(cis-4-{[4-(dimethylamino)qulnolin-2-yqamino}-cyclohexyl)-5-methyl^ 
boxamide; 

1- (4-chlorophenyl)-N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}<yc!ohexyl) 

3- (2-chloro-6-fluorophenyl)-N-(cis-44[4-(dimethyiamino)quinolin-2-yi]amlno}^^ 

4- carboxamide; 

N-(cis-4-([4-(dimethy!amino)qulnolin-2-yl]amlno}cyclohexyl)-3-fluorobenzamide; 
N-(cls-4-{[4-(dimethylamino)qulnolln-2-yl]amino}cyclohexyl)-4-fluoro-3-(M 
N-(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-5-methyl-2-ph 
mlde; 

N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohexyl)-2-(4-methoxyphenoxy)-5 
N-(cis-4-{[4-(dimethytamino)qulnolln-2-yllamino)cyclohexyl)-5-nitro-2-fur^ 
N-(cls-4-{[4-(dimethylamjno)quinolin-2-yl]amino}cyclohexyl)-2-phenoxyacetamid^ 
N-(cis-4-{[4-(dlmethylamlno)quinolin-2-yl]amlno)cyclohexyl)qulnoxaline-2-carboxa 

2- (3-chlorophenoxy)-N-(cis-4-[4-(dimethylamjno}qujnolin-2-yl]amlno}-cyclohexyO^ 

3- (2,6-dbhlorophenyl)-N*(ciS'4-{[4*(dimethylamlno)quinolin-2'yi]amino}-c7clohe^ 

4- carboxamide; 

N-{cis-4-{[4-(dimethyIamjno)qulnolin-2-yl]amlno}cyclohexyl)-2-phenoxynicotinamid 

N-(cis-4-{[4-(dimethylamino)quinolm-2-yl]amino}cyciohexyl)-2-(4-meth 

N-(cis-4*{[4>(dimethylamino)quinoiln-2-yl]amino}cyclohexyl)-2-(2-thlenyl)-1.3 

5- bromo-N-(cis-4-{[4-(dimethylamino)qulnotin-2-yl]amlno}(^clohexyl)4hiophene-2-cart 
N-(cis-4-{[4-(dimethylamino)qujnolln-2-yl]amlno}cycIohexyl)-2-(2,3,6-tri^ 

5- (4-chloro-2-nitrophenyl)-N-(cis-44[4-(dimethylamino)quinolin-2-yt]amino^^ 
5-chloro-N-(cls-4^[4-{dlmethylamjno)qulnolin-2-yQamlno}cyclohexyl)4hiophene-2-^^ 
N-(cls-4-{[4-(dimethylamino)quino!in-2-yl]amino)cyclohexyl)-5-iodo-2-furamide; 
N-(cis-4-{[4-(dlmethylamino)quinotin-2-y)lamino}cyclohexyi)-2-(2-iodoph 
N-(cis-4-{[4-(dlmethylamino)quinolin-2-y!]amino}cyclohexyl)-2-(5-meth^^ 

mlde; 

(2E)-N-(cls-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cydohexyl)-3-(3-nitrophenyl)aci^^ 
2,2-bis(4<;hlorophenyl)-N-(cis-4^[4-(dlmethylamlno)qu^nolin-2-yl]-amino}cyclohexyl)acetamide; 
N-(cls-4-{[4-(dimethylamino)quinotin-2-yl]amino}cyctohexyt)-5-nitrothiophene-2-<^ 
N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohexyl)-3-methyl-4-n 
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N-(cis-4-{[4-(dlmethylamino)quinolin-2-yl]amlno}cyclohexyl)-3-methoxy-4-nitrobe 

5-bromo-N-(cls-4-{[4-(dlmethylamino)quinolln-2-yl]amlno)cyclohexyl)-2-fui^ 

4,5-dibromo-N-(cis-4^[4-(dlmethylamino)qujnoljn-2-yl]amino)-cyclohexyl)thioph^ 

4,5-dibromo-N-(cis-4^[4-(dimethy!amino)quinolin-2-yl]amino)-cyclohexyl)-2-furam 

N-{cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)-2-(1H-indol-3-yl)ac^^ 

N-{cjs-4-{[4-(dimethylamlno)qumolin-2-yl]amino}cyclohexyl)-2-{1H-lndol^^^ 

N-(cls-4-{[4-(dimethylamjno)quinolln-2-yl]amino)cyclohe)(yl)-2-(2-ph 

N-(cis-4-{[4-{dimethylamino)qulnoljn-2-yl]amino}cyclohexyl)-2-(2,4,6-trich^^ 

3-(benzyloxy)-N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}K:yclohexyl)-4HTietho 

N-(cls-4-{[4-(dimethylamjno)quinolln-2-yl]amino}cyclohexyl)-2-phenoxybenzamide; 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)-2-phenylquino!in 

N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)-5-(3-^ 

N-(cis-4-{[4-(dlmethylamino)quinolin-2-yllamino}cyclohexyl)-5-nltro^ 

N-(cls-4-{[4-(dimethylamjno)quinolin-2-yl]amino}cyclohexyl)-1-m 

N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyctohexyl)-4-nitrobenz 

N-(cis-4-{[4-(dimethylamino)quinoiin-2-yl]amino}cyclohexyl)-2-methoxy'4-nU^^ 

N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)-3-fluoro-4-(trjfl^ 

N-(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amlno)cyclohexyl)-3,5-dimethyl-4-^ 

N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-2-mesityl-2-oxoacetam 

5-chloro-N-(cis-4-{[4-(dlmethylamino)qutnolin-2-y!]amlno)cyc(ohexyl)-2-hydroxyb^ 

N-[(cis-4-{[4-(dimethylamino)quinolin-2-yI]amino}cyclohexyl)methyl]-3-metho^^ 

3- bromo-N-[(cis-4-{[4-{dimethylamlno)quinoIin-2-yl]amino}cyclohexyl)-methyl]benzamW 

4- bromo-N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-methyl]ben^^ 
N-[(cis-4-{[4-(dimethylamino)quinolin-2-yi]amino}cyc!ohexyl)methyI]-2J,3-benzoxadl^^ 

3- chloro-N-[(cis-4-{[4'(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-methyObenzam 

4- chtoro-N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohex^^^ 
4-chloro-N-[(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohe^ 

3- cyano-N^(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohex^ 

3.5- dichloro-N-[(cis-4-{[4-(dlmethylamlno)quinolln-2-yl]amino}K:yclohexyl)me^^^ 
3,4-dich!oro-N-[(cis-4^[4-(dlmethylamino)quinolin-2-yl]amino}-cyclohexyO 
N-[(cls-4-{[4-(dlmethylamjno)qulnolin-2-yl]amlno}cyclohexyl)methyl]-2,2-diphenylacetam 
N-[(cis-4-{[4-(dimethylamjno)quinolin-2-yl]amjno}cyclohexyl)methyl)-3,4-difluoroben 
N-[(cls-4-{[4-(dlmethylamjno)qulnolln-2-yl]amlno}cyclohexyl)methyl]-3,5-difluor^ 
N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amlno}cyclohexyl)methyl]-4-fluorobenzamide 
N-[(cis-4^[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)methyl]-3-fluoro-5-(trjf^^ 
N-[(cis-4-[4-(djmethylamino)qulnonn-2-yl]amlno}cyclohexyl)methyl]-4-methyl^ 
N-[(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-3-nitrobenzamide 
N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cycIohexyl)methy 
N-[(cis-4-{[4-(dimethylamino)quino!in-2-yl]amino}cyclohexyl)methyl]-2-ph 
N-[(cls-4^[4-(dlmethylamjno)quinonn-2-yl]amino}cyclohexyl)methyl]-3-met^^^ 
N-[(cis-4-{[4-(dimethylamino)qulnolin-2-yqamino}cyclohexyl)methyl}-3-(tri^ 

4- bromo-N-[{cis-4-{[4-(dimethy(amino)quinolin-2-yl]amino}cyclohexyl)-methyl]^^^ 
N-[(cis-4-{[4-(dimethylamino)quinoljn-2-yl]amino}cyclohexyl)methyl]-3-lodobenzam 
3-chloro-N-[(cls-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cycIohexyI)-methyl]-^ 
N-[(ciS'4-{[4-(djmethylamlno)qujnolln-2-yl]amino)cyclohexyl)methyl]-2,5-dlm 
3-ch!oro-N-[(cls-4-{[4-(dimethylamlno)qulnolin-2-yl)amino}cyclohexyl)-methyl]-^^^ 
N-[(cjs-4^[4-(dimethylamino)qulnolin-2-yl]amlno)cyc!ohexyl)methyl]-3-fluoro-4-methylben 
N-[(cls-44[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-3,5-dimethox^ 
N-[(cis-4-{[4-(dimethylamjno)quinolln-2-yI]amino)cyclohexyl)methyl]-3,^ 
(2E)-N-[(cis-4-{[4-(dimethy!amlno)qulnolln-2-yl]amino}cyclohexyl)-methyl]-3-(4^ 
N-[(cis-4^[4-(dlmethylamino)qulnolln-2-yl]amino)cyclohexyl)methyl]-4-fluoro-3-meth^ 
2,5<lichlorQ-N-[(cis-4-{[4-(dimethytamino)quinolin-2-yqamjno}K:yctohexyl)m 

2.6- dlchloro-N-[(cis-4-{[4-(dlmethy!amlno)quinolin-2-yl]amino}K:yclohexyl)m^^ 
N-[(cls-4^[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-2,4,6-trim 
2,4,6-trichloro-N-[(cis-4-{[4-(dimethylamino)quinoljn-2-yl]amino}<:yclohex^^ 
(2E)-3-(2-ch!orophenyl)-N-[(cls-4-{[4-(dimethylamino)quinolin-2-yOammo}cyclohexyl^^ 

5- bromo-N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)-methyl]thiophene-2 
N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyq-2-(2,3,6-tri^^ 
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5-(4-chloro-2-nitrophenyl)-N-[(cls-4-{[4-(djmethylamino)quinolin-2-yl]ami 

5-chloro-N-[(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amlno}cyclohexyl)-methyl]th 

N-[(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amino)cyclohexyl)methyl)-5-fod 

N-t(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-2-(2-iodoph 

(2E)-N-[(cis-4-{[4-(dimethy!amjno)quinolin-2-yl]amino}cyclohexyl)-methyl] -3-(3-n}trophenyl)acry!amide; 

2,2-bis(4K:hlorophenyl)-N-[(cls-4-{[4-{dimethylamino)qulnolin-2-yl]amlno}cyclo 

N-[(cls-44[4-(dimethylamlno)qulno(in-2-yl]amjno}cyclohexyl)methyl]-5-nltroth 

N-[(cjs-4^[4-(dlmethylamino)qulnolin-2-yl]amino}cyclohexyl)methyl]-3-^ 

N-[(cls-4^[4-(dimethylamlno)qulnolin-2-yl]amino)cyclohexyl)methyll-3 

N-(cis-4-(4-methylK)uinonn-2-ylamino)-cydohexyl]-2-phenoxy-nie»}tinami^ 

3,4-difluoro-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 

3.4- difluoro-N-[cis-4-(quinolin-2-ylamino)-cyclohexyi]-benzamide; 

2- phenoxy-N-[cis-4-(qulnolin-2-ylamino)-cyclohexyl]-nlcotinamide; 

3- chloro-N-[cls-4-(4-methyl-qumolin-2-ylamino)-cyclohexyl]-benzamide; 
N-[cls-4-(4-chloro-quinolin-2-ylamlno)-cyclohexyl]-2-phenoxy-nicotinamlde; 
3-methyl-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 
3-methoxy-N-[cis-4-(quinolin-2'ylammo)-cyclohexyl]-benzamide; 
3-chloro-N-[cis-4-(quinonn-2-ylamino)-cyclohexyl]-benzamide; 
5-nitro-thiophene-3-carboxylic acid [cls-4-(qulnolln-2-ylamino)-cyclohexyl]-amide; 
5-nitro-thiophene-3-carboxylic acid [cis-4-(4-nnethyi*quinolln-2-ylamino)^yclohexy)]-amide; 
3-chloro-4-fluoro-N-[cis-4-(qulnolin-2-ylamlno)-cyclohexyl]-benzamide; 

3.5- djmethoxy-N-[cis-4-(quinoIin-2-ylamlno)-cyclohexyl]-benzamide; 
3.4-dichloro-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 

benzo[2,3,1 ]oxadiazoie-5*cartoxytic acid [cis-4-(quinolin-2-ylamino)-cyclohexyl]-amide; 
3-methyl-N-[cls-4-(4-methy!-quinolin-2-ylamino)-cyclohexyI]-benzamide; 

3- methoxy-N-(cis-4-(4-methyl-qui'nolln-2-ylamjno)-cyclohexyl]-benzamide; 

4- cyano-N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl]-benzamide; 

1 -methyl-4-nitro-1 H-pyrrole-2-carboxylic acid [cis-4-(quinolln-2-ylamino)-cyclohexyl]-amide; 
9H-xanthene-9-carboxyllc acid [cis-4-(quinolin-2-ylamino)-cyclohexyl]-amide; 

5- (4-chloro-phenyl)-furan-2-carboxyllc acid [cis-4-(qulnolin-2-ylamino)-cyclohexyl]-amide; 

3- nitro-N-[cls-4-(quinolln-2-ylamino)-cyclohexyl]-benzamide; 

4- fluoro-3-methyl-N-[cis-4-(quinolln-2-ylamino)-cyclohexyl]-benzamide; 
3-bromo-N-[cls-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 

2- (2-bromo-phenoxy)-N-[cis-4-(quinolin-2-ylamino)-cyclohexyQ-nlcotlnamide; 

3- cyano-N-[cis-4-(qulnolin-2-ylamlno)-cyclohexyl]-benzamide; 
N-[cls-4-(quinolin-2-ylamlno)-cyclohexyl]-trifluoromethyI-benzamide; 
N-{cis-4-(4-chloro-quinolin-2-ylannlno)-cyclohexyl]-3,4-difluoro-benzamlde; 
3,4<lichloro-N-[cis-4-(4-methyl-qulnolin-2-ylamlno)-cyclohexylJ-benzaiTiide; 

3- chloro-4-fiuoro-N-[cls-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 

4- fluoro-3-methyl-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexylJ-benzamide; 

1 -methyl-4-nitro-1 H-pyrrole-2-cart)oxyllc acid [cis-4-(4-m8thyl-qulnolin-2-ylamlno)-cyclohexyl]-amlde; 
9H-xanthene-9-carbo)cylic acid [cls-4-(4-methyi-qulnolin-2-ylamino)-cyclohexyl]-amide; 

5- bromo-furan-2-cart)Oxylic acid [cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyll-amide; 
N-[cis-4-(4-methy[-quinolin-2-ylamino)-cyclohexyl]-2-m-tolyloxy-acetamide; 
N-[cls-4-{quinclin-2-ylamlno)-cyclohexyl]-2-m-tolyloxy-acetamlde; 
2,2-diphenyl-N-[cjs-4-(qujnolin-2-ylamino)-cyclohexyl]-acetamide; 
5-bromo-furan-2-cart)oxyllc acid [cis-4-(quinolln-2-ylamino)-cyclohexyl]-amide; 

benzo[2,3,1 ]oxadiazole-5-cart)oxyllc acid [cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-amide; 

3-bromo-N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl]-benzamide; 

3-cyano-N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl]-benzamide; 

N'[cis-4-(4-methyl'quinolin-2-ylaniino)-cyclohexyl]-3-trifluoromethyl-benzamide; 

N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-2,2-diphenyl-acetamide; 

2-(4-fluoro-phenoxy)-N-[cis-4-(quinolin-2-ylamjno)-cydohexyl]-nicotlnamide; 

2-(4-fluoro-phenoxy)-N^cis-4-(4-methyl-quinolin-2-ylamlno)Kjyclohexyl]-nicotinamide: 

2-(3,4-difluoro-phenoxy)-N-[cls-4-(quinonn-2-ylamino)-cyciohexyl]-nlcotlnamide; 

2-(3,4-dlfluoro-phenoxy)-N-[cls-4-(4-methyl-quinolin-2-ylamino)KyclohexyO-nicotlnamide; 

N-[cis-4-(quinolin-2-ylamino)-cyclohexyll-2-p-tolyloxy-nicotinamlde; 

N-[cis-4-(4-methyl-quinolin-2-yiamino)-cyclohexyl]-2-p-tolyloxy-nicotlnamide; 
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2-(4-chloro-phenoxy)-N-[cls-4-(qujnolin-2-ylamlno)K:yclohexyl]-nlcotinamide; 

2-(4-chloro-phenoxy)-N-[cls-4-(4-methyl-quinolin-2-ylamino)-cyclohexyll-nte^^^ 

2-(4-bromo-phenoxy)-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-nfcotinamide; 

2-(4-bromo-phenoxy)-N-[cis-4-(4-methyl-quinolin-2-yIamino)K:yclohexyl]-nlcotina^ 

2-(4-methoxy-phenoxy)-N-[cls-4-(quinoljn-2-ylamlno)-cyclohexyll-nicotjnamlde; 

2-(4-methoxy-phenoxy)-N-[cls-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl]-nico^ 

2-(3-chloro-4-fluoro-phenoxy)-N-[cis-4-(quinolln-2-ylamino)-cyclohexyll-nlcoti 

2-(3-cloro-4-fluoro-phenoxy)-N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyl]-n 

N-[cls-4-(quinolln-2-ylamino)-cyclohexyl]-2-m-tolyloxy-nicotinamide; 

N-[cis-4-(4-methyl-quinoHn-2-ylamlno)-cyc!ohexy!]-2-m-tolyloxy-nicoti 

2-(3-methoxy-phenoxy)-N-[cis-4-(4-methyl-qujnolin-2-ylamino)-cyclohexyl]-acetamid^ 

2-(3-Ghloroi)henoxy)-N-[cls-4-(4-methyl-quinolin-2-ylamino)K:ycIohexyl]-acetamld 

2-(3-chloro-4-fluoro-phenoxy)-N-[cls-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl] 

2-(3,4-dichloro-phenoxy)-N-[cls-4-(4-methyl-qulnolin-2-ylamino)-cyc!ohexyl^^ 

C-(methyl-phenyhamlno)-N-[cis-4*(4-methyl-qujnoljn-2-yIamino)-cyclohe)^^^ 

2-(3,4-dichloro-phenylamino)-NKcis-4-(4-methyl-quinoIin-2-ylamino)K:yclohexyO 

2-(3-methoxy-phenoxy)-N-[cls-4-(quinolin-2-y!amino)-cyclohexyI]-acetamide; 

2-(3-chloro-phenoxy)-N-[cls-4-(quinolin-2-ylamlno)-cycIohexyl]-acetamide; 

2-(3-chloro-4-fluoro-phenoxy)-N^cis-4-(qulno!in-2-ylamino)-cyclohexyl]^ 

2-(3,4-dlchloro-phenoxy)-N-[cis-4-(qulnolln'2-yIamino)-cycIohexyl]-^ 

C-(methyl-phenyl-amino)-N-[cis-4-(qulnolin-2-ylamlno)-c7clohexyl)-acetOT^ 

2- (3,4-dichloro-phenylamino)-N-[cls-4-(quinolin-2-ylamino)-cyclohexyl]-acetamide; 

3- hydroxy-N-[cls-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 
N-[cis-4-(qulnolln-2-ylamino)-cyclohexyl]-isophthalannic acid methyl ester; 
N-[cis-4-(qulnolln-2-ylamino)-cyclohexyl]-3-trlfluoromethoxy-benzamlde; 
N-[cls-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyl]-bis-trlfluoromethyl^ . 
N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexyll-3-trlfluoromethoxy-ben2amlde 
N-[cis-4-(4-amino-quinolin-2-ylamino)-cyclohexyl]-3,4-difluoro-benzamide; 
C-(ethyl-phenyl-amino)-N-[cjs-4-(quinolln-2-ylamlno)-cyclohexyl]-acetamide; 
C-(ethyl-phenyl-amino)-N-[cls-4-(4-methyl-quinolln-2-ylamlno)-cyclohexy 

3- hydroxy-N-[cis-4-(4-methyl-qulnolin-2-ylamino)-cyclohexy!]-benzamlde; 

2- amlno-NH;cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-nicotinamide; 
2,3<llfluoro-N^cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamlde; 

2.4- difluoro-N^cis-4-(4-methyl-qulnol^n•2-ylamino)-cyclohexyl]-benzamide; 

2.5- difluoro-NH;cls-4-{4-methyl-qulnolin-2-ylamino)-cyclohexyl]-benzamide; 

2.6- dlfluoro-N-[cis-4-(4-methyl-qulnonn-2-ylamino)-cyclohexyl]-benzamide; 
3,5-difluoro-N-[cjs-4-(4-methyl-qulnolin-2-ylamlno)-cyclohexyl]-benzamide; 
C-[(4-chloro-phenyl)-ethyl-amino]-N-[cis-4-(4-methyl-quinolln-2-ylamlno)K:yclohexyO-a^^^ 

4- chloro-3-fluoro-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohe)cyl]-benzamide; 
4-fluoro-N-[cis-4-(4Htiethyl-quinolln-2-ylamino)-cyclohexyl]-ben2amlde; 

3- fluoro-N^cls-4-(4-methyl-qulnolln-2-ylamino)-cyclohexy^ 

2- fluoro-N^cls-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamlde; 

4- chloro-N-[cis-4-(4-methyl-qulnolin-2-yIamlno)-cyclohexyl]-benzamide; 
N-[cis-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-isophthalamic acid methyl ester; 
3,5-dlfluoro-N-[cis-4-(qulnolln-2-ylamino)-cyclohexyl]-benzamlde; 
4-chloro-3-fluoro-N-[cls-4-(qulnolln-2-ylamlno)-cycl6hexyl]-benzamide; 
C-[(4-chloro-phenyl)-ethyl-amino]-N-[cis-4-(quinoljn-2-ylamlno)-cyclohexyl]-acetamlde; 
6-chloro-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohe)cylJ-nlcotlnamide; 
6-dimethylamlno-N-[cls-4-(4-methyl-qulnolin-2'ylamino)-cyclohexyl]-nicotlnamlde; 

3- hydroxymethyl-N-[cis-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyl]-benzamlde; 
N-[cis-4-{4-methyl-qulnolin-2-ylamino)-cyclohexyl)-isophthalamide; 

3- chloro-5-fluoro-N-[cls-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamlde; 
3,4,5-trifluoro-N-[cls-4-(4-methyl-qujnolin-2-ylamino)-cyclohexyll-benzamlde; 
pyridine-2<arboxyllc acid [cis-4-(4-methyl-quinolln-2-ylamino)-cyclohexyl]-amide; 

4- chloro-pyridine-2-carboxyilc acid [cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-amlde; 

5- bromo-N-[cis-4-(4-methyl-quinolin-2-yIamlno)-cyclohexyl)-nicotlnamide; 
N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl)-6-trifluoromethyl-nlcotinamide; 
3.4-difluoro-N-{cis-4-(4-methyl-quinolin-2-ylamino)-cycIohexylmethyl]-benzamide; 
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N-[cis-4-(4-methyl-quinolin-2-yIamlno)-cyclohexylmethyl]-2-phenoxy-nicotinamide^ 
N-[cis-4-(4-dlmethylamlno-qulnolln-2-ylamlno)-cyclohexylmethyO-3,4-dliluoro^^ 
3,4-difluoro-N^cls-4-(quinolln-2-ylamlno)-cycIohexylmethyl]-benzamlde: 
2-phenoxy-N-[cis-4-(quinolln-2-ylamino)-cyclohexylme%l]-nlcotlnamide; 

4- methyl-N-{cls-4-[(4-methylquinolln-2-yl)amino]cyclohexyl}ben2amide; 
2-(4-chlorophenoxy)-N-{cls-4-[(4-methylqulnolin-2-yl)amino]cyclohexyl}acetaml^^^ 
3,4,5-trimethoxy-N^cjs-4-[(4-methylqulnolin-2-yl)amlno]cyclohexyl}benzamW 
2-{3,4-djfluorophenyl)-N^cis-4-[(4-methylquinolin-2-yl)amino]cyclohexyl}acetamidG; 

2- (2-bromo-4,5-dlmethoxyphenyl)-N-{cis-4-[(4-methylquinolln-2-yl)amino]cyclohexyO^ 
2,6-dimethoxy-N-{cis-4^(4-methylquinolln-2-yl)amino]cyclohexyl}nlcotinam 
N-{cis-4-[{4-methylquinoljn-2-yl)amlno]cyclohexyl}-4-(trifluoromet^^ 

5- chloro-N-[cis-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-nlcotlnamide; and 
5-fluoro-N-[cis-4-(4-iTiethyl-qulnolin-2-ylamino)-cyclohexyl]-nlcotlnamide; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

13. The compound according to claim 12 selected from the group consisting of: 

3- bromo-N-(cis-4-{[4-(dlmethylamlno)quinolin-2-yl]amino}cyclohexyl)-benzamide; 
N-(cls-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)-2,1,3-ben20xadia2ole-5-carboxamide; 

3- chloro-N-(cis-4-{[4'(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-benzamide; 

4- chloro-N-(cls-4-{[4-(dlmethylamlno)quinolin-2-yOamlno}cyclohexyl)-benzamlde; 
4-chloro-N-(cis-4-{[4-(dlmethylamlno)quinolin-2-yl]amlno}cyclohexyl)-3-nltrobenzamlde; 
3,4-dichloro-N-(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}-cyclohexyl)benzamlde; 
N-(cls-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)-3,4-dlfluorobenzamide; 
N-(cls-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)-4-fluoroben2amide; 
N-(cis-4-{[4-(dimethylamino)qulnolln-2-yl]amino}cyclohexyl)-3-nitrobenzamide; 
N-(cls-4-{[4-(dlmethylamino)qulnolln-2-yl]amino}cyclohexyl)-2-phenoxybutanamlde; 
N-(cls-4-{[4-(dimethylamjno)quinolin-2-yl]amino}cyclohexyl)-2-phenoxypropanamide; 
N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-3-methylbenzamlde; 
4-bromo-N-(cls-4-{[4-(dimethylamlno)qulnolln-2-yl]amlno}cyclohexyl)-3-methylbenzamlde; 
N-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-2,6-dimethyl-3-furamide; 
3-chloro-N-(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl)-4-fluorobenzamide; 
N-(cis-4-{[4-(dimethylamlno)quinoHn-2-yl]amino}cyclohexyl)-3,5-dimethoxybenzamide; 
N-(cls-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-4-fluoro-3-methylbenzamide; 

2- (4-chlorophenoxy)-N-(cls-4-{[4-(dimethylamlno)quinolln-2-yl]amlno}-cyclohexyl)acetamlde; 

3- (2-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)quinolin-2-yllamino}K:yclohexyl)-5-methylisoxazole-4^^^ 
boxamide; 

3-(2-chloro-6'fluorophenyl)-N-(cls-4^[4•(dimethylamlno)qulnolin-2-yl]amlno}cyc!ohexyl)-5^71em^ 
4*cait)oxamide; 

N-(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amIno)cyclohexyl)-4-fluoro-3-(trrfluo^^ 
N-(cls-4-{[4-(dimethylamino)quinolin-2-yf]amino}cyclohexyl)-2-(4-methoxyphenoxy)-5-ni^^^ 
N-(cis-4-{[4-(dimethylamino)qulnoIin-2-yl]amino}cyclohexyl)-5-nltro-2-furamlde; 
N-(cis-4-{[4-(dimethylamino)quinolln-2-yl]amlno}cyclohexyl)-2-phenoxyacetamide; 

2- (3-chlorophenoxy)-N-(cis-4-{[4-(dimethylamino)quinolin-2-yllamino}-cyclohexyl)acetamide; 

3- (2,6-d^chlorophenyl)-N-(cis-4^[4-(d^methylamino)qui^olln-2-yl]amlno}-cyclohexyl)-5-methyllsox^ 

4- carboxamlde; 

N-(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amino}cyclohexyi)-2-phenoxynleotinamide: 

N-(cis-4-{[4-{dimethylamino)quino(in-2-yl]amlno}cyclohexyl)-2-(4-methylphenoxy)nicotinamide; 

N-(cls-4-{[4-(d{methylamino)quinolin-2-yl]amino)cydohexyl)-2-(2-thienyl)-1,3-thlazote^^ 

N-(cis-4-{[4-(dimethylamino)quinolin-2-ylJamino}cyclohexyl)-2-(2,3,64richlorophenyl)a 

N-(cis-4^[4-(dimethylamino)quinolin-2-yl]amino)cyclohexyl)-5-iodo-2-furamlde; 

N-(cis-4-{[4-(dlmethylamino)qulnolin-2-yl]amlno)cyclohexyl)-5-nitrothlophene-2-carboxamide; 

N-{cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-3-methyl-4-nitrobenzamide; 

N-(cls-4-{[4-(dimethylamino)quinoIln-2-yl]amlno}cyclohexyO-3-methoxy-4-nltrobenzamide; 

5- bromo-N-(cls-4-{[4-(dimethylammo)quino!in-2-yl]amino}cyclohexyl)-2-furamide; 
4,5-dlbromo-N-(cls-4-{[4-(dimethylamino)quinolin-2-yllamino}-cyclohexyl)-2-furamide; 
N*(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)-2-(1H-lndol-3-yl)acetamide; 
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N-(cls-4-{[4-(dlmethylamjno)quinolin-2-yl]amino}cyclohexyl)-6-(3-nrt 

N-(cls-4-{[4-(dlmethylamlno)qulnolln-2-yl]amlno}cycloh 

N-(cls-4-{[4-{dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-1-methyl-4-nit^^ 

N-(cls*4-{[4-(dlmethylamino)qulnolln-2-yl]amino)cyclohexyl)-4-n^^ 

N-(cls-4-{[4-(dimethylamino)qulnolln-2-yl]amlno}cyclohe)(^ 

3-bromo-N-[(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-meth 

N-[(cjs-44[4-(dimethylamlno)qujnolln-2-yl]amlno}cyclohexyl)methyl]-2,1,3^^^ 

3- chloro-N-[(cis-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-methyl] benzamide; 

4- chloro-N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-methyObe^ 
4-chloro-N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl) 
3,4-dichloro-N-[(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amlno}K:yclohexyl)m 
N-[(cis-4-{[4-(dlmethylamino)qulnolln-2-yl]amino}cyclohexyl)methyl]-3,4-difluo 
N-[(cjs-4-{[4-(dlmethylamlno)quinolin-2-yl] amino}cyclohexyl)methyl]-4-fluorobenzamide; 
N-[(cis-4-{[4-(dimethylamino)quinolin-2-yOamlno}cyclohe)(yl)methyl]-3-nitrobe^ 
N-[(cis-4'{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)methyl]-2i)h 
N-[(cis-4-{[4-(dimethylamino)quinolln-2-yl]amino}cyclohexyl)methyl]-2-phenoxypropana 
N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno]cyclohexyl)methyl]-3-methylbe 

4- bromo-N-[(cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino)cycloh 
N-[(cis-4^[4-(dimethylamlno)qulnolln-2-yl]amino}cyclohexyl)methyQ-2,5-dim 
3-chloro-N-[(cls-4-{[4-(dlmethylamino)quinolin-2-yl]amino}cyclohexyl)-methy 
N-[(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)methyl]-3,5-dime^ 
N-[(cls-4-{[4-(dimethylamjno)qulnolln-2-yl]amino}(^clohexyl)methyl]-4-flu 
N-[(cls-4^t4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)^ 
2,4,6-trichloro-N-[(cjs-4-{[4-(dimethylamino)quinolin-2-yl]amlno}-cyc 
N-[(cis-4-{[4-(dimethylamino)quinolln-2-yl]amlno}cyclohexyl)methyl]-2-(2,^ 
N-t(cis-4-{[4-(dimethylamjno)qulnonn'2-yl]amino}cyclohexyl)methyl]-5-iodo-2-fur^^ 
N-[(cis-4-{[4-(dlmethylamlno)quinolin-2-yl]amlno}cyclohexyl)methyl]-5-njtrothiophene-2^^ 
N-[(cls-4-{[4-(dimethylamino)quinolin-2-yl]amjno}cyclohexyl)methyl]-3HTie%^ 
N-[(cis-4^[4-(dimethylamino)qulnolln-2-yl]amino}cyclohe)cyl)methyll-3-met^ 
N-[cis-4-{4-methyl-quinolln-2-ylamino)-cyclohexyl]-2-phenoxy-nicotinamlde; 
3,4-difluoro-N-[cls-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-benzamlde; 

3.4- difluoro-N-[cis-4-(quinolln-2-ylamlno)-cyclohexyl]-benzamide; 

2- phenoxy-N-[cis-4-(quinolin-2-ylamino)-cyclohexyO-nlcotinarnide; 

3- chloro-N-[cis-4-(4-methyl-quinoIin-2-ylarnino)-cyclohexyl]-benzamide; 
3-methyl-N-[cis-4-(quinolin-2-ylamlno)-cyclohexyl]-benzamide; 
3-methoxy-N-[cis-4-(qulnolin-2-ylamjno)-cyclohexyl]-benzamlde; 
3-chloro-N-[cls-4-{qulnolin-2-ylamino)-cyclohexyl]-benzamlde; 

5- nrtro-thiophene-3-carboxyllc acid [cjs-4-(quinoIin-2-ylamino)-cyclohexyl]-amide; 
5-njtro-thlophene-3-carboxyllc acid [cis-4-(4-methyl-quinolin-2-ylamjno)-cycIohexyll-amide; 
3-chloro-4-fluoro-N-[cls-4-(quinolln-2-ylamino)-cyclohexyl]-benzamide; 

3.5- dimethoxy-N-[cis-4-(quinolln-2-ylamino)-cyclohexyl]-ben2amlde; 
3,4-dichloro-N-[cls-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 
benzo[2,3,1]oxadia2ole-5-cart)oxyljc acid[cis-4-(quinolln-2-ylamino)-cyclohexyl]-amide; 
3-methyl-N-[ds-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamide; 

3- methoxy-N-[cls-4-{4-methyI-qulnolln-2-ylamino)-cyclohexyl]-ben2amide; 

4- cyano-N-[cis-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyl]-benzamlde; 

1- methyl-4 nltro-1 H-pyrrole-2-carboxylic acid [cis-4-(quinolin-2-ylamino)-cyclohexyl]-amlde; 
9H-xanthene-9-cart)oxyllc acid tcls-4-(quinolln-2-ylamino)-cyclohexyl]-amide; 

3- nitro-N-[cls-4-(qujnolin-2-ylamlno)-cyciohexyl]-ben2amide; 

4- fluoro-3-methyl-N-[cis-4-(quinolln-2-ylamino)-'Cyclohexyl)-bGnzamide; 
3-bromo-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 

2- (2-bromo-phenoxy)-N-[cis-4-(quinolln-2-ylamino)-cyclohexyl]-nicotinamide; 

3- cyano-N-[cls-4-(qulnolin-2-ylamino)-cyclohexyl]-benzamide; 
N-[cls-4-(quinolln-2-ylamino)-cycIohexyl]-trifluoromethyl-benzamide; 
N-[cls-4-(4<hloro-qulnolln-2-ylamlno)-cyclohexyO-3,4-difluoro-benzamlde; 
3,4-dichloro-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyi]-benzamide; 

3- chloro-4-fluoro-N-[cls-4-(4-methylKiulnolin-2-ylamino)-cyclohexyl]-benzamide: 

4- fluoro-3-methyl-N-[cls-4-(4-methyl-qulnolln-2-ylamlno)H:yclohexyG-benzamide; 
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1 -methyl-4-nitro-1 H-pyrrole-2-carboxyllc acid [cis-4-(4-methyl-qu jnolin-2-ylamlno)'Cycfohexyl]-amide; 
9H-xanthene-9-carboxyllc acid [cis-4-(4-methyl-quinolln-2-ylamino)-cyclohexyl]-amide; 
5-bromo-furan-2-carboxyIic acid [cjs-4-(4-methyl-quinonn-2-ylamino)-cyclohexyl]-amide; 
N-[cis-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl)-2-/7htolyloxy-acetamide 
N-[cis-4-(quinolln-2-ylamino)-cyclohexyl]-2-n>tolyloxy-acetamide; 
2,2-diphenyl-N-[cis-4-(quinolin-2-ylamlno)-cyclohexyl]-acetamide; 

5- bromo-furan-2-carboxyllcacid[cis-4-(quinolin-2-ylamlno)-cyclohexyl]-amide; 
benzo[2,3J]oxadiazole-5-cait}Oxylicacid[cis-4-(4-methyl-quinolin-2-ylamino)>cyclohex^ 
3-bromo-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-ben2arnlde; 
3-cyano-N-{cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamlde; 
N-[cis-4-(4-methyl-qulnolln-2-ylamino)-cyclohexyl]-3-trifluoromethyl-benzam 
N-[cls-4-(4-methyl-quinoIln-2-ylamlno)-cyclohexyl]-2,2-diphenyl-acetamide; 
2-(4-fluoro-phenoxy)-N-[cls-4-(qulnolin-2-ylamino)-cyclohexyl]-nicotinamide; 
2-(4-fluoro-phenoxy)-N^cls-4-(4-methyl-quinolin-2-ylamino)K:yclohexyl]-nlcotln 
2-(3,4-difluoro-phenoxy)-N-[cls-4-(quinolin-2-ylamino)K:yclohexyl]-nlcotinamlde; 
2-(3,4-difluoro-phenoxy)-N-[cis-4-(4-methyl-quinolin-2-ylamjno)-cyclohexyl)-nicotjna^ 
N-[cis-4-(qujnolln-2-ylamlno)-cyclohexyl]-2 p-tolyloxy-nicotlnamide; 
N-[cis-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-2 p-tolyloxy-nicotinamide; 
2-(4-chloro-phenoxy)-N-[cis-4-(quinolln-2-ylamino)K:yclohexyl]-nlcotinamide; 
2-(4-chloro-phenoxy)-N-[cis-4-(4-methyl-quinoIln-2-ylamlno)-cyclohexyl]-nlcotinamide; 
2-(4 bromo-phenoxy)-N-[cis-4-(quinolin-2-ylamino)-cyclohexylJ-nicotlnamide; 
2-(4-bromo-phenoxy)-N-[cis-4-(4-methyl-quinolin-2-ylamlno)<:yclohexyl]-nlcotlnamlde; 
2-(4-methoxy-phenoxy)-N-[cls-4-(quinolin-2-ylamlno)-cyclohexyO-nlcotlnamide; 
2-(4-methoxy-phenoxy)-N-[cis-4-(4-methyl-quinolin-2-ylamino)K:yclohexyl]-nlcotin 
2-(3-chloro-4-fluoro-phenoxy)-N-tcls-4-(4-methyl-quinolln-2-ylamino)-cyclohex^^ 
N-[cis-4-(quinolln-2-ylamlno)-cyclohexyl]-2-m-tolyloxy-nlcotlnamide; 
N-[cis-4-(4-methyl-quinolln-2-ylamino)-cyclohexyl]-2-n>tolyloxy-njcotinamide; 
2-(3-methoxy-phenoxy)-N-[cis-4-(4-methyl-quinolln-2-ylamlno)-cyc!ohexyl]-acetamide; 
2-(3-chloro-phenoxy)-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-acetamlde; 
2-(3-chloro-4-fluoro-phenoxy)-N-[cls-4-(4-methyl-qujnolin-2-ylamlno)-cyclohe^^^ 
2-(3,4-dichlcro-phenoxy)-N-[cis-4-(4-methyl-quinolln-2-ylamino)-cyclohexyl]-aceto^ 
C-(methyl-phenyl-amino)-N-[cis-4-{4-methyl-qulnolln-2-ylamino)-cyclohexyl]-acetam 
2-(3-methoxy-phenoxy)-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-acetamlde; 
2-(3-chloro-phenoxy)-N-[cis-4-(quinoljn-2-ylamino)-cyclohexyl]-acetamide; 
2-(3-chloro-4-fluoro-phenoxy)-N-[cis-4-(quinolin-2-ylamino)-cyclohexyl]-acetamlde; 

2- (3,4-dfchloro-phenoxy)-N-[cls-4-{quinolin-2-ylamino)-cyclohexyl]-acetaml^ 
C-(methyl-phenyl-amino)-N-[cjs-4-(qulnolin-2-ylamjno)-cyclohexyl]-acetamide; 
N-[cls-4-{4-methyl-qulnolln'2-ylamlno)-cyclohexyl]-3-tnfluoromethoxy-be^^^ 
N-[cls-4-(4-amino-quinolin-2-ylamino)-cyclohexyI]-3,4-djfluoro-ben2amide; 
C-{ethyl-phenyl-amino)-N-[cis-4-(quinolin-2-ylamino)'Cyclohexyl]-acetamjde; 
C-(ethyl-phenyl-amlno)-N-[cis-4-(4-methyl-qulnolln-2-ylamlno)-cyclohexyl]-acetamlde; 

3- hydroxy-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzanrilde; 

2.4- dlfluoro-N-[cis-4-(4-methyl-quinolin-2-ylamlno)-cyclohexyl]-benzamide; 
3,5<lifluoro-N^cis-4-(4-methyl-qulnolin-2-ylamino)<yclohexyl]-benzamide; 
C-[(4-chloro-phenyl)-ethyl-amjno]-N-[cis-4-(4-methyl-quinolin-27lamjno^ 

4- chloro-3-flUGro-N-[cls-4-{4-methyl-quinolin-2-ylamino)-cyclohexyl]-benzamlde; 
4-fluoro-N^cis-4-(4H7iethyl-quinolin-2-ylamlno)-cyclohexyl]-benzamlde; 

3- fluoro-N-[cis-4-{4-methyl-qulnolin-2-ylamino)-cyclohexyl]-benzamlde; 

4- chloro-N-[ds-4-(4-methyl-qulnolin-2-ylarnino)-cyclohexyl]-benzamide; 
N-[cls-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-isophthalamic acid methyl ester; 

3.5- difluoro-N-[cls-4-(quinolin-2-ylamino)-cyclohexyl]-benzamide; 

4- chloro-3-fluoro-N-[cls-4-{quinolin-2-ylamlno)-cyclohexyl]-benzamide; 
C-[(4-chloro-phenyl)-ethyl-amino]-N-[cis-4-(quinolin-2-ylamino)<yclohexyi]-acetamide; 

6- ch!oro-N-[cls-4-(4-methyl-qulnolin-2-yiamino)-cyclohexyl]-nicotlnamide; 

3- chloro-5-fluoro-N-[cis-4-(4-methyl<|uinolin-2-ylamlno)-cyclohexyl]-benzarTilde; 
3,4,5-trifluoro-N-[cis-4-(4HTiethyl-quinolin-2-ylamino)-cyclohexy[]-benzamlde; 

5- bromo-N-[cis-4-(4-methyl-quinolin-2-ylamino)-cyclohexyl]-nicotinamide: 

4- methyl-N-[cis-4-[(4-methylquinolln-2-yl)amino]cyclohexyl]benzamide; 
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2-(4-chlorophenoxy)-N-{cls-4-[(4-methylqulnolin-2-yl)aminoJcyclohexyO 

3,4,5-tl1methoxy-N^cls-4-[(4^T1ethyIqu^nolln-2-yl)amino]cyclohexyl}ben^ 

2-(3,4-drfluorophenyl)-N4cis-4-[(4-methylqulnolin-2-yl)amino]cyclohexyl}-^ 

2-(2-bromo-4,5-dimethoxyphenyl)-N^cls-4-[{4-methylquinolin-2-yl)amlnol-cyclo^ 

2,6-dimethoxy-N-{cis-4^(4HTiethylqulnolln-2-yl)aminolcyclohexyl}nlc^^ 

N-{cis-4-[(4-methylqulnolin-2-yl)amino]cyclohexyl}-4-(trifluoromethox^^ 

5-chloro-N-[cis-4-{4-methyl-quinolm-2-ylamino)K:yclohexyl]-nlcotinamld and 

5-fluoro-NH[cis-4-(4-fnethyl-quinolin-2-ylamlno)-cyclohexyl]-nicotlnamW 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

14. The compound according to claim 3 wherein is selected from the group consisting of: 

^1-16 ^'ky^ anci 

^1-16 alky I substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
- Ci.5alkyl, 

0^.5 allcyl substituted by halogen, 
alkoxy, and 

alicoxy substituted by halogen, 

L is Fomriula (XV); 
Y is -C(0)NR5-; 

wherein carbocyclic aryl is phenyl; and 
halogen is fluoro, chloro, or bromo; 

or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 

15. The compound according to claim 14 wherein is selected from the group consisting of: 

^1-16 ail<yl, and 

Cms alkyi substituted by substltuent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

C^.g alkyi, and 

0^.5 alkyi substituted by halogen, 

wherein carbocyclic aryl is phenyl; and 
halogen is fluoro, chloro, or bromo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 

16. The compound according to claim 14 or 15 wherein Rg is methyl; p is 0; R3 and R4 are both hydrogen; A and B 
are both single bonds; and R5 is hydrogen; 

or a phamiaceutically acceptable salt, hydrate, or solvate thereof. 

17. The compound according to claim 1 selected from the group consisting of: 

cis-N-[(1R).1-(4-bromophenyl)ethyQ-4-[(4-methylquinolin-2-yl)aminolcyclohexanecarbo^ 

cis-N-{(1S)-1-[3.5-bis(trrfluoromethyl)phenyl]ethyl}-4-[(4-methylquinolin-2-yl)amino^ 
Ide; 
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cjs-N-[(1R)-1-(2-fluorophenyl)ethylH-I(4-methylquinolln-2-yl)amin 

cis-N-[(1S)-1-(2-fluorophenyl)ethyl)^-[(4-methylquinolln-2-yl)amino]cycl^ 

cis-4-[(4-methylquinolin-2-yl)amino)-N-{(1S)-1-[2-(trifluoromethyI)pheny 

cls-4-[(4-methylquinolin-2-yl)amino]-N-{(1S)-1-[3-(trifluoromethyl)phenyll^^^^ 

cls-N-[(1 R)-1 -(4K:hlorophenyl)ethyl]-4-[(4-methylquinoHn-2-yl)amlno]cyclohexanecart)oxamide; and 

cis-N-[(1S)-1-(4K:hlorophenyl)ethyl]-4^(4-^ethylqulnolin-2-yl)amlno]cyclohexanTO^ 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

18. The compound according to claim 1 selected from the group consisting of: 

cis-N-[(1R)-1-(4-bromophenyl)ethyl]-4-[(4-methylquinolin-2-yl)amino]cyclohexanecarboxamlde; 

cis-N-[(1S)-1-(2-fluorophenyl)ethylH-[{4-methylquinolin-2-yl)amlno]cyclohexanecarb^^^ 

cls-4-[(4-methylquinolin-2-yl)amlno]-N-{(1S)-1-[2-(trifluoromethyl)phenyl]ethylK^^^ 
and 

cis-4-[(4-methylquinolin-2-yl)amino]-NM(1S)-1-[3-(trifluoromethyl)phenyl]ethyl^^^ 
or a phanmaceutlcally acceptable salt, hydrate, or solvate thereof. 

19. The compound according to claim 3 wherein is selected from the group consisting of: 

(i) 0^.5 alkyi, and 

C1.5 alkyl substituted by substituent(s) independently selected from the group consisting of: 

• alkoxycarbonyl. 

• alkytthio. 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent{s) independently selected from the group consisting of: 

•• halogen, 
•• alkyl, and 
C2.5 alkenyl, 

(il) C3.6 cycloalkyi, and 

C3.6 cycloalkyi substituted by carbocyclic aryl, 

(iii) carbocyclic aryl, and 

carbocyclte aryl substituted by substrtuent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• alkyl, 

• alkyl substituted by halogen, 

• alkoxycarbonyl, 

• C1.5 alkoxy, 

• .5 alkoxy substituted by carbocyclfc aryl, 

• ^3-6 cycloalkoxy, 

• carbocyclic aryloxy, 

• alkylthio. and 

• carbocyclic aryl, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• alkyl, 

• alkyl substituted by halogen, and 

• carbocyclic aryl; 

L Is Formula (Vll); 
Y Is -C(0)NR5-; 
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wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl is 2.3-cllhydro-ben2o[1 ,4]clloxlnyl, 3.4-clihyclro-2«-benzo[bI[1 ,4]dloxepinyl, benzo[1 .3]dlox- 
olyl, furyl, or isoxazolyl; and 

halogen is fluoro, chloro, bromo, or iodo; 

or a phamfiaceuticatly acceptable salt, hydrate, or solvate thereof. 

20. The compound according to claim 1 9 wherein R2 is hydrogen, methyl, methylamino, or dimethylamino; p is 0; R3 
and R4 are hydrogen; A is a single bond; B is a single bond or -CHg-; R5 Is hydrogen; or a phamiaceutically 
acceptable salt, hydrate, or solvate thereof. 

21. The compound according to claim 20 wherein Is selected from the group consisting of: 

(i) alkyl. and 

alkyl substituted by substituent(s) independently selected from the group consisting of: 

• C^,5 alkoxycarbonyl, 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by halogen, 

(ii) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C1.5 alkyl, 

• alkyl substituted by halogen, and 

• 0^.5 alkoxy, 

(iii) heterocyclyl, 

heterocyclyl substituted by alkyl, and 

heterocyclyl substituted by carbocyclic aryl; wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl is isoxazolyl; and 

halogen Is fluoro, chloro, bromo, or Iodo; 

or a phamnaceutlcally acceptable salt, hydrate, or solvate thereof. 

22. The compound according to claim I selected from the group consisting of: 

N-(2-chlorophenyl)-N'-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amino}-cyclohexyl)urea; 

N-(cls-4-{[4-(dimethylamlno)qulnolln-2-yl]amino}cyclohexyl)-N'-(2-ethyl-6-methylphe 

N-(cis-4-{[4-(dimethylamino)quinolin-2-ylIamino}cyclohexyl)-N'-mesitylurea; 

N-(cis-4-{[4-(dimethylamino)quinoiin-2-yI]amino)cyclohexyl)-N'-(2,4,6-trichlorophenyl)urea; 

N-{cis-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)-N*-{^ 

N-(2,4-dibromo-6-fluorophenyl)-N'-(cis-4^[4-(dimethylami^o)quinolin-2-yl]amino}cyclohexyl)urBa; 

N-(2,6-diethylphenyl)-N'-(cls-4-{[4-(djmethylamlno)quinolin-2-yl]amlno}-cyclohexyl)urea; 

N-(2-chlorobenzyl)-N•-(cis-4^[4-(dimethylamino)qulnolin-2-yl]amino}-cyciohexyI)urea; 

N-(cis-4-{[4-(dimethylamino)qulnolin-2-yl]amino}cyclohexyl)-N'-(2-ethyl-6-fsopropyIphenyl)urea; 

N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-N'-{2Hsopropyl-6-methyiphenyl)urea; 

N-(24ert-butyl-6-methylphenyl)-N'-(cls-44[4-(dimethylamino)qulnonn-2-yl]amino}cyclohexy^^ 

N-{cis-4-{[4-{dimethylamino)quinolin-2-yi]amino}cyclohexyl)-N'-(diphenylmethyl)urea; 

N-(44)romo-2,6-dimethylphenyl)-N*-(cls-4^[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyi)urea; 

N-(cls-4-{[4-(dimethylamlno)quinolin-2-yl]amino}cyclohexyl)-N*-(3-methyl-6i)henylisoxazol-^^^ 

N-(cis-4-{[4-(dimethyIamino)qulnolin-2-yl]amino}cyclohexyl)-N*-1-naphthylurea; 

N-(cis-4^[4-(dlmethylamlno)qulnolin-2-yl]amino}cyclohexyl)-N41-(1-naphthyl)ethyl]u 

methyl N4[(cis-44[4-(dlmethylamino)quinoIln-2-yl]amino)cyclohexyI)-amlno]carbonyl}phenylalaninate; 

N-(cls-4-{[4-(dlmethyIamino)quinolin-2-yl]amino}cyclohexyl)-N*-(3,4,6-trimethoxyphenyl)urea; 

N-(5K:hloro-2,4-dimethoxyphenyO-N'-(cis-4^[4-(dimethylamlno)quinolin-2-yi]amlno}cyclohe^^^ 
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N-(4-bromo-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamino)qulnolin-27l]ami 

N-[(cjs-4^[4-(djmethylamlno)qujnolin-2-yllamino)cyclohexyl)methylI-N'-(2-eth 

N-[(cls-4^[4-(dimethylamlno)quinolln-2-yl]amino}cyclohexyl)methyl]-N'-meslty(u 

N-[(cis-4-{[4-(dlmethylamlno)quinolln-2-yl]amino}cyclohe)(yl)methyl]-N'-(2,4,6-^^^ 

N-[(cls-4-{[4-(dimethylamino)qujnolin-2-yllamino}cyclohexyl)methyl]-N'-(2.^ 

N-(2,4-dlbromo-6-fluorophenyl)-N'-[{cls-4-{[4-{dlmethylamino)qulnoljn-2-yl]am 

N-(2.6-dlethylphenyl)-N'-[(cis-44[4-(dimethylamlno)quinolin-2-yl]amlno)-cydohexyl)met^ 

N-[2-chloro-6-(trifluoromethyl)phenylhN4(cis-44[4-(dlmethylamlno)Kiulnolln-^^^ 

urea; 

N-[(cls-4^[4-(dimethylamino)quinolin-2-yOamino)cyclohe)(yl)methyl]-N'-(2-ethyl-6-i 

N-[(cis-4-{[4-(dlmethylamino)quinolln-2-yl]amino}cyclohexyl)methyl]-N'-(2H^^^ 

N-[(cis-4-{[4-(dimethylamlno)quinolln-2-yl]amlno}cyclohexyl)methyl]-N'-(^ 

N-(24ert-butyl-6-methylphenyl)-N4(cis-4-{[4-(dlmethylamlno}quinolln-2-ynOT cyclohexyl)methyl]urea: 

N-(2-tert-butylphenyl)-N'-t(cls-4^[4-(dlmethylamino)quinolln-2-yl]-amjno}^^ 

N-[{cis^-{[4-(dimethylamino)quinolin-2-yl]amjno)cyclohexyl)methyI]-N'-(diphenylm 

N-(4-bromo-2,6-dimethylphenyl)-N4(cls-4-{[4-(dlmethylamlno)quinolin-2-yl]^ 

N-(2,3-dichlorophenyl)-N'-[(cis-4^[4-{dimethylamjno)qulnolin-2-yl]-amjno}cyclo 

N-(2,6-dlisopropylphenyl)-N'-[(cis-4-{[4-(dlmethylamino)quinolin-2-yl]-amjno}^^ 

1-(2,3-dlchloro-phenyl)-3-[cls-4-(4-methyl-qulnolin-2-ylamlno)-cycIohexyl]-ure^^ and 

1-(2,3-dichloroi3henyl)-3-[cis-4-(4-methyl-qulnolln-2-ylamlno)-cycloh 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

23. The compound according to claim 3 wherein is selected from the group consisting of: 

(I) alkyi, and 

0^.5 allcyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryi, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, and 
C1.5 aikoxy, 

(ii) carbocyclyl, 

(iil) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• C1.5 allcyl. 

• C1.5 alley! substituted by halogen, 

• 0^.5 aikoxy carbonyl, 

• C1.5 aikoxy, 

• aikoxy substituted by halogen, 

• mono-C^.g alkylamino, 

• di-C^.g alkylamino, and 

• carbocyclic aryl, 

(Iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• 0^.5 aikyi, 

• aikoxy carbonyl, and 

• carbocyclic aryl; 

L is Formula (VII); 
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Y is -C(S)NR5-; 

wherein carbocyclic aryl is phenyl or naphthyl; 
carfoocyclyl Is bicyclo[2.2.1]heptyl; 

heterocyclyl is 2,3-dlhydro-benzo[1 ,4]ciloxlnyl, benzo[1 ,3]dioxolyl, isoxazolyl, orthlenyl; and 
halogen Is fluoro, chloro, bromo, or iodo; 

or a phamfiaceutlcatly acceptable salt, hydrate, or solvate thereof. 

24. The compound according to claim 23 wherein R2 is methylamino or dimethylamino; p Is 0; R3 and R4 are hydrogen; 
A Is a single bond; B is a single bond or -CH2'; R5 is hydrogen; 

or a phamriaceutlcatly acceptable salt, hydrate, or solvate thereof. 

25. The compound according to claim 24 wherein R^ is selected from the group consisting of: 

(i) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyi, 

• alkyl substituted by halogen, 

• Ci.5alkoxy, 

• monO'C^.5 alkylamino, and 

• di-C^.s alkylamino. 

(il) heterocyclyl, and 

heterocyclyl substituted by C^i.^ alkyl, and 
heterocyclyl substituted by 0^.5 alkoxy carbonyl; 
wherein carbocyclic aryl is phenyl or naphthyl; 
heterocyclyl is thienyl; and 
halogen Is fluoro, chloro, bromo, or Iodo; 

or a phamriaceutically acceptable salt, hydrate, or solvate thereof. 

26. The compound according to claim 1 selected from the group consisting of: 

N-(2.4-dlmethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)quinolin-2-yl]-amlno)cyclohexyl)th{ourea; 

N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-N'-{3,4,5-trlmethoxyphenyl)thiourea; 

N-[4-(dlmethylamlno)-1-naphthyl]-N'-(cis-4-{[4-(dlmethylamlno)qulnolin-2-yl]amino}cycI^ 

N-(cls-4-{[4-(dimethylamino)quinolin-2-yl]amino}cyclohexyl)-N'-(2,4,6-tribromophenyl)thiourea; 

N-(cis-4-{[4-(dimethylamlno)qulnolin-2-yl]amino}cyclohexyl)-N'-(2,4,6-trichlorophenyl)thiourea; 

N-(cis-4-{[4-(dlmethylamlno)qulnolin-2-yl]amlno)cyclohexyl)-N'-mesitylthlourea; 

N-(2,6-diethylphenyl)-N'-(cis-4-{[4-(dimethylamino)qulnolin-2-ylJamino}-cyclohexyl)thlourea; 

N-(4-bromo-2,6-dimethylphenyl)-N'-(cis-4-{[4-(dimethylamino)quinolin-2-yl]amlno}cyclohexyl)thb 

N-(4-bromo-2-methylphenyl)-N'-{cis-4-{[4-(dimethylamino)quinolin-2-yl)amlno}cyclohexyl)thiourea; 

N-[4-bromo-2-(trifluoromethyl)phenylJ-N'-(cis-4-{(4-(dimethylamino)-quinolin-2-yl]^^ 

N-(5K:hloro-2,4-dlmethoxyphenyl)-N'-(cls-4-{[4-(dlmethylamlno)quinolin-2-yl]amino}cyclohexyl)thiourea; 

N-(2,4-dibromo-6-fluorophenyl)-N'-(cis-4-{[4-(dimethylamlno )quinolin-2-yl]amino}cyclohexyl)thiourea; 

N-(2,4-dichloro-6-methylphenyl)-N'-(cis-4-{[4-(dimethyl amino)quinolin-2-yl]amino}cyclohexyl)thiourea; and 

methyl 3-({[(cis-4-{[4-(dlmethylamlno)quinolin-2-ylJamjno}cyclohexyl)-amino]carbonothloyl)amlno) 

thlophene-2-cartoxylate; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

27. The compound according to claim 3 wherein R^ is selected from the group consisting of: 

(i) alkyl, and 

alkyl substituted by substituent(s) independently selected from the group consisting of: 
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• halogen, 

• alkoxy, 

• alkoxy substituted by carbocyclic ary), 

• carbocycfyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 
•• nitre, and 
•• alkoxy, 

(il) C2.5 alkenyl, 
(ill) carbocyclyl, 
(iv) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent{s) independently selected from the group consisting of: 

• halogen, 

• Ci.5aikyl, 

• C1.5 alky! substituted by halogen, and 

• C1.5 alkoxy; 

L is Fomriuia (VII); 
Y Is -C(0)0-; 

wherein carbocyclic aryl is phenyl or naphthyl; 
carbocyclyl is 9H-fluorenyl or menthyl; and 
halogen is fluoro, chioro, bromo, or lodo; 

or a phamriaceutteally acceptable salt, hydrate, or solvate thereof. 

28. The compound according to claim 27 wherein is methylamino or dimethylamino; p is 0; R3 and R. are hydrogen • 
A Is a single bond; B is a single bond or -CH2-; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

29. The compound according to claim 2 wherein Q Is Fomnula (III); 

R^ Is selected from the group consisting of: 

(i) alkyi, and 

alkyI substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• 0x0, 

• C1.5 alkoxy, 

• C1.5 alkoxy substituted by carbocyclic aryl, 

• C1.5 alkylcarbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by nitro, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by .5 alkyI, 

• alkoxycarbonyl, 

• mono-C^.5 alkylaminocarbonyl, 

• alkylaminocarbonyl, 

• mono-C^.5 alkylamino, 

• mono-C^.5 alkylamino substituted by cyano, 

• mono-Ci -5 alkylamino substituted by carbocyclk: aryl, 

• di-C^.5 allcylamino, 

• di-C^.5 alkylamino substituted by cyano, 

• <^<'Ci.5 alkylamino substituted by carbocyclk: aryl, 
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• mono-carbocycllc arylamino, 

• mono-carbocyclic arylamino substituted by C^.g alkyi, 

• di-carbocycllc aryiamino, 

• di-carbocyciic arylamino substituted by ail<yl, 

• carbocyciic arylsulfonyiamlno, 

• carbocyciic arylsulfonylamino substituted 0^.5 alkyi, 

• 0^.5 alkyltliio, 

• alkylthio substituted by substituent(s) independently selected from the group consisting of: 

carbocyciic aryi, 
•• carbocyciic aryi substituted by halogen, and 
carbocyciic aryi substituted by 0^.5 alkoxy, 

• carbocyciic arylthio, 

• heterocyciylthio, 

• heterocyciylthio substituted by 0^.5 alkyi, 

• cycloaikyi, 

• cycioalkenyi, 

• carbocyclyl, 

• carbocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

•• halogen, 

- alkyi, 

- C1.5 alkoxy. 
C^.g alkenyl, and 

C2.5 aikenyl substituted by substltuent(s) independently selected from the group consisting of: 
carbocyclte aryi, and 

carbocyciic aryi substituted by C^.g alkylsulfinyl, 

• carbocyciic aryi, 

• carbocyciic aryi substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• nitro, 

- Ci.5aikyl, 

•• alkyi substituted by substituent(s) independently selected from the group consisting of: 
0x0, 

carbocyciic aryi, and 
heterocyciyi, 

•• C2.5 aikenyl, 
C^.g alkoxy, 
•• alkoxy substituted by halogen, 
•• alkoxy substituted by carbocycite aryi, 

carbocyciic aryloxy, 
•• mono-carbocyclic arylaminocarbonyl, 
•• mono-carbocycllc arylaminocarbonyl substituted by halogen, 
•• di-carbocyciic arylaminocarbonyl, 

di-carbocyciic arylaminocarbonyl substituted by halogen , 
•• carbocyciic aryi, and 
heterocyciyi, 

heterocyciyi, and 

heterocyciyi substituted by substltuent(s) independently selected from the group consisting of: 
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•• Ci.5 alkyi, 
C^.g alkoxy, 

•• alkoxy substituted by carbocyciic aryl, 
carbocyciic aryl, and 
carbocyciic aryl substituted by halogen, 

(11) C2.7 aikenyi,and 

C2.7 alkenyl substituted by substituent(s) independently selected fronn the group consisting of: 

• carbocyciic aryl, 

• carbocyciic aryl substituted by substrtuent(s) independently selected from the group consisting of: 

halogen, 
nrtro, and 
C^.g alkoxy, 

(iii) C2.5 aikynyi, 

(iv) cycloalkyi, and 

C3.12 cycloalkyi substituted by substituent(s) independently selected from the grt)up consisting of: 

• alkyi, 

• 0^.5 alkyi substituted by 0x0, 

• alkyi substituted by carbocyciic aryl, and 

• carbocyciic aryl, 

(v) carbocyclyl, 

(vi) carbocyciic aryl, and 

carbocyciic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• alkyi, 

• ^1-10 alkyi substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
0x0, 

carbocyciic aryloxy, 
carbocyciic aryl, and 
•• carbocyciic aryl substituted by alkyi, 

• alkoxy, 

• alkoxy substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• carbocyelic aryl, and 

halogenated carbocyciic aryl, 

• C2.5 alkenyioxy, 

• ^3-6 cycloalkoxy, 

• carbocyciic aryloxy, 

• carbocyciic aryloxy substituted by nitro, 

• carbocyciic aryloxy substituted by C^.g alkoxy, 

• carboxy, 

• alkoxycarbonyl, 

• mono-C^.5 alkylamlnocarbonyl, 

• di-C^.5 alkylamlnocarbonyl. 
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• mono-C^.g alkylaminocarbonyl substituted by carbocycllc aryl, 

• CII-C1.5 alkylaminocarbonyl substituted by carbocycllc aryl, 

• amino, 

• mono-C^.5 a'ky'aniino, 

• dl-C^.5 alkylamino, 

• mono-Ci -5 alkylamino substituted by cyano, 

• di-C^.5 alkylamino substituted by cyano, 

• C2.5 alkynylcarbonylamlno, 

• C2.5 alkynylcarbonylamlno substituted by carbocyclic aryl, 

• C^.5 alkoxycarbonylamino, 

• (carbocyclic aryl)NHC(0)NH, 

• (carbocycllc aryl)NHC(0)NH substituted by C^.g alkoxy. 

• (carbocyclte aryl)NHC(0)NH substituted by haloganated C^.s alkoxy, 

• arbocyclic aryl azo, 

• carbocyclic aryl azo substituted by mono-C^.g alkylamino, 

• carbocyclic aryl azo substituted by di-Ci.5 alkylamino, 

• 0^-5 alkylthio, 

• alkylthio substituted by halogen, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by nitro, 

• carbocycllc arylthio substituted by cyano, 

• aminosulfonyl, 

• mono-C^.5 alkylaminosulfonyl, 

• di-C^.5 alkylaminosulfonyl, 

• heterocyclylsulfonyl, 

• cycloalkyi, 

• cycloalkyi substituted by C^^ alkyi, 

• carbocyclic aryl, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

- C1.5 alkyi, 

•• carbocyclic aryl, and 

haiogenated carbocyclic aryl, 

(vli) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• q.5 alkyi, 

• alkyi substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• alkylthio, 

•• alkylthio substituted by carbocycllc aiyl, 
•• alkylthio substituted by haiogenated carbocycllc aryl, 
carbocycllc aryl. 

carbocycllc aryl substituted by halogen, and 
•• heterocyclyl, 

alkoxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by C^.g alkyi. 
0^.5 alkylthio. 
Cg^ alkenylthlo. 
carbocyclic arylthio, 
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• Carbocyclic arylthio substituted by alkoxycarbonyl, 

• C^.g alkyteulfonyl, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by C^.g alkyi, 

• alkoxycarbonyl, 

• alkoxycarbonyl substituted by carbocyclic aryl. 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substrtuent(s) independently selected from the group consisting of: 

halogen, 
nitro, 

alkyI, and 
C^.s alkyl substituted by halogen, 

• heterocyclyl; 

wherein carbocyclic aryl is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1 ,2,3,4-tetrahydronaphthyl. 1-oxo-lndanyl. 9-fluorenyl, 9WIuorenyi, 9-oxo-9Wluorenyl, 
adamantly. bicyclo[2.2.1]heptenyl, bicyclo[2.2.1]heptyl, Indanyl, Indenyl. or menthyl; 

heterocyclyl is 1.2,3'triazolyl, 1H-indolyl, 1H-pyrrolyl, 2,3-dihydro-1-oxo-isoindolyl, 2,3-dihydro-benzo 
[1,4]dioxinyl, 2.4-dihydro-3-oxo-pyra2olyl, 2H-benzopyranyl, 2-oxo-ben2opyranyl, 3,4-dihydro-2Afben2o[b] 
[1 .4]dioxepinyl. 4,5,6,7-tetrahydro-ben2o[b]thienyl, 4Af ben2o[1 .3]dloxinyl, 4-oxo-1 ,5.6,7-tetrahydro-lndolyl, 
4-oxo-benzopyranyl. 9H-carbazolyl, 9H-xanthenyl, azetidinyl, ben2o[1,3]dioxolyl, ben20[2,1,3]oxadiazolyl, 
benzo[1 ,2,6]oxadiazolyl, benzo[2,1,3Ithiadiazolyl, benzo[b]thlenyl, benzofuryl, benzothlazolyl, furyl, Imidazo 
[2,1-b]thiazolyl, isoxazolyl. morpholino, morpholinyl, oxazolyl, phenanthro[9,10-d]oxazolyl, piperidyl, pyrazolyl, 
pyridyl, pyrimidyl, quinolyl, quinoxalyl, tetrahydrofuryl, thiazolyl, or thienyl; and 

halogen Is fluoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
30. The compound according to claim 29 wherein is selected from the group consisting of: 
(I) Ci,7 alkyl, and 

0^.7 alkyl substituted by substituent(s) independently selected from the group consisting of: 

• alkoxy, 

• alkoxy substituted by carbocyclic aryl, 

• carbocyclic aryloxy, 

• mono-C^.5 alkylamino, 

• mono-C^.5 alkylamino substituted by substltuent{s) independently selected from the group consisting of: 

•• cyano, and 
carbocyclic aryl, 

• di-Ci.5 alkylamino, 

• dl-Ci.5 alkylamino substituted by substltuent(s) Independently selected from the group consisting of: 

•• cyano, and 
carbocyclic aryl, 

• mono-carbocyclic arylamino, 

• dl-carbocyclic arylamino, 

• mono-carbocycllc arylamino substituted by C^.g alkyl, 

• di-carbocycllc arylamino substituted by C^.g alkyl, 

• carbocyclic arylsulfonylamino, 

• carbocyclic arylsulfonylamino substituted by 0^.5 alkyl. 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 
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•• halogen, 
•• nitro, 
•• alkyi, 

aikyi substituted by substjtuent(s) independently selected from the group consisting of: 

0X0, and 
— carbocycllc aryl, 

alkoxy, 

• heterocyclyl, and 

• heterocyclyl substituted by carbocycllc aryl, 
(ii) C2.7 alkenyl, and 

C2.7 alkenyl substituted by substituent(s) Independently selected from the group consisting of: 

• carbocycllc aryl, and 

• carbocyclic aryl substituted by 0^.5 alkoxy, 

(ill) C3.6 cycloalkyl, and 

C3.6 cycloalkyl substituted by substituent(s) independently selected from the group consisting of: 

• alkyl. and 

• C1.5 alkyl substituted by carbocycllc aryl, 
(Iv) carbocyclic aryl, and 

carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• C1.5 alkyl, 

• .5 alkyl substituted by halogen, 

• alkoxy, 

• alkoxy substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, and 
•• carbocycllc aryl, 

carbocyclic aryl substituted by halogen, 

• C2.5 alkenyloxy, 

• mono-C.|.5 alkylamino, 

• di-C^.g alkylamino, 

• mono-Ci.5 alkylamino substituted by cyano, 

• di-C^.g alkylamino substituted by cyano, 

• C^-s alkylthio, and 

• C^.s alkylthio substituted by halogen, 

(v) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyl, 

• alkyl substituted by substituent(s) independently selected from the group consisting of: 

hydroxy.and 
•• carbocycllc aryl, 
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• alkoxy, 

• carbocycllc aryfthio, 

• carbocyclic arytthio substituted by alkoxycarbonyl, 

• .5 alkoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

•• halogen, 

•• C1.5 alkyi, and 

•• alky! substituted by halogen; 

L Is Fomiula (VII); 

Y Is a single bond or -CH2-; 

wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl Is 1H-indolyl. 1H-pyrrolyl, 2.3-dihydro-benzo[1 ,4]dioxinyl, 4-oxo-benzopyranyl, 9/^carba- 
zolyl, azetidinyl, benzo[1 ,3]dloxolyl, benzo[b]thienyl, furyl, imldazo[2,1-b]thlazolyl, pyrazolyl, pyridyl, orthienyl; 
and 

halogen is fluoro, chloro, bromo, or iodo; 
or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

31 . The compound according to claim 30 wherein Rg Is methylamino or dimethylamino; p Is 0; R3 and R. are hydrogen- 
A is a single bond; B is a single bond or -CHg-; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

32. The compound according to claim 31 wherein R^ is selected from the group consisting of: 

(i) alkyI, and 

alkyI substituted by substituent{s) independently selected from the group consisting of: 

• mono-C^.g alkylamino, 

• mono-C^.5 alkylamino substituted by cyano, 

• di-C^.g alkylamino, 

• dl-Ci.5 alkylamino substituted by cyano, 

• mono-carbocycllc arylamino, 

• dl-carbocyclic arylamino, 

• mono-carbocyclic arylamino substituted by alkyi. 

• di-carbocycllc arylamino substituted by C^.g alkyI, 

• carbocyclic arylsulfonylamino, 

• carbocyclic arylsulfonylamino substituted by C^.g alkyI, 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by C1.5 alkoxy, 

(ii) C2.5alkenyl,and 

C2.5 alkenyl substituted by carbocyclic aryl, 
(ill) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
C1.5 alkyi, 
alkoxy. 

alkoxy substituted by halogen, 
mono-C^.5 alkylamino, and 
dhCi.5 alkylamino. 

(iv) heterocyclyl. and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 
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• halogen, 

• C1.5 alkyi, 

• .5 alkyl substituted by carbocyclic aryl, 

• C^.5aIkoxy, 

• alkoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

•• halogen, 

alkyl, and 
^ alkyl substituted by hatogen; 

wherein carbocyclic aryl Is phenyl or naphthyl; 

heterocyclyl is 1W-lndolyl, 4-oxo-ben2opyranyl, azetidlnyl, benzo[1 ,3]dioxolyl, orpyrazolyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceutfcally acceptable salt, hydrate, or solvate thereof. 

33. The compound according to claim 32 wherein is selected from the group consisting of: 

(i) alkyl, and 

C1.5 alkyl substituted by substituent{s) independently selected from the group consisting of: 

• mono-C^.5 alkylamino, 

• mono-C^.g alkylamino substituted by cyano, 

• dl-Ci.5 alkylamino, 

• dl-Ci .5 alkylamino substituted by cyano. 

• mono-carbocyclic arylamino, 

• di-carbocycllc arylamino, 

• carbocyclic aryteulfonylamino, 

• carbocyclic arylsulfonylamino substituted by C^.g alkyl, and 

• carbocyclic aryl, 

(11) C2.5 alkenyl, and 

C2.5 alkenyl substituted by carbocyclic aryl, 

(iii) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• alkoxy, and 

• alkoxy substituted by halogen, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyl, 

• .5 alkyl substituted by carbocyclic aryl, 

• alkoxy, 

• alkoxycarbonyl, 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by halogen; 

wherein carbocyclic aryl is phenyl; 

heterocyclyl is IH-indolyl, azetidlnyl, orpyrazolyl; and 

halogen is fluoro, chloro, bromo, or iodo; 
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or a pharmaceuticalty acceptable salt, hydrate, or solvate thereof. 
The compound according to clainn 1 selected from the group consisting of: 

N2^cls-4-[(2,6-dimethoxybenzyl)amlno]cyclohe)<yl)-N^,N*-dlmethyl-5,67,B-tetrahydroquinazolln^^ 

amine; 

N2^cls-4-[(2-ethoxyben2yl)amlnolcyclohe)cyl}-N^.N^-dimethyl-5,6,7,8-tetrahydroquinazollne-2,4-di^ 

N2-{cis-4-[(1H-lndol-3-ylmethyl)amino]cyclohexyl}-N^,ISI^-dimethyl-5,67,84etrahydroqulna^ 

amine; 

N2-{cis-4-[(2,5-dimethoxybenzyl)amino]cyclohexyl)-N^,N*-dimethyl-5,6,7,8-tetrahydroqulnazollne-2,4-di- 
amine; 

N2-(cls-4-{[(4-methoxy-1-naphthyl)methyGamlno}cyclohexyl)-N*,N^-dimethyl-5,67,8-^^^^ 
2,4-dlamine; 

N2-(cis-4-{[(5-methoxy-1H-indol-3-yl)methyOamino}cyclohexyl)-N^,N^-dlmethyl-5,673-tetrahydro^ 
line-2,4-diamlne; 

4-bromo-2-{[(cls-4-{[4-(dlmethylamino)-5 ,6,7,8-tetrahydroquinazolin-2-yl]amino}cyclohexyl)amino]methyl}- 
6-methoxyphenol; 

N2-(cls-4-{[(5-bromo-1H-indol-3-yl)methyQamino}cyclohexyl)-N^,N^-dimethyl-5,673-tetrahydroqu 
2,4-dlamine; 

4-{[(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulna2olin-2-yl]amino}-cyclohexyl)amino]methyl}- 
2,8-dimethoxyphenol; 

N2^cis-4[(3-ethoxy-4-methoxyben2yl)amino]cyclohexyl}-N^,N^-dimethyl-5,6,7,8-tetrahydroquinazoline- 
2,4-diamine; 

N^,N*-dlmethyl-N2-{cis-4-[({3-[4-(trifluoromethyl)phenyl]-1H-pyra2ol-4-yl}methyl)amlno]cyclohe^ 
5,6,7,8-tetrahydroquinazoline-2,4-diamine; 

N^,N*-dimethyl-N24cls-4-[(3,4,54rimethoxybenzyl)amino)cyclohe)(yl}-5,67,8-tetrahydroquinazoline-^ 
amine; 

N'*,N^-dlmethyl-N2-{cis-4-[(pentamethylbenzyl)amino]cyc!ohexyl)-5,6,7,8-tetrahydroquinazollne-2,4-diamine; 

N2^cis-4-[(3,5-dimethoxybenzyl)amino]cyclohexyl}-N^,N^-dimethyl-5,6,7,8-tetrahydroqulna2oline-2,4-dl- 

amine; 

4-{[{cls-4-{[4-(dimethylamino)-5,6J,8-tetrahydroqulna2olin-2-yllamlno)-cyclohexyl)amlno]methyl}-2-lod 
6-methoxyphenol; 

4-{[(cls-4-{[4-{dlmethylamtno)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)aminolmet^^ 
2,6-dimethylphenol; 

3-{[(cis-4-{[4-(dimethylamino)-6,6,7,8-tetrahydroqulnazolin-2-yl)amino)-cyclohexyl)amlno]methyl}-6,8-dime- 
thyl-4H-chromen-4-one; 

ethyl 4,6-dichloro-3-{[{cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquina2olin-2-yl]amino}cyclohexyl)amlno] 
methyl}-1 H-indole-2-carboxylate; 

N2-[cis-4-({[3-(4-fluorophenyl)-1H-pyrazol-4-ylJmethyl}amino)cyclohexyl]-lsK.N^-dlmethyl-5^ 
qulnazoline-2,4-dlamine; 

N^,N*-dlmethyl-N2-[4-(pentamethylphenylmethyl-amino)-cyclohexyl]-6,67,84etrahydro-quinazoiine-2,4-di- 

amine; 

3-[{2-[(cis-4-{[4-(dlmethylamlno)-5,67,84etrahydroqulnazolln-2-yl]amino}cyclohexyl)amino]ethyl}^^ 
phenyi)amlno]propanenitrlle; 

3-[{2-[{cis-4-{[4-(dlmethyiamlno)-5.6,7, 8-tetrahydroquinazolln-2-yl]amlno}cyclohexyl)amino]ethyl}(phenyi) 

aminojpropanenltrlle; 

N-{(1S)-1-benzyl-2-[(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolin-2-ylJamino}cyclo^ 
ethyl}-4-methylbenzenesulfonamlde; 

N2-(cis-4-{[2-(3.5-dimethoxyphenyl)ethyl]amino}cyclohexyl)-N^N^-dlmethyl-5,673-tetrahydr^ 
2,4-diamlne; 

N2-[cis-4-({(1-(diphenylmethyl)a2etidin-3-yQmethyl)amino)cydohexyl]-N^,N^-dimethyl-5.67,84e^^ 
quinazoline-2.4-diamine; 

N2-{cis-4-{[{2.6-dimethoxybenzyl)amino]methyl} cyclohexyl)-N^N*-dimethyl-5,6,7,8-tetrahydroquina2oline- 
2,4-diamine; 

N2-(cis-4-{[(2-ethoxybenzyOamino]methyl}cyclohexyl)-N^N*-dimethyl-6,673-tetrahydroqulnazoline-2,4-^ 

amine; 

N2-(cls-4-{[(1H-indo!-3-ylmethyl)aminolmethyl}cyclohexyl)-N^.N^-dlmethyl-5,6y,84etrahydroqul 
2,4-diamine; 
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N2.(cis-4-{[(2,5-dimethoxybenzyl)amino]methyl}cyclohexyl)-N^,N^-dlmethyl^ 
2,4-cllamine; 

N2-[cls-4-({[(4HTiethoxy-1-naphthyl)methyl]amlno}methyl)cyclohexyl]-N^,^^ 
qujnazoline-2,4-diamine: 

N2-[cis-4-({[(5Hrnethoxy-1H-indol-3-yl)methyl]amlno)methyl)cyclohe 
quina2ollne-2,4-diamine; 

4-bromo-2-{{[(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolin-2-yl]amino}cyc 
methyl)-6-methoxyphenol; 

N2-[cis-4-({[(6-bromo-1H-lndol-3-yl)methyl]amlno}methyI)cyclohexyl]-ISK,^ 
quinazoline*2,4'diamine; 

N2-(cls-4-{[(3-ethoxy-4-methoxybenzyl)amino]methyl}cyclohexyl)-N4,N^-dim 
iine-2,4-diamine; 

N^,N*-dimethyl-N2-(cjs-4-{[({3-[4-(trifluoromethyl)phenyl]-1H-pyrazol-4-yl}m 
5,6,7,8-tetrahydroqulnazoline-2,4-diamine; 

N^,N^-dimethyl-N2-(cis-4-{[(3,4,5-trimethoxybenzyOamino]-methyl}cyclohe^^^ 
line-2,4-diamine; 

N2-(cis-4-{[(3,5<llmethoxybenzyl)amlno]methyl}cyclohexyl)-N^N4-dlmethyl-5,67,8-^ 
2,4-dlamine; 

4-({[(cis-4^[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yOamino}cyclohexyl)m 

2- jodo-6-methoxyphenol; 

4-({[(cls-44[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohex^ 
2,6-dimethyiphenol; 

3- chloro-4-({[(cjs-4^[4-(dimethylamlno)-6,67,8-tetrahyd^oquina2olln-2-y^OT 
methyl)phenoi; 

N2-[cis-4-({[4-(diethylamlno)benzyl]amino}methyl)cyclohexyl]-N*,N^-dim 
2,4-diamine; 

N2-(cis-4-{[(3,3-diphenylprop-2-en-1-yl)amjno]methyl}cyciohexyl)-N^,N^-dim 
llne-2,4-diamlne; 

4- ({[(cis-44[4-(dimethylamino)-5,6,7,8-tetrahydroqu{nazolln-2-yllamlno}cyclohexyl)m 
2-ethoxyphenol; 

N2-{cls-4-[({[4-(dlmethylamlno)-1-naphthyl]methyl}amino)methyO-cyclohe^^^ N^-dimethyl-6,6,7,8-tetrahy- 
droquinazoline-2,4-diamine; 

N*,N*-dimethyl-N2-(cls-4-{[(2,4,6-trimethoxybenzyl)amino]methyl}-cyclohexyl)-5 

line-2,4-diamlne; 

2-bromo-4-chloro-6-({[(cls-4-{[4-(dimethylamjno)-6,6,7,84etrahydroquinazolln-2-yn 
amino}methyl)phenol; 

N2.(cls-4-{[(2,5-dlethoxyben2yl)amino]methyl}cydohexyl)-N^,N*-dlmethyl-5,67,8-tetrah 
2,4-dlamine; 

N2-(cjs-4-{[{2,4-dlethoxybenzyl)amino]methyllcyclohexyI)-N^ N*-dimethyl-5,6,7,8-tetrahydroqulna2oline- 
2,4-diamine; 

N2-(ds-4-{[(3,5-dibromo-2-methoxybenzyl)amlno]methyl}cyclohexyl)-N^,N^-dlme 
quinazollne-2,4-dlamine; 

N^,N* -dimethyl-N^ -(cis-44[(2.4,5-trlethoxybenzyl)ammo]methyl}K:yclohexyl)-5,67,8-tetrahydroquina^ 
2,4-diamine; 

N^,N^-dimethyl-N2-(cis-4-{[2,4,5-trimethoxyben2yl)amino]methyl}-cyclohexyl)-5,67,8-^^^ 
2,4-djamine; 

N2-[cis-4-({[(7-methoxy-1 ,3-benzodioxol-5-yl)methyi]amino}methyl)-c7ciohexyl]-N^,N^-dimethyl-5.67,8-tet^ 
rahydroquinazollne-2,4-dlamine; 4-({[(ds-4^[4-(dimethylamino)-5.67,8-tetrahydroquinazolin-2-yl]am 
dohexyl)methy[]amino}methyl)-2-methylphenol; 

N2-(ds-4-{[(4-methoxy-2,5-dimethylbenzyi)amino]methyi}cydohexyl)-N^,N^-dimethyl-5 
quinazoline-2,4-diamine; 4-{{[(ds-4-{[4-(dimethylamino)-5,67.84etrahydroquinazolin-2-yl)amino}cyclohexyl) 
methyl]amlno}methyl)-2-fluoro-6-methoxyphenol; 

N^,N^-dimethyI-N2-[cis-4-({[(1-phenyI-5i3ropyl-1H-pyrazol-4-yl)methyl]amino}met^^^^ 
rahydroquinazoline-2,4-diamine; 

N2^ds-4-[{{[1-{4-chlorophenyl)-5-propyi-1IH-pyra2oi-4-yl]methyl)-amino)methy^^ 
5,6,7,8-tetrahydroquinazoline-2,4-diamlne; 

N2^ds-4-[2-(4-bromo-2-trifluoromethoxyi)henyl)-ethylamino]K:ydohexyl}-^ 
dro-quinazoline-2,4-diannine; 
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N2^cls-4-[2-(4-bromo-2-trifluoromethoxyi)henyl)-ethylamlno]K:ycIohexyl}-N^^^ 
quinazoline-2,4-diamine; 

N24cls-4-[(4-bromo-2-trifluoromethoxy-benzyl)amino-methyl]-cyclohexyl}-^^ 
quinazoline-2,4'diamine; 

N2^cis-4-[(4-bromo-2-trifluoromethoxy-ben2yl)amino-methyl]-cyclohexyl}-^^ 
qujnazoline-2,4-dlamlne; 

N^,N^-dimethyl-N2-{cls-4-[{24rifluoromethoxy-benzyl)amino-methyl]-cyclo 
line-2,4-dlamine; and 

N^-methyl-N2-{cls-4-[(2-trifluoromethoxy-benzyl)amino-methyl]-cycloh 
2,4-diamine; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

. The compound according to claim 34 selected from the group consisting of: 

N2-(cis-4-{[(5-methoxy-1H-indol-3-yl)methyOamino}cycIohexyl)-N^,N^-dimethyl-5,6J,8-tetr 
line-2,4-dlamine; 

ethyl 4,6-dichloro-3-{[(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquina2olin-2-ylJamino}cyclohexyO^ 
methyl}-1 H-lndole-2-carboxylate; 

N2-[cis-4-({[3-(4-fluorophenyO-1H-pyrazol-4-yl]methyl]amlno)cyclohexyl]-IS^ 
qulnazoline<2,4-dlamine; 

3- [{2-[(cis-4-{[4-(dlmethylamlno)-5,6J,B-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)amino]eth^ 
amino]propanenitrlle; 

N-{(1S)-1-benzyl-2-[(cls-4^[4-(dlmethylamino)-5,6.7,84etrahydroquinazolin-2-yl]amino}cyclohexyl)amino 
ethyl}-4-methylbenzenesulfonamide; 

N2-[cis-4-({[1-(diphenylmethyl)azetldin-3-yl]methyl}amino)cyclohexyQ-N^,N'^-dimethyl-5,6,^ 
quinazoline-2,4-dlamine; 

N2-(cls-4-{[(2,6-dlmethoxybenzyl)amlno)methyl}cyclohexyl)-N^,N*-dimethyl-5,67,8-tetrahydroqui^ 
2,4'diamine; 

N2-[cis-4-({[(5HT»ethoxy-1H-lndol-3-yl)methyl}amlno}methyOcyclohexyl]-N*,N*-dimet^^^ 
qulnazoline-2,4-d}amlne; 

N2-[cls-4-({[(5-bromo-1H-indol-3-yl)methyl}amlno)methyl)cyclohexyl]-N^,N^-dimethyl-5,67,8-tetrahyd 
qulnazoline-2.4-diamine; 

N2-(cls-4-{[(3-ethoxy-4-methoxybenzyl)amino]methyl}cyclohexyl)-N'*,N^-dlmethyl-5^ 
line-2,4-dlamine; 

4- ({[(cis-4^[4-(dimethylamlno)-5,6,7.8-tetrahydroqulnazolin-2-yl]am!no}cyclohexyl)methyl]amino}methyl)- 
2-lodo-6-methoxyphenol; 

N2-{cls-4-{[(3,3-diphenylprop-2-en-1-yl)amino]methyQcyclohexyl)-NI^,N^-dlmethyl-5,673 
line-2,4-djamine; 

N^,N^-dlmethyl-N2-(cis-4-{[(2,4,6-trimethoxybenzyl)amlno]methyl}-cyclohexyl)-5,67,8-tetrah 
llne-2,4-diamine; 

N2-(cis-4-{[(2.5-diethoxybenzyOamlno]methyl)cyclohexyl)-N*,N^-dimethyl-5,67.8-tetrahydroqu 
2,4-diamine; 

N2-(cis-4-{[(2,4-diethoxyben2yl)amino]methyl}cyclohexyl)-N^,N*-dlmethyl-5,67,8-tetrahydroquinM 
2,4-diamine; 

N2-(cls-4-{[(3,5-dibromo-2-methoxybenzyl)amino]methyl)cyclohexyl)-N^,N^-dlmethyl-5,6,7,8-tetrahydro- 
qulnazoline-2,4-diamine; 

N^,N^-dimethyl-N2-(cis-44[(2,4,54riethoxybenzyl)amino}methyl}-cyclohexyl)-5,673-tetrahydroquinazoline 
2,4-diamine; 

N^,N'^-dlmethyl-N2-{cis-4-{I(2,4,5-trimethoxybenzyl)amino]methyl}-cyclohexyl)-5,6,7,84etrahydroqui 
llne-2,4-dlamine; 

N^,N^-dlmethyl-N2-[cis-4-({[(1-phenyl-5i3ropyl-1H-pyrazol-4-yl)methyl]amino}methyl)cyclohexyl]-^ 
rahydroquinazoiine*2,4-diamine; 

N2-{cis-4-[({[1 -(4-chIorophenyl)-5-propyl-1H-pyra20l-4-yl]methyl}-amino)methyl]cyclohexyl}-N'*,N^-dlmethyl- 
5,6,7,8-tetrahydroquinazoline-2,4-diamlne; 

N2^cis-4-[2-(4-bromo-24rifluoromethoxy-phenyl)-ethylamino]-cyclohexyl}-N'*,N^-dimethyl-5,6,7,8-tetrahy- 
dro-qulna2ollne-2,4-diamine; 

N2^cis-4-[(4-bromo-2-trifluorometho)<y-benzyl)amino-methyl]-cyclohexyl}-N*-methyl-5,6,7,^ 
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quinazoline-2,4-cljamine; 

N2^cis-4-[(4-bromo-2-trofluoromethoxy-ben2yl)amlnoHTiethyO-cyclohexyl)-h^ 
dro-qulnazoline-2,4-diamlne; and 

N*,N^-dimethyl-N2^cis-4-[(2-trifluoromethoxy-ben2yl)amino-methyl]-cyclohe^^^ 
line-2»4-diamine; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 

36. The compound according to claim 29 wherein is selected from the group consisting of: 

(i) aikyi, and 

alkyl substituted by substituent(s) Independently selected from the group consisting of: 

• 0X0, 

• Ct.5 alkoxy, 

• alkoxy substituted by carbocycllc aryl, 

• alkylcarbonyloxy, 

• carbocycllc aryloxy, 

• carbocycllc aryioxy substituted by halogen, 

• carbocycllc aryioxy substituted by nitro, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by alkyl, 

• mono-C^.5 aikylamlnocarbonyl, 

• di-C^.g alkylaminocarbonyl, 

• carbocycllc aryk:arbonylamlno, 

• Ci.5alkylthio, 

• alkytthio substituted by substituent(s) Independently selected from the group consisting of: 
carbocycllc aryl, and 

carbocycllc aryl substituted by subst(tuent(s) independently selected from the group consisting of: 

halogen, and 
•~ C1.5 alkoxy. 

• carbocycllc arylthio, 
» heterocyclylthio, 

• heterocyclylthio substituted by 0^.5 alkyl, 

• cycloalkyi, 

• cycloalkenyl, 

• carbocyclyl, 

• carbocyclyl substituted by 8ubstituent(s) independently selected from the group consisting of: 

halogen, 

- C1.5 alkyl, 

alkoxy, 
•• C2.5 alkenyl, and 

C2.5 alkenyl substituted by substltuent(s) independently selected from the group consisting of: 
carbocycllc aryl, and 

carbocyclk: aryl substituted by 0^.5 alkylsufflnyl, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substrtuent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
nitro, 

- C1.5 alkyl. 
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0^.5 aikyi substituted by substituent(s) independently selected fronn the group consisting of: 

0X0, 

carbocyclic aryl, and 
heterocyclyl, 

alkoxy, 

alkoxy substituted by halogen, 

C^.g alkoxy substituted by carbocyclte aryl. 

carbocyclic aryloxy, 

mono-carbocyclic arylaminocarbonyl, 
•• nriono-carbocyclic arylaminocarbonyl substituted by halogen , 

dl-carbocyclic arylaminocarbonyl, 

di-carbocyclic arylaminocarbonyl substituted by halogen, 

carbocyclic aryl, and 
•• heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

- Ci.salkyI, 
alkoxy, 

0^.5 alkoxy substituted by carbocyclic aryl. 

carbocyclic aryi, and 

carbocyclic aryl substituted by halogen, 

(ii) C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, and 
•• nitro, 

m cycloalkyi, and 

^3-6 cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 



• Ci.5alkyl, 

• 0^.5 aikyI substituted by substituent(s) independently selected from the group consisting of: 

0x0. and 
•• carbocyclic aryl, 

• carbocyclic aryl, 

(iv) carbocyclyl, 

(v) carbocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
cyano, 
nItro, 

C1.5 alkyi, 

C1.5 alkyI substituted by substituent{s) independently selected from the group consisting of: 
halogen, 
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•• 0X0, 

carbocyclic aryloxy, 
carbocyclic aryl, and 
carbocyclic aryl substituted by 0^.5 atkyl, 

alkoxy, 

alkoxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, and 
•• carbocyclic aryl, 

carbocyclic aryloxy, 

carbocyclic aryloxy substituted by 0^.5 alkoxy, 
mono-C^.s alkylaminocarbonyl, 
di-Cv5 alkylaminocarbonyl, 

mono-C^.5 alkylaminocarbonyl substituted by carbocyclte aryl, 
di-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 
amino, 

mono-C^.5 alkylamino, 
di-C^.s alkylamino, 

alkynylcarbonylamino, 
C2.5 alkynytearbonytamino substituted by carbocyclk: aryl, 
(carbocyclic aryl)NHC(0)NH, 

(carbocyclic aryl)NHC(0)NH substituted by C^.g alkoxy. 
(carbocyclic aryl)NHC(0)NH substituted by haloganated C^s alkoxy. 
0^.5 all^tthio, 

alkylthio substituted by halogen, 
carbocyclic arylthio, 

carbocyclic arylthio substituted by cyano, 
mono-C^.5 alkylaminosulfonyi, 
di-C^.5 alkylaminosulfonyi, 
carbocyclic aryl, 
heterocyclyl, 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

C^.g alkyl, 
•• carbocyclic aryl, and 

halogenated carbocyclic aryl, 

(vi) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C1.5 alkyl. 

• alkyl substituted by substituent(s} independently selected from the group consisting of: 



•• halogen, 

•• C1.5 alkylthio, 

•• C1.5 alkylthio substituted by carbocyclic aryl, 

M C^.g alkylthio substituted by halogenated carbocyclk: aryl, 

•• carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 

•• heterocyclyl, 

C^.g alkoxy, 
carbocyclic aryloxy, 

carbocyclic aryloxy substituted by alkyl, 
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• C^-s alkylthio, 

• C2.5 alkenylthio, 

• carbocycllc arylthio, 

• Ci^galkylsulfonyl, 

• carbocycllc arylsulfonyl, 

• carbocycllc arylsulfonyl substituted by alkyi, 

• carbocyclic aryl, 

• carbocycllc aryl substituted by substltuent(s) Independently selected from the group consisting of: 

halogen, 
nitro, and 
Ci.g alkyI, 

• heterocyclyl; L is Fomiula (VII); 

Y Is -C(0)-; 

wherein carbocycllc aryl is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1,2,3,4-tetrahydronaphthyl, 1-oxo-indanyl, 9-oxo-9H-fluorenyl, or Indenyl; 

heterocyclyl is 1 ,2,3-triazolyl, 1H-indolyl, IH-pyrrolyl, 2.3-dlhydro-1-oxo-isoindolyl, 2,4-dihydro- 
3-oxo-pyrazolyl, 2H-ben2opyranyl, 2-oxo-ben2opyranyl, 4-oxo-1 ,5,6,7-tetrahydro-indolyl, 9H-xanthenyl, 
benzo[1,3]dioxolyl, benzo[2,1,3]oxadiazolyl, benzo[1 ,2,5]oxadiazolyl, benzo[b]thienyl, benzofuryl, benzo- 
thiazolyl, f uryl, Isoxazolyl, morpholino, pyrazolyl, pyridyl, pyrimidyl, quinolyl, quinoxalyl, thiazolyl, orthlenyl; 
and 

halogen Is fluoro, chloro, bromo, or iodo; 
or a phanmaceutk:ally acceptable salt, hydrate, or solvate thereof. 

37. The compound according to claim 36 wherein R2 is methylamino or dimethytamino; p Is 0; R3 and R4 are hydrogen; 
A is a single bond; B is a single bond or -CH2-; 

or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 

38. The compound according to claim 37 wherein Is selected from the group consisting of: 

(<) alkyI, and 

alkyI substituted by substituent(s) independently selected from the group consisting of: 

• 0x0, 

• alkoxy, 

• alkoxy substituted by carbocyclic aryl, 

• 0^.5 alkytearbonyloxy, 

• carbocyclic aryloxy, 

• carbocycllc aryloxy substituted by halogen, 

• mono-C^.5 alkylaminocarbonyl, 

• di-C«|.5 alkylaminocarbonyl, 

• carbocyclic arytearbonylamlno, 

• alkylthio, 

• alkylthio substituted by substituent(s) independently selected from the group consisting of: 

•• carbocycllc aryl, and 

carbocyclic aryl substituted by halogen, 

• heterocyclylthio, 

• heterocyclylthio substituted by C^.g alkyI, 

• 63^ cycloalkyi, 

• carbocyclyl, 

• carbocyclyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
- Ci.5alkyl. 
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aikenyl, and 

0^.5 aikenyl substituted by substltuent(s) Independently selected from the group consisting of: 
carbocyclic aryi, and 

carbocyclb aryl substituted by aikylsulfinyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 

hydroxy, 
•• nitro, 
- C1.5 alkyl, 

C1.5 alkyl substituted by substituent(s) independently selected fronn the group consisting of: 

0x0, and 
heterocyctyl, 

alkoxy, 
carbocyclic aryloxy, 
carbocyclic aryl, and 
heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by subst(tuent(8) independently selected from the group consisting of: 

C^.g alkyl, 
•• C^.g alkoxy, and 
carbocyclic aryl, 
(ii) C2.5 aikenyl, and 

C2.5 aikenyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by nitro, 

(lii) C3.g cycloalkyi, and 

oycloalkyi substituted by carbocyclic aryl, 

(iv) carbocyclyl, 

(v) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• C1.5 alkyl, 

• alkyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
0x0, and 
carbocyclic aryl, 

• 0^.5 alkoxy, 

• alkoxy substituted by substituent(s) Independently selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• carbocyclic aryloxy. 
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• carbocyclic aryloxy substituted by C^.g alkoxy, 

• mono-C^.g alkylaminocarbonyl, 

• di-C^.g alkylaminocarbonyl, 

• mono-C^.g alkylaminocarbonyl substituted by carbocyclic aryl, 

• di-C^.g alkylaminocarbonyl substituted by carbocyclic aryl, 

• mono-C^ .5 alkylamino, 

• dl-C^.g alkylamino, 

• C2.g alkynylcarbonylamino, 

• C2.g alkynylcarbonyiamino substituted by carbocyclic aryl» 

• (carbocyclic aryl)NHC(0)NH, 

• (carbocyclic aryl)NHC(0)NH substituted by C^.g alkoxy, and 

• (carbocyclic aryl)NHC(0)NH substituted by haloganated C^.g alkoxy, 

(vi) heterocyclyl, and 

heterocyclyt substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C1.5 alkyl. 

• Ct.g alkyl substituted by substituent(s) Independently selected from the group consisting of: 

hatogen, 
•• C^.g alkylthio, 

^ C^.g alkylthio substituted by carbocyclic aryl, 

Ci.g alkylthio substituted by halogenated carbocyclte aryl, 

carbocyclic aryl, and 
•• heterocyclyl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by C^.g alkyl, 

• C^. 5 alkylthio, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substrtuent(s) independently selected from the group consisting of: 

halogen, 
•• nitro, and 
•• C-|.g alkyl, 

• heterocyclyl; 

wherein carbocyclic aryl Is phenyl; 
carbocyclyl is 1-oxo-indanyl or indenyl; 

heterocyclyl is 1 ,2,3-trlazolyl, 1 H-indolyl, 1 W-pyrrolyl, 2,3-dihydro-1 -oxo-lsoindolyl, 2-oxO'benzopyranyl, 
ben2o[2,1,3]oxadiazolyl, benzo[1 ,2,5]oxadlazolyl, furyl, isoxazolyl, morphollno. pyrazolyl, pyridyl, pyrimidyl, 
quinolyl, quinoxaiyi, thiazolyl, orthienyl; 

halogen is fluoro, chloro, bromo, or iodo; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
39. The compound according to claim 38 wherein Is selected from the group consisting of: 
(i) C^.g alkyl, and 

C^.g alkyl substituted by substituent(s) independently selected from the group consisting of: 

• 0x0, 

• C^,g alkyfcarbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 
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• mono-C,,5 alkylaminocarbonyl, 

• dl-C^.5 alkylaminocarbonyl, 

• carbocycllc arylcarbonylamlno, 

• carbocyclyl, 

• carbocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
alkyl, 

•• C2.5 alkenyl, and 

C2.5 alkenyl substituted by substituent(s) independently selected from the group consisting of: 
carbocycllc aryl, and 

carbocyclk: aryl substituted by alkylsutflnyl, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• hydroxy. 
•• nitro, 

alkyl, and 
C^.5 alkoxy, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

- alkyl, 
•• alkoxy, and 
carbocycllc aryl, 
(II) carbocycllc aryl, and 

carbocycllc aryl substituted by sut)stltuent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• nItro, 

• 5 alkyl, 

• alkyl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, and 
0x0, 

• alkoxy, 

• alkoxy substituted by carbocycllc aryl, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by alkoxy, 

• mono-C^.5 alkylaminocarbonyl, 

• di-C^,5 alkylaminocarbonyl, 

• mono-C^.5 alkylaminocarbonyl substituted by carbocycllc aryl, 

• dj-C^.5 alkylaminocarbonyl substituted by carbocycllc aryl, 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocycllc aryl, 

• (carbocycllc aryl)NHC(0)NH, 

• (carbocyelic aryl)NHC(0)NH substituted by alkoxy, and 

• (cart)ocyclk: aryl)NHC(0)NH substituted by haloganated C^.^ alkoxy, 

(Hi) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 
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• halogen, 

• nitro, 

• Ci.galkyl. 

• alkyi substituted by halogen, 

• alky! substituted by heterocyctyl, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by 0^.5 alkyi, 

• alkylthlo. 

• carbocycllc aryl, 

• carbocycllc aryl substituted by halogen, and 

• carbocycllc aryl substituted by nitro; 



wherein carbocycllc aryl is phenyl; 
carbocyclyl is indenyl; 

heterocyclyl is 1H-indolyl, 1H-pyrrolyl, 2-oxo-benzopyranyl, benzo[2,1,3]oxadiazolyl, benzo[1 ,2,5]oxa- 
diazolyl, furyt, Isoxazolyl, morpholino, pyridyl, quinoxalyi. or thienyl; and 
halogen Is fluoro, chloro, bromo, or lodo; 

or a phanDaceutlcally acceptable salt, hydrate, or solvate thereof. 

40. The compound according to claim 1 selected from the group consisting of: 

N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)-3-methoxybenzamide; 

3- bromo-N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroquinazolin-2-yllamino)cycl^^ 

4- bromo-N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)benzamide; 
N-(cls-4-{[4-(dlmethylamino)-5,6.7,84etrahydroqulnazolin-2-yllamino)K:yclohexyl)-2.1,3-benzox^^ 

5- carboxamide; 

3- chloro-N-{cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazoIin-2-yl]amino}cyclohexyl)benzamide; 

4- chloro-N-(cis-4-{[4-{dimethylamlno)-5,6,7.8-tetrahydroqumazolin-2-yllamino)cyclohe^ 
4K:hloro-N-(cis-4^[4-(dimethylamino)-5.6.7,84etrahydroquinazolln-2-yl]amlno)cy^ 

mide; 

2- (4-chloroghenyl)-N-(cis-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazolln-2-yl]amlno}cyclohexyl)acet^^ 
mide; 

3- cyano-N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazoIin-2-yl]amino}cyclohexyl)benza^ 
3,5-dlchloro-N-(cis-4^[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolln-2-yl]amlno)cyelohe^^^^ 
3,4-dlchloro-N-(cis-4^[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino]cyclohexyl)benzamld 
N.(cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolin-2-yllamino}K:yclohexyl)-2.2-dlphenylaceta^ 

N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroquinazolln-2-yl]amlno}-cyclohexyO 

N-(cls-4-{[4-(dlmethylamino)-5,6,7,84etrahydroquinazolin-2-yl]amino}-cycIohexyl)-3,5-difluorobenza 

N-{cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl]aminol^clohexyl)-4-fluoroben^ 

N-(cls-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolln-2-yl]amino)K:yclohex^ 

thyl)benzamlde; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,B-tetrahydroquinazolin-2-yl]amino)K:yclohexyl)hexanamide; 

N-(cls-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroqulnazolln-2-yl]amino)-cyclohexyO-4-m 

mide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino)-cyclohexyl)-3-nltrobenzamlde; 

(2R)-N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yllamlno}cyclohexyl)-2i3heny^ 

panecarboxamlde; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno}-cyclohexyl)-2-phenoxybutanamide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino)-cyclohexyl)-2-phenoxypropanamide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7.8-tetrahydroquinazolin-2-yl]amino}K:yclohexyl)-3-methyl^ 

N-(cls-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolln-2-yllamlno}^clohexyO-4HTiethylb 

N-(cis-4-{[4-(dlmethylamino)-6,6.7.8-tetrahydroquinazonn-2-yl]amino}K:yclohexyl)-3-^^^^ 

zamide; 

4- bromo-N-(cls-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroqulnazolln-2-yllamlno}cyclohexyl)-3H^ 

mide; 

N-(cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolin-2-yllamino)-cyclohexyl)-3-iodobenzamlde; 
2-chloro-N-(cls-4^[4-(dlmethylamino)-5,6.7,84etrahydroqulnazolln-2-yl]amlno}cyclohexyO-4-fluo^^ 
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mide; 

N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amlno}-cyclohexyO 
acetamide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazoIin-2-yl]amino}K7ClohexyO 
mide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yqamino}-cyclohexyl)-2-(4^^ 
acetamide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroquinazolin-2-yl]amino}-cyclohexyl)-5H^ 
thyl)-3-furamide; 

N-(cis-4-{[4-(dimethyiamino)-5,67,8-tetiBhydroquinazolin-2*yl]amino}K:yctohexyl)-^ 

3>chloro-N-(cis-44[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino 

mide; 

N-(cls-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquina20lin-2-yi]amlno}K;yclohexyl)-3-fluoro-4^ 
mide; 

N-(cis-4-{[4-(dimethylamino)-5,673-tetrahydroqulnazolin-2-yl]amlno}K:yclohexyl)-3,6-dlmet^ 

N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroqulnazolin-2-yl]amino}-cycloh 

benzamide; 

N-(cls-4-{[4-(dimethylamino)-6,673-tetrahydroquinazolin-2-yl]amino}K:yclohexyl)-4-flu 
mide; 

2,5-dich(oro-N-(cis-4-{[4-(dlmethyiamlno)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}cyciohexyi)thiop^ 
3-caitoxamide; 

N-(cls-4-{[4-(dimethylamino)-5,67,84etraiiydroquinazolin-2-yi]amino}-cyclohexyl)-2-(propylthi 
mide; 

1- benzyl-3-tert-butyi-N-(cis-4-{[4-(dimethylamino)-6,67,8-tetrahydroquinazolin-2-yl]amino}^^ 
pyrazoie-5-carboxamide; 

5>bromo-N-(cis-4-{[4-(dimethylamino)-5,6734etrahydroqulnazotln-2-yl]amino}cyclohex^^^ 

2- [(cls-4-{[4-(dimethy!amino)-5,67,84etrahydroquinazolin-2-yOamlno}K:yclohexyl)amino]-2-oxo-1-phenyle 
thy! acetate; 

N-(cls-4-{[4-(dimethylamino)-5,6,7,8*tetrahydroqulnazolin-2-yl]amino}-cyclohexyl)benzamide; 
2-(benzyloxy)-N-(cis-4-{[4-(dlmethylamino)-5,67,84etrahydroqulnazolin-2-yl]amino}cyclohe^ 

2- (4*chloroplienoxy)-N-(cis-4-{[4-(dimethylamino)-5,673-tetiBhydroquinazolin-2-yl]amlno}cycloh 
mide; 

3- (2-chiorophenyO-N-(cis^^[4-{dimethylamino)-5,67,8-tetrahydroqulnazolln-2-yllamino}cyclo 
5-methylisoxazole-4-carboxamide; 

1- (4-chiorophenyi)-N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina2oiin-2-yl]amino}cyclo^ 
clopentanecarboxamide; 

3-(2-chlo^o-6-fluorophenyl)-N-(cis-4^[4-(dimethylamlno)-5,67.8-tet^ahydroquinazo^in-2-yl] 
clohexyl)-5-methylisoxazole-4-carboxamide; 

N-{cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yi]amino}-cyclohexyl)-1 ,3-dimethyl-1H-pyrazole- 
5-cafboxamide; 

N-(cis-4-{[4-(dlmethylamino)-5,67,8-tetraliydroquinazolin-2-yl]amfno}K:yclohexyl)-3-fluoro 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazol!n-2-yl]amlno)-cyclohexyl)-4-nuoro-3-(tri^^ 

thyl)benzamide; 

N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazoIin-2-yOamlno}-cyclohexyI)-5-methyl^^^ 
1 ,2,3-triazole-4-carboxamide; 

N-(cis-4-{[4-{dimetliyiamino)-5,67,84etrahydroquinazoiin-2-yi]amino}K:yclohexyl)-2-(4-methoxyp^ 
5-nitrobenzamide; 

N-(cis-4-{[4-(dimethylamino)-5,673-tetrahydroqulnazolin-2-yl]amino)K:ydohexyl)-5-nftro-^ 
N-(ciS'4-{[4-(dimethylamino)-5,67.8-tetrahydroquinazolin*2-yl]amino}-cyclohexyl)-2-phenoxyacete 
N'(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yi]amlno}K:yclohexyl)qulnoxalln^^ 
ide; 

N-(cis-4-{[4-(dimethylamino)-5.6y.84etrahydroquinazolin-2-yl]amino}-cyclohexyO-3-(trifluo^ 
mide; 

2- (3-chlorophenoxy)-N-(cis-4-{[4-(dimethyiamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)aceta- 
mide; 

3- (2,6-dichlorophenyl)-N*(cis-4-{[4-(dimethylamino)-5,67>8-tetrahydroquinazolin-2-yl]amino}cyclohe^^^ 
5-methylisoxazole-4-carboxamide; 

N-(cis-4-{[4-(dimethyiamino)-5,67,8-tetrahydroquinazolln-2-yi]amino}-cyclohexyO-2i)henoxynico 
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N-(cis-4-{[4-(dimethyiamino)-5.67,84etrahydroqulnazolin-2-yl]amm 
tinamlde; 

N-(cis-4-{[4-(dimethylamino)-5,87,84etrahydroquinazolln-2-yQamino}-cyclohex^ ,3-thla2ole- 

4- carboxamlde; 

5- bromo-N-(cis-4-{[4-(dimethylamino)-5,67.84etrahydroquinazolin-2-yt]amino}cyc 
boxamide; 

N-(cls-4-{[4-(dimethylamlno)-6,67,8-tetrahydroquina2oIln-2-yl]amlno}K7clohexy!)^ 
acetamide; 

2-(2-chloro-4-fluorophenyl)-N-(cls-4^[4-(dimethylamino)-5.67.8-tetrahydroquinazo^ 
acetamide; 

5-(4-ch!oro-2-nitrophenyl)-N-(cis-4^[4-(dlmethylamlno)-5,6J,8-tetrahydroquinazolin^ 
2-furamide; 

5K;hloro-N-(cis-4-{[4-(dimethytamino)-5,67.8-tetrahydroquinazolin-2-yt]amino}c^ 
boxamide; 

N-(cis>4-{[4-(dimetliylamino)-5,6y34etrahydroquinazolin-2-yl]amino}K:yclohexyl)-2.3-diphe 
mide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroquinazolin-2-yl]amlno}K:yclohexyl)-3-(2-hydroxyphe 
panamide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroquinazolin-2-yl]amino}-cyclohexyO-6-lodo-2-^ 
N-(cls-4'{[4-(dimethylamino)-5,6y,8-tetrahydroquinazolin-2-yqamino}-cyciohexyl)-2-(2-iodop 
mide; 

N-(cis-4-{[4-(dlmethylammo)-5,67,84etrahydroquinazolin-2-yllamino}Kyclohexyl)-2-(5-methoxy^ 
1 H*indol-3-yl)acetamide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino)K:yc!ohexyl)-3-oxoindane 
ide; 

2- ben2yl-N-(cis-44[4-(dimethylamino)-6,67,8-tetrahydroquina20lin-2-yl]amlno}cyclohexyl)benz 
2,2-bis(4<:hiorophenyl)-N-(cis-4^[4-(dimethylamlno)-5,67,8-tetrahydroquinazolln-2-yl]amino}cyc^ 

acetamide; 

N-(cjs-4-{[4-{dimethylamino)-5,6y,8-tetrahydroquinazolin-2-yl]amino}K?yclohexyl)-5-(4-methyl-2-nrt 
nyl)-2-furamide; 

N-(cls-4-{[4-(dlmethylamlno)-5,67,8-tetrahydroquinazolln-2-ynamino)Kyclohexyl)-5-nltro^ 
boxamide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-ynamino}KyclohexyO-3-methyl-4-nrt^^ 

mide; 

N-(cis-4-{[4-(dimethyiamino)-6,6,7,84etrahydroquinazolln-2-yl]amlno)-cyclohexyl)-3-methoxy-4-^ 
mide; 

3- acetyl-N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)ben2ami 
5-bromo-N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}cyclohexyO^ 
N-(cis-4-{[4-(dimethylamlno)-5,6J,8-tetrahydroquinazolln-2-ylIamlno}-cyclohexyO-2-[(4-methylpyri 
2-yl}thio]acetamide; 

5-(4-chlorophenyl)-N-(cis-44[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}c^^^ 
mide; 

2-(3,4-d{chIorophenyI)-N-(cis-4^[4-(dimethylamino)-5,673-tetrahydroquinazolin-2-yl]amino^^ 
acetamide; 

N-(cis-4-{[4-(dimethylamjno)-5,67.8-tetiBhydroquinazolin-2-yOamino)-cyclohexyl)-2-(4-^ 
oxyphenyl)acetamide; 

4,5-dib^omo-N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahyd^Dquinazolin-2-yOamino}cyclohe^ 

2- carboxamlde; 

N2N6-dibenzoyl-N♦(cis-4^[4-(dimethylamlno)-5,6,7,8-tet^ahydroquina20l^n-2-yl]amino)cyclohexyl^ 

3- (dimethylamino)-N-(cis-4-{[4-(dimethylamino)-5.673-tetrahydroquinazolln-2-yOamino)cycto 
mide; 

4,5-dibromo-N-(cis-4^[4-(dlmethylamlno)-6,6,7,8-tetrahydroqulna2olin-2-yl]amino}cyclohexyl)-2-^ 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina2olln-2-yl]amino}-cyclohexyO-4-{4-fluoro^ 

obutanamide; 

N-(cis-4-{[4-{dimethylamino)-5,67,8-tetrahydroquina2olin-2-ynamino}K:yclohexyl)-2-(2-^^ 
propanamide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yQamino}K:yclohexyl)-2-^^^^ ,3-dihydro- 
2H-lsoindol'2-yl)phenyQpropanamide: 
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N-(cis-4-{[4-(djmethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yllam 
mide; 

N-(cls-4-{[4-(dlmethylamjno)-5.67.84etrahydroquina2olin-2-yllamlno)-cyclohex^ 
chromen-4-yl)acetamide: 

N-(cls-4-{[4-(dlme%lamino)-5,673-tetrahydroquinazolin-2-yllamino}-cyclohexyl^^ 
4-phenylbutanamlde; 

N-(cis-4-{[4-(dlmethylamlno)-5,67,84etrahydroqulnazolln-2-yl]amlno}K:yclohexyl)-3,5-^ 
luoromethoxy)phenyl]amino}carbonyl)amino]-benzamide; 

3,5-dichloro-N-(cis-4^[4-(dimethylamino)-5,67.8-tetrahydroquinazolin-2-yllamino}c^^^ 
prop-2-ynoyl)amlnolbenzamide; 

4-(4-tert-butylphenyl)-N-(cis-4-{[4-(dimethylamino)-5,6J3-tetrahydroqulnazolin-2-yQ^ 

2- (7-ethyl-1H-indol-3-y!)-4-oxobutanamide; 

N-(cis-4-{[4-(d!methylamlno)-5,673-tetrahydroqulnazolfn-2-yllamino}-cyclohe^ 

3- yl)-4-(4-methylphenyl)-4-oxobutanamide; 

N-(cis-4-{[4-(dlmethylamino)-6,67,8-tetrahydroquinazolin-2-yl)amlno}K^^ 

4- ylpropyl)-5-phenyl-1H-pyrrole-3-carboxamide; 
rs|.(cjs-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolln-2-yl]amino}<y^ 
mide; 

N-(cis-4-{I4-(dimethylamino)-5.67.84etrahydroquinazolin-2-yl]amino}K:ycloh 
acetamlde; 

N-(cls-4-{[4-(dlmethylamino)-6,6,7,84etrahydroquinazolln-2-yl]amlno}^clohe^ 
acetamide; 

N-(cis-4-{[4-(dime%lamino)-5.673-tetrahydroquinazolin-2-y!]amino}K:yclohexyO 
acetamide; 

N2.benzoyI-N5-(cls-44[4-(dimethylamlno)-5.67,84etrahydroquinazolin-2-yl]amino}^^ 
pyiglutamamide; 

ISj-(cis-4-{[4-(dlmethylamino)-5.67,84etrahydroquinazolln-2-yllamlno)K7clohexyl)-3i)he 

N-(cls-4-{[4-(dimethylamlno)-5,6y,84etrahydroquinazolln-2-yl]amlno}-c^ 

lacetamide; 

N'-(cis-4-{[4-(dimethylamino)-6,67.8-tetrahydroquinazolin-2-yl]amino}-cyctohe^^ 
thyl]phthalamide; 

(2S)-N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina2olln-2-yl]amino}cycloh 
4-yl)propanamide; 

2- [(4-chIorobenzyl)thlo]-N-(cis-4-{[4-(dlmethylamlno)-5,67,8-tetrahydroqulnazo 
4-(4-methylphenyl)-4-oxobutanamide; 

N-(cls-4-{[4-(dlmethylamlno)-5,67,8-tetrahydroquinazolin-2-yllamlno}K:yclohe^ 
1 -[4-(methylsulfinyl)benzylidene]-1 H-inden-3-yl}acetamide; 

N-(cis-4-{[4-(dlmethylamino)-5,673-tetrahydroquinazolln-2-yl]amino}K:yclohexyl)-2W^ 
phenyt]propanamide; 

3- (ben2yloxy)-N-(cls-4-{[4-(dlmethy!amlno)-5,67,8-tetrahydroquinazolln-2-yl]amln^^^ 
benzamide; 

N-(cis-4-{(4-(dimethylamino)-5.67.84etrahydroquinazolin-2-yl]amino}K:yclohexyl)-2-methy^ 
1 H-pyrrole-3-carboxamide; 

1-{2^(2K:hloro-6-fluorobenzyl)thio]ethyl}-N-(cis-4-{[4-(dimethylamlno)-5,6J,8-tetra^^^ 
no}cyclohexyl)-2-methyl-5-phenyl-1H-pyrrole-3-carboxamide; 

N-(cls-4-{[4-(dimethylamlno)-5,67,8-tetrahydroqulna2ol{n-2-yI]amlno)K7clohexyl)-2-pheno^^ 

N-(cis-4-{[4-(dime%lamino)-5,67.8-tetrahydroquinazonn-2-yl]amino)K;yclohe^ 

boxamide; 

N-(cis-4-{[4-(dimethylamino)-6,67,8-tetrahydroquinazolin-2-yl]amlno}-cyclohexyO 
mide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}K:yclohexyl)-5-nitro^ 
boxamide; 

N-(cis-4-{{4-(dimethylamino)-5,67.84etrahydroqulna2oiin-2-yI]amino}-cydohexyl)-lHTi 
role-2-carboxamide; 

N-{cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}Kyclohexyl)-2HTiethoxy 

mide; 

N-(cis-4-{[4-(dimethy!amino)-5,67.8-tetrahydroqulna2olin-2-yl]amino)K:yclohexyO-2-methoxy-2-pheny^ 
cetamlde; 
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6-chloro-N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquinazolln-2-yl]am 
mide; 

3-bromo-N-[(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquina20lln-2-yl]^^ 
mide; 

N-[(cis-4^[4-(dlmethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cy^ 

namide; 

N-[(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-yllamlno}-cy^ 
nyl)acetBmide; 

N-[(cis-4-{[4-(dlmethyIamino)-5,67,8-tetrahydroqulnazolin-2-yl]amlno}-cyclohexyl)me 
luoromethyl)-3-furamlde; 

(2E)-N-[(cis-4-{[4-(dimethylamino)-5,6J.84etrahydroqulna20lln-2-yQamino}c^^^ 
nyl)acrylamlde; 

N-[(cjs-4-{[4-(dinnethylamino)-6,6,7, 84etrahydroquinazolin-2-yl]amlno}-cyclohexyl)methyl]-4-fluoro-3-meth- 
ylbenzamlde; 

N-[{cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulnazoIln-2-yl]amino}-c^^ 
nicotinamide; 

2,6-diciiloro-N-[(cis-4-{[4-(dlmethylamino)-5.67,8-tetrahydroquinazolin-2-yl]amlno)cycl^ 
mide; 

N-[(cis-4^[4-(dimethylamlno)-6,67.8-tetrahydroquinazoiln-2-yl]amino}-cyclohexyl)methyO-2,^ 
benzamide; 

2- chloro-N-[(cis-4-{[4-(dimethyiamino)-5,6J,8-tetrahydroquinazolln-2-yOamino}cyclohexy!)meth 
obenzamlde; 

2,4,6-trichloro-N<(cis-4-{[4-(dimethylamino)-6,67,8-tetrahydroquinazolin-2-yl]amino}c^^ 
zamide; 

N-[(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolln-2-yl]amino}-cyclohexyl)methyl]-^^ 
rophenyl)acetamide; 

(2E)-N-[(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)methyO 
nyl)acrylamide; and 

N-[cis-4-(4-dimethyIamino-5,673-tetrahydro-quinazolin-2-ylamino)-cyclohexylmethyl)-3,4-d^^ 
mide; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
41. The compound according to claim 40 selected from the group consisting of: 

N-(cls-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquinazolin-2-yl]amlno)-cyclohexyI)-3-methoxybenzamide; 

3- bromo-N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)benzamide; 
N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amlno}-cydohexyl)-2,1,3-benzoxadi^ 
5-carboxamide; 

3- chloro-N-(cis-4-{[4-(dimethyiamino)-5.6,7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)benza^ 

4- ^hloro-N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl]amlno^^ 
4-chloro-N-(cls-4-{[4-(dlmethylamino)-5.67,8-tetrahydroquinazoIin-2-yl]a^ 
mide; 

2- (4H:hlorophenyl)-N-(cis-4^[4-(dimethylaminoV5,67,84etrahydroquina20lln-2-yl]amino}cyclohex^^^ 
mide; 

3- cyano-N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl]amino}cyclohexyl)benzamide; 
3,5-dichloro-N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amjno}cyclohexyl)benzamide; 
3,4-dichloro-N-(cis-4-{[4-(dimethylamino)-5,6.7,8-tetrahydroquinazolin-2-yl]amlno}cyclohexyl)benzamide; 
N-(ds-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}-cydohexyl)-2,2-diphenylace^ 
N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyI)-3,4-difluorobenzamlde; 
N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino)-cyclohexyl)-3,5-difluorobenzamide; 
N-(cls4-{[4-{dimethylamino)-5,6.7,8-tetrahydroqulnazolin-2-yOamino}-cyclohexyI)-4-fluorobenzamide; 
N-(cis-4-{4-(dlmethylamino)-5.67,8-tetrahydroquinazolin-2-ylJamino}Kyclohexyl)-3-fluoro-^ 
benzamide; 

N-(cis-4-{(4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl]amino}-cyclohexyl)-4-methyl-3-nitrobenza- 

mide; 

N-(cis-4-{[4-(dimethylamino)-5.67,8-tetrahydroquinazolin-2-yl]amino)-cyclohexyl)-3-nitrobenzamlde; 
N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquina2olin-2-yliamino)^^ 
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N-(cls-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquina20lin-2-yl]amino)<;yclohe^ 

N-(cis-4-{[4-{dimethylamlno)-6,6J,8-tetrahydroqulna2onn-2-yl]amh 

N-(cis-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazolln-2-yl]amino)H^^ 

N-(cis-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cyclohex^ 

mide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cyc(^ 

3-chloro-N-(cis-4-{[4-(dlm6thylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]am 

mide; 

N-(cls-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}K:ycloh 

N-{cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cyclohe^ 

benzamide; 

N-(cls-4-{[4-(dimethylammo)-5,67.84etirahydroqulnazolln-2-yl]amlno}K:ycto 
mide; 

2,5-dlchloro-N-(cis-4^[4-(dimethylamino)-5,673-tetrahydroquina2ol^n-2-yl]amino}cyclohexy^^^ 
3-carboxamide; 

5-bromo-N-(cis-4-{[4-(dimethylamino)-5,67i84etrahydroquinazolin-2-yl]amino}cyciohexyl) 

2- [(cis-4-{[4-(d}methylamino)-5,6,7. 8-tetrahydroquina2olln-2-yl]amlno}-cyclohexyl)amlno]-2-oxo-1-phenyle- 
thyl acetate; 

3- (2-chloro-6-fluorophenyl)-N-(cls-4^[4-(dimethylamino)-5.67.8-tetrahydroquinazolin-2-^ 
cIohexyl)-5-methylisoxazole-4-carboxamlde; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yllamino}K:yclohexyl)'3-fluoro 
N-(cls-4-{[4-(dimethylamino)-5,6734etrahydroquinazolln-2-yl]amino)-cyclohe^ . 
thyl)benzamide; 

N-(cls-4-{[4-(dimethylamlno)-5,6y,8-tetrahydroquinazoiin-2-yl]amino}-cyclohexyl)-2-(4-metho^^ 
5-nitroben2amide; 

N-(cis-4-{[4-(dimethylamino)-5,6,73-tetrahydroquinazolin-2-yl]amlno)K:yclohexyl)-5-nlt^^ 

N-(cis-4-{[4-(dimethylamino)-5,6J,8-tetrahydroqulna2olin-2-yl)amjno)K:yclohexyl)-2i3henoxy^ 

N-(cls-4-{[4-(dlmethylamlno)-5,67.8-tetrahydroquinazolln-2-yl]amino}K:yclohexyl)^ 

Ide; 

N-(cis-4-{[4-(dimethylamino)-6,67,84etrahydroquinazolin-2-yl]amino}-cyclohexyl)-3-(^^^^ 
mide; 

2- (3-chlorophenoxy)-N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquina2olln-2-yl]amino}cycloh 
mide; 

3- (2,6-dichlorophenyl)-N-(cls-4H[4-(dimethylamino)-5.67,84etrahydroquinazolin-^^^^ 
5-methylisoxazole-4-carboxamlde; 

N-(cls-4-{[4-(dimethylamlno)-5,67.8-tetrahydroquinazolln-2-yl]amlno}-cyclohe^^ 
tinamide; 

2- (2-chloro-4-f^uorophenyl)-N-(cls-4^[4-(dimethylamino)-5,67,8-tetraf^ydroquln^^ 
acetamide; 

5-(4-chloro-2-nitrophenyl)-N-(cis-44[4-(dimethylamino)-5,67,8-tetrahydroqulnazolln-2-yl] 
clohexyl)-2-furamide; 

5-ch!oro-N-(cls-44[4-(dimethylamino)-6,67,8-tetrahydroquinazolin-2-yl]amlno}cyclohe 
boxamide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroquinazolln-2-yl]amino}K:yclohexyl)-5Hodo-2-^ 

2,2-bis(4<hlorophenyl)-N-(cis-4^[4-(dlmethylamlno)-5,67,84etrahydroqulna2olin-2-yl]amln 

acetamide; 

N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolln-2-yqamlno}K:yclohexyO-6-n 
boxamide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrBhydroquinazoIin-2-yl]amino)K:yclohexyl)-3-m 
mide; 

N-(cls-4-{[4-(dimethylamino)-5,6.7.84etrahydroquinazolin-2-yl]amino}<yclohexyl)-3-methoxy^^ 
mide; 

3- acetyl-N-(cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolln-2-yl]amino}cycto 
5-bromo-N-(cis-4-{[4-(dimethylamino)-6.67,84etrahydroquinazolin-2-yl]amlno}cyclohexyO 
5-(4-chlorophenyO-N-(cls-4^[4-(dimethylamino)-5,673-tet^ahydroqulna2oiin-2-yl]^ 

mide; 

2-(3,4•dichIo^ophenyl)-N-(c^s-4^[4-(dimethylamino)-5,673-tetrahyd^oquinazoiin-2•yl]amin 
acetamide; 
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N-(cis-4-{[4-(djmethylamlno)-5,6,7,8-tetrahydroquina2olln-2-yl]amlno}K:yclohexyO^ 
oxyphenyl)acetamide; 

4,6-dibromo-N-(cis-44[4-(djmethylamino)-5,67,84etrahydroquina2olin-2-yl]amino}cy 

N-{cis-4-{[4-(dimethylamino)-5.67,8-tetrahydroquina2olin-2-yi]amino}-cycl^ 

mide; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}K:yclohex^ 
chromen-4-yl)acetamide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroqulnazolin-2-y!]amino}K:ycl^ 
luoromethoxy)phenyl]amino}cafbonyl)amino)-benzamide; 
3,5-dichloro-N-(cis-4^[4-(djmethylamlno)-5,67,8-tetrahydroqulnazolln-2*yl]amln 
prop-2-ynoyl)amino]benzamide; 

4-(4-tect-butylphenyl)-N-(cis-4^[4-(dlmethylamino)-5.67,8-tetrahydroqulna20lln-2^^ 

2- (7-ethyl-1H-lndol-3-yl)-4-oxobutanamide; 

N-(cls-4^[4^(dime%lamino)-5.67,8-tetrahydroquinazolin-2-yllamino}•cyclohe 

4- ylpropyl)-5-phenyl-1H-pyrro!e-3-carboxamide; 

N-(cjs-4-{[4-(dimethylamjno)-6,67,8-tetrahydroqulnazolin-2-yl]amino)K7cloh 
mlde; 

N-(cis-4-{[4-(dimethylamino)-5,673-tetrahydroquinazolln-2-yl]amino}K:ycloh 
acetamide; 

N2-benzoyl-N5-{cis-4^I4-(dimethylamino)-5,67,84etrahydroquinazolln-2-yl]amlno}cycl^ 
pylglutamamide; 

N-(cls-4-{[4-(dimethylamino)-5,67,8-tetiBhydroquinazolin-2-yl]amlno}K^^ 

N'-(cis-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquina2olin-2-yl]amino}-cyclohe^^ 

thyl]phthalamide; 

N-(cls-4^[4-(dimethylamino)-5.67,8-tetrahydroquinazolln-2-yl]amino)-c^ 
1 -[4-(methylsulf lnyl)benzylidene]-1 H-lnden-3-yl}acetamide; 

3- (benzyloxy)-N-(cls-4-{[4-(dimethylamlno)-5,67,84etrahydroqulna2olln-2-yl]amino^^ 
benzamlde; 

N-(cls-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroqulna2olin-2-yl]amino)-cyclohe 

N-(cis-4-{[4-(dimethylamlno)-5,67,8-tetrahydroquinazolln-2-yl]amino}K>yclohexyl)-^^ 

boxamide; 

N-(cis-4-{[4-(dimethylamino)-5,67,8-tetrahydroquinazolln-2-yl]amino)-cyclohexyl)-1^ 
role-2-carboxamide; 

5- chloro-N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroqulnazolin-2-yl]amino}cyclohex^ 
mide; 

N4(cis-4^[4-(dimethylamlno)-5.67,84etrahydroqulna2olln-2-yl]amino}-c^^ 

namlde; 

N-[(cis-4-{I4-(dimethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyO^ 
nyl)acetamide; 

N-[(cls-4^[4-(djmethylamino)-5,67,8-tetrahydroquina2olin-2-yl]amlno}-cyclohex^ 
luoromethyl)-3-furamide; 

N-[(cis-4^[4'(dimethylamlno)-5.67,8-tetrahydroquinazolin-2-yl]amlno}-<7cloh 
nicotinamide; and 

2,4,6-trichioro-N-[(cls-4-{[4-(dimethylamino)-6,67,8-tetrahydroquinazonn-2-yl]amino}cyclohe^^^ 
zamide; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 
42. The compound according to claim 29 wherein is selected from the group consisting of: 
(I) 0^.5 alkyi, and 

^1-5 at^l substituted by substituent(s) Independently selected from the group consisting of: 

• 0X0, 

• alkoxy carbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 
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halogen, 
•• Ci.5alkyl. 

C2.5 alkenyl, and 
•• C|_5 alkoxy, 

• C^.5alkytthjo, and 

• heterocyclyl, 

0>) ^3.6 cycloalkyi, and 

cycloalkyi substituted by carbocyclic aryl, 
(lii) carbocyctyl, 
(Iv) carfoocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected fronn the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• alkyl. 

• alkyl substituted by substituent(s) independently selected fronn the group consisting of: 

•• halogen, 
0x0, and 
•• carbocyclic aryl, 

• Ci ,5 alkoxy carbonyl, 

• alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocyclic aryl, 

• cycloalkoxy, 

• carbocyclic aryloxy, 

• mono-C^ .5 alkylamino, 

• di-C^.s alkylamino, 

• alkylthio, 

• 0^.5 alkytthio substituted by halogen, and 

• carbocyclic aryl, 

(v) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyl, 

• alkyl substituted by halogen, 

• alkoxy carbonyl 

• alkoxy carbonyl substituted by carbocyclic aryl, and 

• carbocyclic aryl; 

L is Fonmula (Vll); 
Y is -C(0)NR5-; 

wherein carbocyclic aryl Is phenyl or naphthyl; 
carbocyclyl Is indanyl, adamantly, or 9H-fluorenyl; 

heterocyclyl is 2,3-dihydro-benzo[1 ,4]dioxinyl, 3,4-dihydro-2H-benzo[b][1,4]dioxeplnyl, 4H-benzo(1 ,3] 
dioxinyl, benzo[1,3]dloxoIyi, furyl, Isoxazolyl. piperidyl. pyridyl, or thienyl; 
halogen Is fluoro, chtoro, bromo, or iodo; 

or a pharmaceutk:ally acceptable salt, hydrate, or solvate thereof. 



528 



EP1464 335 A2 

43. The compound according to claim 42 wherein R2 is methylamino or dimethylamino; p is 0; R3 and R4 are hydrogen; 
A is a single bond; B is a single bond or -CH2-: R5 is hydrogen; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

44. The compound according to claim 43 wherein is selected from the group consisting of: 

(i) C^.g allcyl, and 

0^.5 aikyi substituted by substituent(s) Independently selected from the group consisting of: 

• allcoxy carbonyi, 

• carbocyciic aryl, and 

• carbocyciic aryl substituted by halogen, 

(ii) carbocyciic aryl, and 

cartocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• alkyl. 

• allcyl substituted by halogen, 

• allcoxy, and 

• alkoxy substituted by halogen, 

(iii) heterocyclyl, and 

heterocyclyl substituted by ailcyi, and 
heterocyclyl substituted by carbocyciic aryl; 
wherein carbocyciic aryl is phenyl or naphthyl; 
heterocyclyl is isoxazolyl; 
halogen Is fluoro, chloro, bromo, or iodo; 

or a phamnaceutlcally acceptable salt, hydrate, or solvate thereof. 

45. The compound according to claim 1 selected from the group consisting of: 

N-(cis-4-{[4-{dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}K:yclohexyl)-N*-(2-ethyi-6-methylphe 
nyl)urea; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl]amlno)-cyclohexyl)-N'-(4-fluorophenyl)urea; 
N-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroqulnazolin-2-yl]amino)-cyclohexyl)-N'-mesitylurea; 
N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yi]amino)K:yclohexyl)-N'-(2,4,6-trlch!orop 
urea; 

N-{cls-4-{[4-(dimethyIamino)-5,6,7,8-tetrahydroquina2olln-2-yl]amino}K7clohexyO-N'-(2,4,6-tribromoph 
urea; 

N-(2,4-dibromo-6-fiuorophenyl)-N'-(cis-44[4-{dlmethylamlno)-5,6,7,8-tetrahydroquina20lin-2-yl]amino}cy- 
clohexyl)urea; 

N-(2,6-diethylphenyi)-N'-(cis-44{4-(dlmethylamino)-5,6,7,B-tetrahydroquinazoiin-2-yl]amlno}cydohexyl)u^^^ 
N-(2-chlorobenzyl)-N'-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolln-2-yl)amino}cyclohexyl)ure 
N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulna2olin-2-yl]amino)K:yclohexyO-N'-(2-ethyl-6-isop 
phenyl)urea; 

N-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquina20lin-2-yl]amino)-cyclohexyl)-N'-(2-ethylphenyl)urea; 
N-(cls-4-{[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolln-2-yl]amino)-cyclohexyl)-N'-(2-isopropyl-6HTie^ 
phenyl)urea; 

N-(24ert-butyl-6-methylphenyl)-N'-(ds-4^(4-(dimethylamino)-5,67,84e^^ahydroquinazol^n-2-yl]amin^ 
clohexyl)urea; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino)K:yclohexyl)-N'-(diphenylmethyl) 

N-(443romo-2,6-dimethylphenyl)-N'-{cis-4-{[4-{dimethyiamino)-5,6,7,8-tetrahydroquina2olin-2-yl]amino)cy- 

clohexyf)urea; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroquina2olin-2-yQamino)<:yclohexyi)-N'-(3-methyl-5-p 
lsoxazol-4-yi)urea; 
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N-(cls-4-{[4-(dlmethylamino)-5,6y,8-tetrahydroqulnazolin-2-yl]amino)K:yclohe^ 

N-(cis-4-{[4-{dimethylamlno)-5,67,8-tetrahydroqulnazolln-2-yllamjno)K:yclohe^^^ 

urea; 

N-(2,4-dibromophenyl)*N''(cis-4-{[4-(dimethylamino)-5,6J,8-tetrahydroquinazoiin-^^ 
urea; 

N-(2,4-dichlorobenzyt)-N'-(cis-4-{[4-(dimethylanriir)o)-5,6734etrahydroquinazolm 
urea; 

N-(2,4-dirnethoxypheriyl)-N'-(cis-4-{[4-(dirnethylarnino)-5,6J,84etrahydroquinazolin^^ 
urea; 

N-(cls-4-{[4-(dime%lamlno)-6,67,84etrahydroqulna2olin-2-yl]amino}-cyclohe)cyl)-N*-^^ 
N-(cis-4-[4-(dirr)ethylarnino)-5,67,84etrahydroquinazolin-2-yl]anriino}-cyclohexyl)-N*^ 
N-(cis-4-{[4-(dlnriethylamino)-5,67,8-tetrahydroquiriazolln-2-yl]amlno}K:yclohexyO-^ 
nyl)urea; 

N-(3,4-dirnethoxypheriyl)-N'-(cis-4-{[4-(dirnethylanfiino)-5,6,7.84etrahydroquinazoii^ 
urea; 

N-(4K;hloro-2-methylphenyI)-N'-(cls-4-{[4-{dimethylamlno)-5,67,8-tetrahydroquinazo 
clohexyl)urea; 

N-(cis-4-{[4-(dimethylarnino)-5,6,7,8-tetrahydroqumazolin-2-yl]amino)K:yclohe^^^ 

N-(cis-4-{[4'(dimethylamino)-5,6J,8-tetrahydroqumazolln-2-yl]amino}K:yclohexyl)-N'^ 

phenyl)urea; 

N-(5-chloro-2,4-dlrnethoxyphenyl)-N'-(cis-4^[4-(dlrnethylarnino)-5,6,7,84etrahydroqujn^ 
clohexyl)urea; 

N-[1-(4-brorTiophenyl)ethyl]-N'-(cis-4-{[4-(dirnethylamino)-5,67.8-tetrahydroquinazolin 
clohexyl)urea; 

N-{4-brorno-2-methylpheriyl)-N*-(cis-4-{[4-(dirnethylamino)-5,67,84etrahydroquinM^ 
c)ohexyi)urea; 

N-(cls-4-{[4-(dlrnethylanimo)-5,6,7,8-tetrahydroquinazolln-2-yl]amino}K:yclohexyl)-N'-(5-^ 
jsoxazol-4-yl)urea; 

N-(2,3-dichtorophenyi)-N'*(cis-4-{[4-(diniethylannino)-5,6y,84etrahydroquinazolin>2-^ 
urea; 

N-(cls-4-{[4-(dlmethylamino)-5,67,8-tetrahydroquinazolin-2-yl]amino}-cyclohexyl)-N^ 

N-(2,6-diisopropylphenyl)-N'-(cis*44[4-(dimethylamirio)-5.6J,8-tetrahydroqulnazolin'2-yl^^ 

urea; 

N-(cls-4-{[4-(dlmethylanilno)-5,67,8-tetrahydroquina2onn-2-yl]amino}-cyclohexyO 
urea; 

N-(2,5-dlrnethoxyphenyl)-N'-(cls-4-{[4-(dirnethylanrilno)-5,67,8-tetrahydroquinazolin 

urea; 

N-(4-bromo-2-chlorophenyl)-N'-(cis-44[4-(dimethylanriino)-5,67,84etrahydroqulnazolin-2-yl]am 
clohexyl)urea; 

N-(cls-4-{[4-(dimethylarnlno)-6,67,8-tetrahydroquinazolin-2-yl]amino)cyclohexyl)-N'-[2-^^^^ 
phenyljurea; 

N-[(cis-4^[4-(dimethyla^7^irlo)-5,6,73-tetrahydroquirlazolln-2-yl]arnlno}-cyclohexy 
phenyl)urea; 

N-(2,4-diftuorophenyl)-N'-[(cis-4-{[4-(dirTiethylanri[no)-5,6,734etrahydroquinazolin-2-yO^ 
methyljurea; 

N-[(cjs-4-{[4-(dirnethylanriino)-5,6J3-tetrahydroquinazolin-2-yl]amino}-c^^ 
6-methylphenyl)urea; 

ethyl N-({[(cis-4-{[4-(dirnethylamino)-5,6J,84etrahydroquinazolin-2-yl]-anilno}cyclohexy^^ 
onyl)leucinate; 

N-[(cis-44[4-(dinnethylanriirioV5,6J,8-tetrahydroquinazolin-2-yl]anriino}-cyclohe 
nyl)urea; 

N-[(cls-4-{[4-(djmethylam'mo)-5,6J,8-tetrahydroqulna2olin-2-yl]amino)-cyclohe^^ 
N-[(cis-4^[4-(dirnethylarnino)-5,6J,8-tetrahydroquinazolin-2-yl]amino}-cyclohex^ 
rophenyl)urea; 

N-[(cis-4^[4-(dimethylarnino)-5,6,7,8-tetrahydroquina2olin-2-yl]amino)-cyclohexy^ 
bromophenyl)urea; 

N-(2,6-diethylphenyl)-N'-[(cis-4^[4-(dl^^le%lamino)-5,6,7,8-tetrahydroqulnazolin-2-y^ 
thyqurea; 



530 



EP 1 464 335 A2 

N-[2K:hloro-6-(trifluoromethyl)phenyl]-N'-[(cis-44[4-(dimethylamino)-5,6y 
cyclohexyl)methyl]urea; 

N-(2K;hloro-6-methylphenyl)-N4(cls-4-([4-(dimethylamino)-5,6,7,B-tetrahydroquina20lin-^ 
clohexyl)methyqurea; 

N-[(crs-4-{[4-(dimethylamlno)-5,67,8-tetrahydroqulnazolin-2-yl]amino}-cyclo 
propylphenyl)urea; 

N-[(cls-4-{[4-(dlmethylamino)-5,67,8-tetrahydroqulnazolin-2-yl]amlno}-cyclo 
6-methylphenyl)urea; 

N-{2-tert-butyl-6-methylphenyl)-N4(cis-4-{[4-(dimethylamlno)-5.67,84e^ 
clohexyl)methyl]urea; 

N-(24erl-butylphenyO-N'-[(cls-44[4-(dlmethylamlno)-5,67,8-tetrahydroqulnazolin-^^ 
thyl]urea; 

N-(3-chloro-2-methylphenyl)-N'-[(cls-4^[4-(dimethylamino)-5,67,8-tetrahydroqui 
clohexyl)methyl]urea; 

N-(44Dromo-2,6-dimethylphenyl)-N'-[(cls-4-{[4-(dimethylamlno)-6,67,8-tetrahyd 
clohexyl)methyl]urea; 

N-(2,6-dllsopropylphenyl)-N4(cis-4-([4-(dimethylamino)-5,67,8-tetrahydroqulna20lin-2-yl]am 
methyl]urea; 

N-[(cis-4-{[4-(dimethylamino)-5,67,84etrahydroquinazolin-2-yl]amino}-cyclo^ 
6-nitrophenyl)urea; 

N-(2,6-dlbromo-4-fluorophenyl)-N'-[(cis-4-)[4-(dimethylamino)-5,67,84etrahydroquln 
clohexyOmethyQurea; 

N-(2,6>dichlorophenyl)-N'-[(cis-4-{[4-(dimethylammo)-5,6J,8-tetrahydroquinazolin-2-^^ 
methyl]urea; and 

1-(2,3-dlchloro-phenyl)-3-[cis-4-(4-dlmethylamlno-5.67.8-tetrahydro-quina20lin-2-ylam 
thyl]-urea; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
46. The compound according to claim 29 wherein is selected from the group consisting of: 
(i) a'ky'. 

C<|.8 alkyi substituted by substituent(s) independently selected from the group consisting of: 

• mono-C^.g alkyiamino, 

• di'C^.5 alkyiamino, 

• cycloalkyi, 

• cycloalkenyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• C1.5 alkyI, and 
C1.5 alkoxy, 

• heterocyclyl, 

(il) C2.5 alkynyl, 
(ill) C2.5 alkenyl, 

(iv) 63.^2 cycloalkyi, 

(v) carbocyclyl, 

(vi) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(8) Independently selected from the group consisting of: 

• halogen. 

• cyano, 

• nftro, 
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• ^1-10 ^11^' substituted by substituent(s) independently selected from the group consisting of: 
•• halogen, and 

•• 0X0, 

• carboxy, 

• alkoxy carbonyl, 

• 0^.5 alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
carbocycilc aryl, 

• carbocycilc aryioxy, 

• carbocycilc aryloxy substituted by nitro, 

• mono-C^.5 alkylamino, 

• di-C^.5 alkylamino, 

• alkoxy carbonylamino, 

• carbocyclic aryl azo, 

• carbocyclic aryl azo substituted by substituent(s) independently selected from the group consisting of: 

mono-C^.5 alkylamino, and 
•• di-C^.5 alkylamino. 

• 0^.5 alkylthio, 

• alkytthio substituted by halogen, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by nitro, 

• amino sulfonyl, 

• heterocyclyl sulfonyl, 

• Cg^ cycloalkyi, 

• cycloalkyi substituted by 0^.5 alkyi, 

• carbocyclic aryl, and 

• heterocyclyl, 

(vii) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• C1.5 alkyI, 

• alkoxy cart)onyl, 

• carbocyclic aryloxy, 

• carbocycilc aryl, and 

• heterocyclyl; 

L is Fonnula (VII); 
Y is -C(S)NR5-; 

wherein carbocyclic aryl is phenyl or naphthyl; 

carbocyclyl is indanyl, bicyclo[2.2.1]heptyl, bicyclo[2.2.1]heptenyl, or adamantly; 

heterocyclyl is 2,3-dihydro-ben2o[1,4]dioxinyl, 4,5,6,7-tetrahydro-ben2o[bJthieny], benzo[1 ,3)dioxolyl. 
benzo[2.1,3]thladiazolyl, furyl, isoxazotyl, morpholinyl, oxazolyl, phenanthro[9,10-d]oxazolyl, piperidyl, pyra- 
zolyl, pyridyl, tetrahydrofuryl, or thienyl; and 

halogen is fluoro, chioro, bromo, or lodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 46 wherein is methylamino or dimethylamino; p is 0; R3 and R4 are hydrogen; 
A is a single bond; B is a single bond or •CH2-: R5 is hydrogen; 
or a pharmaceutlcalty acceptable salt, hydrate, or soh^ate thereof. 
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48. The compound according to claim 47 wherein is selected from the group consisting of: 

(i) 0^.5 atkyi, and 

alkyl substituted by carbocycllc aryl, 
(it) carbocycllc aryl, and 

carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• 0^.5 alkyl, 

• alkyl substituted by halogen, 

• C^.galkoxy, 

• alkoxy substituted by halogen, 

• mono-C^.5 alkylamino, and 

• di-C<t.5 alkylamino; 

wherein carbocycllc aryl Is phenyl or naphthyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phanmaceutlcally acceptable salt, hydrate, or solvate thereof. 

49. The compound according to claim 1 selected from the group consisting of: 

N-(2,4-dlmethoxyphenyl)-N'-(cis-4-{[4-(dimethylamino)-5,6.7,84etrahydroquinazolln-2-yQamino}cyclohe^ 
thiourea; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetnahydroquinazolin-2-yl]amlno}-cyclohexyl)-N'-(3,4,5-trimethoxyph^ 
nyl)thiourea; 

N-(3,4-dlmethoxyphenyl)-N'-(cis-4-{[4-(dimethylamlno)-5,6,7,84etrahydroqulnazolln-2-yOamin 
thiourea; 

N-[4-(dimethylamino)-1-naphthyl]-N'-(cls-4-{[4-(dlmethylamino)-6,6,7,8-tetrahydroquinazolin-2-yl]amino}^^^ 
clohexyl)thlourea; 

N-(cls-4-{[4-(dlmethylamlno)-5.6,7,8-tetrahydroquinazolin-2-yl]amlno}'Cyclohexyl)-N*-(2-metho^^ 
phenyl)thiourea; 

N-(4-bromo-2-chlorophenyl)-N'-(cis-4^[4-(dimethylamino)-6,6,7,B-tetrahydroqninazolin-2-yl]am{no}cy- 
clohexyl)thiourea; 

N-(cis-4-{[4-(dimethylanilno)-5,6,7,8-tetrahydroquina2olin-2-yl]amino}K:yclohexyl)-N'-(4-lodopheny^ 

N-(cis-4-{[4-(dlmethylamino)-5,6,7.8-tetrahydroquina2olin-2-yl]amlno}Kyclohexyl)-N'-(2,4,6-trlbromophenyl) 

thiourea; 

N-(cls-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolin-2-yl]amlno)-cyclohexyl)-N'-(2,4,6-tri^ 
thiourea; 

N-(cis-4-{[4-(dimethylamino)-5,6,7,84etrahydroquinazolin-2-ylJamino}-<7clohexyl)-N'-mesitylth 

N-(cis-4-{[4-(dimethylamino)-5,6,7,8-tetrahydroqulnazolln-2-yl]amlno)K:yclohexyO-N'-(2,4-dlmethylphen 

thiourea; 

N-(2,6-diethylphenyl)-N'-(cls-4-{[4-(dimethylamino)-5,6,7,B-tetrahydrDquinazolin-2-yl]amino}cyclohexyl) 
thiourea; 

N-(4-bromo-2,6-dimethylphenyl)-N'-(cis-4-{[4-(dimethyIamino)-5.6,7,84etrahydroquinazolin-2-y!Jamlno}^^ 
clohexyl)thlourea; 

N-(4-bromo-2-methylphenyI)-N'-(cls-4-{[4-(dimethylamino)-5.6,7,8-tetrahydroquinazolln-2-yQamlno}^^ 
clohexyl)thiourea; 

N-[4-bromo-2-(trifluoromethyl)phenyi]-N'-(cis-4-{[4-(dimethylamlno)-6,8,7,8-tetrahydroquinM 
cyclohexyl)thiourea; 

N-(4-chloro-2-methylphenyl)-N'-(cis-4-{[4-(dlmethylamino)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}cy- 
clohexyl)thiourea; 

N-[4K}hloro-2-(trifluoromethyOphenyl]-N'-(cis-4-{[4-(dimethylamino)-5,6,7.8'tetrahydroqulnazolm 
cyclohexyt)thiourea; 

N-(cls-4-{[4-(dlmethylamlno)-6,6,7,8-tetrahydroqulnazoIln-2-yOamlno}-cyclohexyl)-N'-(4-fluoro-2H^ 
nyl)thiourea; 

N-(cis-4-{[4-(dlmethylamlno)-5,6,7,8-tetrahydroquina2olln-2-yl]amino}K:yclohexyl)-N'-(4-methoxy-2-^ 
phenyl)thlourea: 
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N-(5-chloro-2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamlno)-5,6,7,8-tetra^ 
clohexyl)thiourea; 

N-{2,4-dlbromo-6-fluorophenyl)-N-(cis-4^[4-(dimethylamino)-5,6,7,8-tetrahydroq^ 
clohexyOthiourea; 

N-(2,4-dichloro-6-methylphenyl)-N*-(cis-4^[4-(dimethyIamlno)-5,67,8-tetrahydroqui^ 
clohexyl)thiourea; 

N-(cis-4-{[4-(dlmethylamino)-5,67,8-tetrahydroqulnazolln-2-yl]amlno}<:yclohexyO^ 
rea; 

N-[4-bromo-2-(trifluoromethoxy)phenyl]-N•-(cis-4^[4-(dlmethylamlno)-5,67,84^^^ 
no}cyclohexyl)thjourea; 

N-(4-chloro-2,5-dimethoxyphenyl)-N'-(cls-4^[4-(dimethylamino)-5,6J,8-tetrahydroquina^^ 
clohexyl)thiourea; and 

N-(cls-4-{[4-(dimethylamlno)-5,6,7,8-tetrahydroquinazolin-2-yl]amino}K:yclohe^^^ 
thiourea; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

50. The compound according to claim 29 wherein is selected from the group consisting of: 

(1) C^.g alkyi, and 

^1-8 di^i substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• alkoxy, 

• alkoxy substituted by carbocycllc aryl, 

• carbocyclyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
nitro, and 
alkoxy, 

(ii) C2.5 alkenyl, 

(iii) carbocyclyl, 

(iv) carbocycllc aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyI, 

• alkyI substituted by halogen, and 

• alkoxy; 

L is Fonmula (VII); 
Y is -C(0)0-; 

wherein carbocycllc aryl is phenyl or naphthyl; 
carbocydyl is 9H-fluorenyl or menthyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phamnaceutbally acceptable salt, hydrate, or solvate thereof. 

51 . The compound according to claim 50 wherein Is methylamino or dimethylamino; p is 0; R3 and R4 are hydrogen; 
A is a single bond; B is a single bond or -CH2S 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

52. The compound according to claim 2 wherein Q is Formula (IV); p is 0; 

R^ is selected from the group consisting of: 
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(0 ^1-8 ^"^1* ^rid 

C^.e alkyl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• 0X0, 

• C^.5aikoxy, 

• alkoxy substituted by carbocycilc aryl, 

• C^.5 alkytearbonyloxy. 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by nitro, 

• carbocyclic aryloxy substituted by alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by 0^.5 alkyl, 

• C1.5 alkoxycarbonyl, 

• mono-C^ .5 alkylanni nocarbony I, 

• di-C^.5 alkylaminocarbonyl, 

• mono-C.|,5 alkylamino, 

• mono-Ci.5 alkylamino substituted by cyano, 

• mono-C^ .5 alkylamino substituted by carbocyclic aryl, 

• dl-C^.s alkylamino, 

• di-C<|.5 alkylamino substituted by cyano, 

• di-C^.5 alkylamino substituted by carbocyclic aryl, 

• mono-carbocyclic arylamino, 

• mono-carbocyclic arylamino substituted by 0^.5 alkyl, 

• di-carbocyclic arylamino, 

• di-carbocyclic arylamino substituted by alkyl, 

• alkoxycarbonylamino, 

• carbocyclic arylcarbonylamino, 

• alkylthio, 

• alkylthio substituted by substituent(s) Independently selected from the group consisting of: 
carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 
carbocyclic aryl substituted by 0^.5 alkoxy, 

• carbocyclic arylthio, 

• heterocyclylthio, 

• heterocyelylthio substituted by nitro, 

• heterocyclylthio substituted by alkyl, 

• cycloalkyi, 

• cycloalkenyl, 

• carbocyctyl, 

• carbocyclyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
- alkyl, 
alkoxy, 
C2.5 alkenyl, and 

•» C2.5 alkenyl substituted by substltuent(s) independently selected from the group consisting of: 
carbocyclb aryl. and 

carfoocyclk: aryl substituted by aikylsulfinyt, 

• carbocycilc aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
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hydroxy, 
nitro, 

- C1.5 alkyi, 

0^.5 aikyi substituted by substituent(s) independently selected from the group consisting of: 
0x0, 

carbocyciic aryl, and 
heterocyclyl, 

C2.5 alkenyl, 
alkoxy, 

alkoxy substituted by halogen, 

alkoxy substituted by carbocyciic aryl, 
•• carbocyciic aryloxy, 
carbocyciic aryl, and 
heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by subst(tuent(s) Independently selected from the group consisting of: 

alkyI, 

alky! substituted by carbocyciic aryl, 
C^,5 alkoxy, 
.5 alkoxy substituted by carbocyciic aryl, 
•» carbocyciic aryl, and 

- carbocyciic aryl substituted by halogen, 

(ii) C2.7 alkenyl, and 

C2.7 alkenyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyciic aryl, 

• carbocyciic aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• nitro, and 
C1.5 alkoxy, 

(lit) C2.5 alkynyl, and 

C2.5 alkynyl substituted by carbocyciic aryl, 

(iv) 63.3 cycioatkyt, and 

^3-6 cycloalkyi substituted by substltuent(s) independently selected from the group consisting of: 

• C1.5 alkyI, 

• alkyI substituted by 0x0, 

• alky I substituted by carbocyciic aryl, and 

• carbocyciic aryl, 

(v) carbocyclyl, 

(vi) carbocyciic aryl, and 

carbocyciic aryl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• nitro, 

• alkyl. 

• alkyl substituted by substrtuent(s) independently selected from the group consisting of: 
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•• halogen, 

0X0, 

carbocycllc aryloxy, 
carbocyclic aryl, and 
carbocyclic aryl substituted by alky), 

C1.5 alkoxy, 

alkoxy substituted by substltuent(s) Independently selected from the group consisting of: 
halogen, 

carbocyclic aryl, and 
halogenated carbocyclic aryl, 

C2-5 alkenyloxy, 
cycloaikoxy. 
carbocyclic aryloxy, 

Carbocyclic aryloxy substituted by alkoxy, 

alkoxycarbonyl, 
mono-C^.s alkylanDinocarbonyi, 
dhC^.5 alkyiaminocarbonyl, 

mono-C^.5 alkyiaminocarbonyl substituted by carbocyclic aryl, 
dl-C^.5 alkyiaminocarbonyl substituted by carbocyclic aryl, 
amino, 

mono-C^.g alkylamino, 
di-C^.s alkylamino, 

mono-C^.5 alkylamino substituted by cyano, 
di-Ci.5 alkylamino substituted by cyano, 
C2.5 alkynylcarbonylamino, 

C2.5 alkynylcarbonylamino substituted by carbocyclic aryl, 
(carbocycllc aryl)NHC(0)NH, 

(carbocyclic aryl)NIHC(0)NH substituted by 0^.5 alkoxy, 
(carbocyclic aryl)NHC(0)NH substituted by haloganated alkoxy, 
0^.5 alkylthio, 

alkylthio substituted by halogen, 
carbocyclic arylthio, 

carbocyclic arylthio substituted by cyano, 
mono-C^.5 alkylaminosulfonyl, 
di-C^.5 alkylaminosulfonyl, 
carbocyclic aryl, 
heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

- Ci,5 alkyl, 

carbocycllc aryl, and 
halogenated carbocyclic aryl, 

(vii) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 



halogen, 
nitro, 

C1.5 alkyl, 

alkyl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
hydroxy, 
•• C1.5 alkylthio, 

alkylthio substituted by carbocyclic aryl. 
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^ 0^.5 alkytthio substituted by halogenated carbocyclic aryl, 
carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 
heterocyclyl, 

• alkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by alkyi, 

• CLsalkylthio, 

• C2.5 alkenylthio, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by C^.g alkoxycarbonyl, 

• 0^.5 atkylsulfonyl, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by 0^.5 alkyi, 

• C^^ alkoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
nitro, 

alkyi, and 

alkyi substituted by halogen, 

• heterocyclyl; 

wherein carbocyclic aryl is phenyl, naphthyl, or anthranyl; 

carbocyclyl is 1,2,3,4-tetrahydronaphthyl, 1-oxo-indanyl, 9-fluorenyl, 9-oxo-9H-fluorenyl. blcyclo[2.2.1] 
heptyl, Indenyl, or menthyl; 

heterocyclyl is 1 ,2,3-triazolyl, 1H-indolyl, IH-pyrrolyl, 2,3-dihydro-1-oxo-lsolndolyl, 2.3-dihydro-benzo 
[1.4]dloxlnyl. 2,3-dihydro-benzofuryl, 2,4-dihydro-3-oxo-pyrazotyl, 2H-benzopyranyl, 2-oxo-benzopyranyl, 
3,4-dihydro-2H-benzo[b][1 ,4]dioxeplnyl. 4-oxo-1 ,5,6,7-tetrahydro-indolyl, 4-oxo-benzopyranyl, carbazolyl. 
9H-xanthenyl, benzo[1 ,3]dloxolyl, benzo[2,1,3loxadiazolyl, benzo[1 ,2.5]oxadlazolyl, ben2o[bJthlenyl, benzo- 
furyl, benzothlazolyl, furyl, Imlda20[2,1 -bjthiazolyl, imidazolyl, isoxazolyl, morpholino, pyrazolyl, pyridyl, pyrim- 
Idyl, quinolyl, quinoxalyl, thiazolyl, orthienyl; and 

halogen Is fluoro, chloro, bromo, or lodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 
53. The connpound according to claim 52 wherein is selected from the group consisting of: 
(i) C^.y alkyI, and 

alkyI substituted by substituent(s) independently selected from the group consisting of: 

• alkoxy, 

• alkoxy substituted by carbocyclic aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• mono-Ci.5 alkylamino, 

• mono-Ci.5 alkylamino substituted by substltuent(s) Independently selected from the group consisting of: 

•• cyano, and 
•• carbocyclic aryl, 

• di-C^.s alkylamino, 

• di-Ci.5 alkylamino substituted by substituent(s) Independently selected from the group consisting of: 

cyano, and 
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carbocyclic aryl, 

• mono-carbocycllc arylamino, 

• di-carbocyclic arylamino, 

• mono-carbocyclic arylamino substituted by allcyl. 

• di-carbocyjjic arylamino substituted by C^.g alkyi, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) Independently selected from the group consisting of: 

•• halogen, 

alkyi, and 
Ci.5alkoxy, 

(ii) C2.7 alkenyl, and 

C2.7 alkenyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by 0^.5 alkoxy, 

(iil) C2.5 alkynyl, and 

C2.5 alkynyl substituted by carbocyclk: aryl, 
(iv) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent{s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano, 

• CLsalkyl, 

• alkyI substituted by halogen, 

• C1.5 alkoxy, 

• 0^.5 alkoxy substituted by substltuent(s) independently selected from the group consisting of: 

•• halogen, 

•• carbocyclic aryl, and 

•• carbocyclic aryl substituted by halogen, 

• C2.5 alkenyloxy, 

• mono-C^.5 alkylamino, 

• di-Ci.5 alkylamino, 

• mono-C^.g alkylamino substituted by cyano, 

• dl-C^.5 alkylamino substituted by cyano, 

• Ci.5alkylthio, and 

• alkylthio substituted by halogen, 

(v) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C,.5 alkyi, 

• alkyI substituted by hydroxy, 

• 0^.5 alkoxy. 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by C^.g alkoxycarbonyl, 

• .5 alkoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 
•• halogen, 
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•• Ci.5 alkyi, and 

alkyl substituted by halogen; 

L IS Formula (VII); 

Y Is a single bond or -CH2-; 

wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl is 1 Wndolyl, lAY-pyrrolyl, 2,3-dihydro-benzotl ,4]dioxinyl, 4-oxo-benzopyranyI, 9/^carba- 
zolyl, benzo[1.3ldloxolyl, benzo[b]thlenyl. furyl, lmidazo[2.1-b]thiazolyl, pyrazolyl. pyridyl. or thienyl; and 
halogen Is fluoro, chloro, bromo, or iodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 

54. Tlieconfipound according to claini 53 wherein R2 is methylannino, or dinriethylamino;p Is 0; Rsand R4 are hydrogen; 
A is a single bond; B is a single bond or -CH2-; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 

55. The compound according to claim 54 wherein Is selected from the group consisting of: 

(i) C2.5 alkenyl, and 

C2.5 alkenyl substituted by carbocyclic aryl, 

(ii) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• alkyi, 

• C1.5 alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

carbocyclic aryl, and 

carbocyclic aryl substituted by halogen, 

• C2.5 alkenyloxy, 

• mono-Ci.5 alkylamino, 

• di-Ci.5 alkylamino, 

• mono-C^.g alkylamino substituted by cyano, and 

• dl-C^.g alkylamino substituted by cyano, 

(iii) heterocyclyl, and 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• Ci.5alkyl, 

• 0^.5 alkoxy, 

• alkoxycarbonyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

•• halogen, 

•• C1.5 alkyI, and 

C^.g alkyI substituted by halogen; 

wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl is 1H-indolyl, 9>fcarbazolyl, benzo[1 ,3]dioxolyl, pyrazolyl, or pyridyl; and 
halogen is fluoro, chloro, bromo, or Iodo; 

or a pharmaceutteally acceptable salt, hydrate, or solvate thereof. 



540 



EP 1 464 335 A2 



56. The compound according to claim 55 wherein Is selected from the group consisting of: 

(I) C2.5 alkenyl, and 

C2.5 alkenyl substituted by carbocycllc aryl, 

(II) carbocycllc aryl, and 

carbocycllc aryl substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• C1.5 alkyi, 

• alkoxy, 

• .5 alkoxy substituted by halogen, 

• C2.5 alkenyloxy, 

(ill) heterocyclyl, and 

heterocydyl substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyi, 

• alkoxy, 

• 0^.5 alkoxycarbonyl, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by 0^.5 alkyI, and 

• carbocycllc aryl substituted by halogenated 0^.5 alkyi; 

wherein carbocycllc aryl Is phenyl or naphthyl; 

heterocyclyl Is IH-lndolyl. QH-carbazolyl. ben2o[1 .3]dloxolyl, orpyrazolyl; and 
halogen Is fluoro, chloro, bromo, or iodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 

57. The compound according to claim 1 selected from the group consisting of: 

N2-(cis-4-{[(6-bromo-1H-indol-3-yl)methyl]amino}cyclohexyl)-N^,N^-dimethylpyrimldm^^ 

N2-[cis-4-({[5-(4-fluorophenyl)pyridln-3-yl]methyl}amino)cyclohexyI]-N4,N^-dimethy 

ethyl 4,6-dichloro-34[(cis-4-{[4-(dlmethylamlno)pyrlmldln-2-yl]amlno}-cyclohexyl)amlno]meth 

2-carboxylate; 

N2-(cis-4-{[(2.6-dimethoxybenzyl)amino]methyl}cyclohexyl)-N^N^-dimethylpyrimidine-2,4-diamine; 

N2-(cis-4-{[(2-ethoxybenzyl)amino]methyOcyclohexyl)-N4,N^-dimethylpyrlmidlne-2,4-dlamine; 

N2-[cls-4-({[(4-methoxy-1-naphthyl)methyl]amino}methyl)cyclohexyl]-N4,N4.dlmethylp 

N2^cls-4-({[(5-methoxy-1H-lndol-3-yl)methyl]amlno}methyl)cyclohexyl]-N^,N*-dlmethylpyrim 

amine; 

N2-[cis-4-({[(2-methoxy-1-naphthyl)methyl]amino}methyl)cyclohexyl]-N^,N*-dimethylpyrimidine-2,^ 
4-bromo-2-({[(cls-4-{[4-(dlmethylamlno)pyrimidln-2-yl]amlno}-cyclohexyl)methyl]amino}methyl)-^^^ 
phenol; 

N2-[cis-4-({[(6-bromo-1HHndol-3-yl)methyl]amlno}methyl)cyclohexyl]-N^,N*-dlmethyl^^^^ 

N2-(cis-4-{[(2,4-dimethoxybenzyl)amino]methyl)cyclohexyl)-N4,N'*-dimethylpyrlmidine-2,4-diam 

N^,N^-dimethyl-N2-(cis-4-{[(2,3,44rimethoxybenzyOamino]methyl)-cyclohexyl)pyrimjdine-2,4-diamine; 

N2-(cls-4-{[(3-ethoxy-4-methoxyben2yl)amino]methyl}cyclohexyl)-N^N^-dimethylpyrimjdine-2,4-^ 

N^,N^-dlmethyl-N2-(cls-4-{[({3-(4-(trifluoromethyl)phenyl]-1H-pyrazol-4-yl}methyl)amino]methyl^^ 

pyrimidine-2,4-diamine; 

N4,N*-dimethyl-N2-(cis-4-{[(3,4,5-trimethoxyben2yl)amlno]methyl)-cyclohexyl)pyriml^ 

4-({[(cis-4^[4-(dimethylamino)pyrimidin-2-ylIamlno}cycIohexyl)-methyl)amlno}methyl)-2-iodo^ 

nol; 

4-({[(cis-4^[4-(dimethylamino)pyrimidin-2-yl]ammo}cyclohexyl)methyl]-amlno)methyl)-2,6-^ 
N2-(cls-4-{[(5-bromo-2,4-dimethoxybenzyl)amino]methyl)cycIohexyl)-N^,N^-dimethyl^^ 
N2-(cis-4-{[(5-bromo-2-methoxybenzyOamlnolmethyl}cyclohexyO-N*,N^-dimethylpyrimidine-2.4-d^ 
N2^cls-4-({[4-(dlethylamino)benzyllamlno)methyOcyclohexyl]-I^.N*-dimethylpyrlmidine-^ 
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N2-[cis-4-({[(9-ethyl-9H-cailDazol-3-yl)methyl]amino}methy()cyclohexyl]-N^,N^^^ 
amine; 

N2-(cis-4-{[(4HSopropoxybenzyl)amino]methyI}cyclohexyl)-N*,N^-dimethylpyrimidine-2 

N2-(cis-4-{[{3,3-diphenylprop-2-en-1-yl)amino]methyQcyclohexyl)-N'*,N^-dimethy^ 

4-({[cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amlno}cyclohexyl)methyl]-am 

N2-{cis-4-[({[4-(dimethylamlno)-1-naphthyl]methyl}amino)methyl]-cycloh 

2,4-dlamine: 

N^,N^-dlmethyl-N2-(cls-4-{[(2,4,6-trimethoxyben2yl)amino]methyl}-cyclohexyl)pyrim 

N2-(cis-4-{[(5-bromo-2-ethoxybenzyl)amino]methyl}cyclohexyl)-N^,l^^ 

N2-(cis-4-{[(2,4-dlmethoxy-3-methyIbenzyl)amino]methyl}cyclohexyl)-N'^,N*-dim 

N2-(cls-4-{[(2,5-diethoxybenzyl)amlnolmethyl}cyclohexyl)-N^,N^-dlmethylpyrimldine-2 

N2-(cis-4-{[(2,4-dlethoxyben2yl)amlno]methyl}cyclohexyl)-N*,N'^-dlmethylpyrim 

N2.(cis-4-{[(3,5-dlbromo-2-methoxybenzyl)amino]methyl}cyclohexyl)-N*.N^ 

N'^,N^-dimethyl-N2-(cis-4-{[(2,4,5-triethoxybenzyl)amino]methyQ-cyclohexyf)pyrimidine 

N^,N'^-dimethyl-N2-(cis-4-{[{2,4,6-trimethoxybenzyl)amino]methyl}-cyclohe)(yl)pyri 

N2-[cis-4-({[2-(allyloxy)benzyl]amino}methyl)cyclohexyq-N^,N'^-dimethylpyri^ 

N^,N^-dimethyl-N2-[cls-4-({[(1-methyl-1H-indol-3-yl)methyl]amino}-met^^ 

amine; 

N2-[cis-4-({[(7-methoxy-1 ,3-benzodioxol-5-yl)methyl]amlno}methyl)-cyclohexyl]-ISK.N*-dlmethylpyrimidine- 
2,4-diamine; 

N2-(cis-4-{[(3-bromo-4,6-dimethoxybenzyl)amjno]methyl}cycIohexyl)-N^,N*-dimethylpyrimldln 

N2-(cis-4-{[(4-methoxy-3-methylbenzyl)amlno]methyl)cyclohexyl)-N'^,N^-dimethylpyrimldine^ 

N2-(cis-4-{[(2-bromo-4,5-dimethoxybenzyl)amino]methyl}cyclohexyl)-N^,N^-dimethylpyrimidine-^ 

N2-(cls-4-{[(3,4-dlmethoxybenzyl)amlno]methyl}cyclohexyl)-N*,N*-dimethylpyrimidlne-2,4^ 

N2-(cls-4-{[(4-methoxy-2,6-dlmethyIbenzyl)amino]methyl}cycIohexyl)-N^,N^-dimethylpyrim 

3- [[4-({[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)-methyl]amlno}meth^ 
no]propanenitrile ; 

N2^cis-4-[({4-[(4-bromobenzyl)oxy]benzyl}amino)methyl]cyclohexyl}-N'^,N^-dimethyfpyrimidine-2,4-dl^ 
N2-(cis-4-{[(3,6-dibromo-2-ethoxybenzyl)amino]methyl}cyclohexyl)-N^N^-dimethylpyrimidin 
N2-[4-(4-bromo-24rifluoromethoxy-benzyl)amlno-cyclohexyll-N*,N*-dimethyl-pyrimldine-2,4-di^ 
N24cis-4-[2-(4-bromo-2-trifluoromethoxyi3henyl)-ethylamino]K:yclohexyl}-N4,N^-dlmethy^ 
2,4-diamine ; and 

N24cis-4-[(4-bromo-2-triftuoromethoxy-benzyl)amino-methyl]-cyclohexyl}-N*,N^-dimethyl-^^ 
amine; 

or a phamnaceutically acceptable sait, iiydrate, or solvate thereof. 

58. The compound according to claim 57 selected from the group consisting of: 

ethyl 4,6-dlchloro-3-{[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}-cyclohexyl)amlno]methyl]-1H-i 
2-carboxylate; 

N2-[cis-4-({[(4HTiethoxy-1-naphthyl)methy(]amino}methyl)cyclohexyl]-N^,N'^-dimethylpyrimi 
N2-[cis-4-({[(2HTiethoxy-1-naphthyl)methyl]amlno}methyl)cyclohexyl]-N^,N^-dimethylpyrimidi 

4- bromo-2-({[(cis-4-{[4-(dlmethylamino)pyrlmldin-2-yl]amlno}-cyclohexyl)methyl]amino}methyl)-6-methoxy- 
phenol; 

N2-[cls-4-({[(5-bromo-1H-indol-3-yl)methyl]amino}methyl)cyclohexyl]-N^,N^-dimethylpyrlmidine-^ 

N^,N*-dlmethyl-N2-(cis-4-{[(2,3,4-trimethoxybenzyl)amino]methyl]-cyclohexyl)pyrimldine-2,4-dlamine; 

N2-(cls-4-{[(3-ethoxy-4-methoxybenzyl)amlno]methyl}cyclohexyl)-N'*,N^-dimethy!pyrimldine-2,4-dlamine; 

N^,N*-dimethyl-N2-(cis-4-{[({3-[4-{trifluoromethyl)phenyl]-1H-pyrazol-4-yl)}methyl)amino]meth^ 

pyrimldine-2,4-d(amine; 

4-({[(cis-4^[4-(dimethylamlno)pyrimldin-2-yl]amino)cyclohexyl)methyl]-amino)methyl)-2-iodo-6-methoxy^ 
nol; 

4-({[(cls-4^[4-(dlmethylamino)pyrimidin-2-yl]amlno}cyclohexyl)methyI]-amino)methyl)-2,6-dimethylphenoh 

N2-(cls-4-{[(5-bromo-2,4-dimethoxybenzyl)amlno]methyl}cyclohexyl)-N'^,N*-dimethylpyrimidi^ 

N2.(cis-4-{t(5-bromo-2-methoxybenzyl)amlno]methyl}cyclohexyl)-N*,N^-dimethylpyrlmidine-2,4-diamine 

N2-[cls-4-({[(9-ethyl-9H-carbazol-3-yl)methyl]amino}methyl)cyclohexyl]-N^,N^dimethylpyrlmid^ 

amine; 

N2-(cls-4-{[(3,3-dlphenylprop-2-en-1-yi)am!nolmethyl}cyclohexy!)-N^.N^imethylpyrimidlne-2,4<lia^ 



542 



EP1464 335 A2 



N^,N^-dimethyl-N2-(cis-4-{[(2,4,6-trimethoxybenzyl)amino]methyl^^ 

N2-(cis-4-{[(5-bromo-2-ethoxybenzyl)amlno]me%l}cyclohexyl^^^ 

N2-(cls-4-{[(2,4-dimethoxy-3-methylben2yl)amlno]methyl}cyclohexyl)-N^,N*di^ 

N2.(cls-4-{[{2,5-dlethoxybenzyl)amlno]methyl}cyclohexyl)-N*,N^lmethylpyrl^ 

N2.{cis-4-{[(3,5-dibromo-2-metho)(yben2yl)amlno]methyl)cyclohexyl)-l^,^^ 

N4,N^-dimethyl-N2-(cls-4-{[(2,4,5-triethoxybenzyl)amjno]methyQcycloh0xyl)pyri 

N2-[cis-4-({[2-(allyloxy)benzyl]amino}methyl)cyclohexyO-N^,N^dimet^ 

N2-[cls-4-({[(7H7iethoxy-1,3-benzodioxol-5-yl)methyl]amino 

2,4-diamine; 

N2-(ds-4-{[(3-bromo-4.5-dlmethoxyben2yl)amino]methyl)cyclohexyl)-N^,N^d^ 
N2^cis-4-[2-(4-bromo-2-trifIuoromethoxyi)henyl)-ethylamino]-cyclohexyl}-N*,N^ 
amine; and 

N2^ds-4-[(4-bromo-2-ti1fluoromethoxy-benzyl)amlno-nfiethyl]-cyclo 
amine; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 
59. The compound according to claim 52 wherein is selected from the group consisting of: 
(i) alkyi, and 

alkyl substituted by substituent(s) independently selected from the group consisting of: 

• 0X0, 

• allcoxy, 

• 0^.5 alkoxy substituted by carbocyclic aryl, 

• .5 alkylcarbonyloxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by nitro, 

• carbocyclic aryloxy substituted by alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by alkyl, 

• mono-C^.s alkylaminocarbonyl, 

• dl-Ci.5 alkylaminocarbonyl, 

• mano-C^.g alkylamino, 

• cli-C^.5 alkylamino, 

• Mono-carbocyclic arylamino, 

• di-carbocyclic arylamino, 

• mono-carbocyclic arylamino substituted by halogen, 

• di-carbocyclic arylamino substituted by halogen, 

• carbocyclic arylcarbonylamino, 

• alkoxycarbonylamino, 

• C1.5 alkylthio, 

• 0^.5 alkylthio substituted by substituent(s) independently selected from the group consisting of: 

carbocyclic aryl, and 

«• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
C1.5 alkoxy, 

• carbocyclic arylthio, 

• heterocyclylthio, 

• heterocyclylthio substituted by C^.g alkyl, 

• heterocyclylthio substituted by nitro, 

• 63^ cycloalkyi, 

• cycloalkenyl, 

• carbocyclyl, 
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• carbocyciyi substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

- alkyi, 
alkoxy, 

C2.5 alkenyl, and 

C2.5 aikenyl substituted by substituent(s) independently selected from the group consisting of: 
carfoocycllc aryl, and 

carbocyclb aryl substituted by alkylsulfinyl, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• hydroxy, 
•• nitro, 

- alkyI, 

0^.5 alkyI substituted by substituent(s) Independently selected from the group consisting of: 
0x0, 

carbocyclte aryl, and 
heterocyclyl, 

•• C^.5 alkoxy, 

alkoxy substituted by halogen, 

alkoxy substituted by carbocyclb aryl, 
•• carbocyclic aryloxy, 
•• carbocyclic aryl, and 
•• heterocyclyl, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

- alkyi, 

- alkyI substituted by carbocyclic aryl, 
•• 0^.5 alkoxy, 

•• C1.5 alkoxy substituted by carbocyclic aryl, 
•• carbocyclic aryl, and 

carbocyclic aryl substituted by halogen, 

(ii) C2.5 aikenyl, and 

C2.5 aikenyl substituted by substjtuent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
•• nitro, 

(iii) C^Q cycloalkyi, and 

cycloalkyi substituted by subst{tuent(s) independently selected from the group consisting of: 

• C1.5 alkyI, 

• C).5 alkyI substituted by substltuent(s) Independently selected from the group consisting of: 

•• 0x0, and 

•• carbocyclic aryl, and 
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• carbocyclic aryl, 

(fv) carbcx:yclyl, 

(v) carbocyclic aryi, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• cyano. 

• nitro, 

• alkyi, 

• allcyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
0x0, 

carbocyclic aryloxy, 
carbocyclic aryl, and 
•• carbocyclic aryl substituted by C^.g allcyl, 

• alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, and 
carbocyclic aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• mono-C^.g alkylaminocarbonyl, 

• di-C^.5 alkylamlnocarbonyl, 

• mono-C^.5 aikylaminocarbonyl substituted by carbocyclto aryl, 

• di-C^.5 aikylaminocarbonyl substituted by carbocyclic aryl, 

• amino, 

• mono-C^.g alkylamino, 

• di'C^.5 alkylamino, 

• C2.5 alkynylcarbonyiamino, 

• C2.5 alkynylcarbonyiamino substituted by carbocyclic aryl. 

• (carbocyclic aryl)NHC(0)NH, 

• (carbocyctk: aryl)NHC(0)NH substituted by 0^.5 alkoxy, 

• (carbocyclic aryl)NHC(0)NH substituted by haloganated 0^.5 alkoxy, 

• alkylthio, 

• alkylthio substituted by halogen, 

• carbocyclic arylthio, 

• carbocyclic arylthio substituted by cyano, 

• mono-C^.s alkylaminosulfonyl, 

• di-C^.5 alkylaminosulfonyl, and 

• carbocyclic aryl, 

• carbocyclic aryl substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

- alkyi, 

M carbocyclic aryl, and 

halogenated carbocyclic aryt, 

(vl) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 
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• nitro, 

• alkyi, 

• ^1-5 a**^* substituted by substituent(s) Independently selected from the group consisting of: 

• •halogen, 

• • C^.g alkylthio, 

• 0^.5 alkylthio substituted by carbocycllc aryl, 

• •C1.5 alkylthio substituted by halogenated carbocyclfc aryl, 

• • carbocycllc aryl, 

• •carbocycllc aryl substituted by halogen, and 

• • heterocyclyl, 

• C1.5 alkoxy, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by halogen, 

• carbocycllc aryloxy substituted by C^.g alkyI, 

• alkylthio, 

• C2.5 alkenylthio, 

• carbocydic arylthio, 

• alkylsulfonyl, 

• carbocydic arylsulfonyl, 

• carbocydic arylsulfonyl substituted by 0^.5 alkyI, 

• carbocycllc aryl, 

• carbocycllc aryl substituted by substituent(s) independently selected froni the group consisting of: 

•• halogen, 
•• nitro, and 
- Ci.5alkyl, 

• heterocyclyl; 

L is Fonnula (VII); 
Y Is -C(0)-; 

wherein carbocydic aryl Is phenyl, naphthyl, oranthranyl; 

carbocyclyl is 1 ,2.3,4-tetrahydronaphthyl, 1-oxo-indanyl, 9-oxo-9Hfluorenyl, or indenyl; 

heterocyclyl is 1 ,2,3-tria2olyl, 1/^indolyl, 1H-pyrrolyl, 2,3-dlhydro-1oxo-isoindolyl, 2,3-dlhydro-benzofu- 
ryl, 2,4-dihydro-3-oxo-pyrazolyl. 2H-ben2opyranyl, 2-oxo-benzopyranyl. 4-oxo-1,5,6,7-tetrahydro-indolyl, 9hh 
xanthenyl, ben2o[1 ,3]dloxolyl, benzo[2,1,3]oxadiazoIyl, benzo[1 ,2,6]oxadia2olyl, benzo[b]thlenyl, benzofuryl, 
benzothiazolyl, fury), imidazolyl. isoxazolyl, morpholino, pyrazolyl, pyridyl. pyrimldyl, quinolyl, quinoxalyl, thi- 
azolyl, or thienyl; and 

halogen Is fluoro, chloro, bromo, or lodo; 

or a pharmaceuticalty acceptable salt, hydrate, or solvate thereof. 

60. The compound according to claim 59 wherein is hydrogen, trifluoromethyl, methoxy. methylamino, dlmethyl- 
amino, ethylamino. ethylmethylamino, or hydroxylethylmethylamino; p Is 0; R3 and R4 are hydrogen; A is a single 
bond; B is a single bond or -CHg-; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

61. The compound according to claim 60 wherein R^ is selected from the group consisting of: 

(1) Ci,5 alkyI, and 

alky! substituted by substltuent(s) independently selected from the group consisting of: 

• 0x0, 

• carbocydic aryloxy, 

• carbocydic aryloxy substituted by halogen. 

• carbocycllc aryloxy substituted by alkoxy, 
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• mono-Ci.5 alkylaminocarbonyl, 

• GII-C1.5 alkyiaminocarbonyt, 

• mono-C^.5 alkylamino, 

• di-C^.5 alkylamino, 

• mono-carbocyclic arylamino, 

• dl-carbcx:yclic arylamino. 

• mono-carbocyclic arylamino substituted by halogen, 

• di-carbocyclic arylamino substituted by halogen, 

• carbocyciic arylcarbonylamino. 

• C^.5allcylthio. 

• cycloalkyl. 

• carbocyclyl, 

• carbocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 

- q.5allcyl, 

03,5 alkenyl, and 

•• C2.5 alkenyl substituted by substltuent(s) independently selected from the group consisting of: 
carbocyclte aryl, and 

carbocyciic aryl substituted by alkylsulfinyl, 

• carbocyciic aryl, 

• carbocyciic aryl substituted by substituent(8) independently selected from the group consisting of: 

•• halogen, 
hydroxy, 
•• nitro, 

- Ci.5alkyl, 

alkyl substituted by substituent(s) independently selected from the group consisting of: 
0x0, 

carbocyclk: aryl, and 
heterocyclyl, 

•• alkoxy, 

alkoxy substituted by halogen, 

• heterocyclyl, and 

• heterocyclyl substituted by substltuent(s) Independently selected from the group consisting of: 

- alkyl, 
carbocyciic aryl, and 

carbocyciic aryl substituted by halogen, 

(ii) C2.5 alkenyl, and 

C2.5 alkenyl substituted by substltuent(8) independently selected from the group consisting of: 

• carbocyciic aryl, 

• carbocyciic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
•• nitro, 

(ill) carbocyclyl, 

(iv) carbocyciic aryl, and 

carbocyciic aryl substituted by substltuent(s) independently selected from the group consisting of: 
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• halogen, 

• hydroxy, 

• nitro, 

• alkyi, 

• allcyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• 0x0, and 
•• Carbocycllcaryl, 

• Ci.5allcoxy, 

• alkoxy substituted by substltuent(s) Independently selected from the group consisting of: 

•• halogen, and 
•• caitocycllc aryl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• mono-C^.s alkylaminocarbonyl, 

• di-C^,5 alkylaminocarbonyl, 

• mono-C^.5 alkylaminocarbonyl substituted by carbocyclic aryl, 

• di-C^.g alkylaminocarbonyl substituted by carbocycik: aryl, 

• mono-C^.5 alkylamino. 

• dl-C^.5 alkylamino, 

• C2.5 alkynylcarbonylamino, 

• C2.5 alkynylcarbonylamino substituted by carbocyclic aryl, 

• mono-Ci.5 alkylamlnosulfonyi, and 

• di-C^.s alkylamlnosulfonyi, 

(v) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C,.5 alkyI, 

• all^i substituted by substltuent(s) independently selected from the group consisting of: 

alkylthio, 

•• alkylthio substituted by carbocyclic aryl, 

alkylthio substituted by halogenated carbocyclic aryl, 
•• carbocyclic aryl, 

carbocyclic aryl substituted by halogen, and 

heterocyclyl, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by 0^.5 alkyI, 

• 0^.5 alkylthio, 

• 0^.5 alkylsuifonyl, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by C^.g alkyI, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• nitro, and 
alkyl. 
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• heterocyclyl; 

wherein carbocycllc aryl is phenyl or naphthyl; 
carbocyclyl is 1-oxo-lndanyl, 9-oxo-9H-fluorenyl, orindenyl; 

heterocyclyl is 1 ,2,3-triazolyl, 1 H-lndolyl, 1 H-pyrrolyl; 2,3-dlhydro-benzofuryl, 2H-benzopyranyl, 9Af xan- 
thenyl, ben2o[2,1,3]oxadlazolyl, benzo[1 ,2,5]oxadia2olyl, benzo[b]thlenyl. furyl, Isoxazolyl. morpholino, pyra- 
zolyl, pyridyl, quinolyl, quinoxalyl, thiazolyl, orthlenyl; and 

halogen Is fluoro, chloro, bromo, or iodo; 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
The compound according to claim 61 wherein is selected from the group consisting of: 
(!) C1.5 alkyi, and 

alkyI substituted by substituent(s) independently selected from the group consisting of: 

• 0x0, 

• carbocycllc aryloxy, 

• carbocycllc aryloxy substituted by halogen, 

• carbocycllc aryloxy substituted by C^.g alkoxy, 

• mono-C^.galkylamino, 

• dl-C^.g alkylamino, 

• mono-carbocycllc arylamino, 

• dl-carbocyclic arylamino, 

• mono-carbocycllc arylamino substituted by halogen, 

• dl-carbocyclic arylamino substituted by halogen, 

• alkylthio, 

• carbocycllc aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
•• hydroxy, 

- C1.5 alkyi. 

•• alkoxy, and 

alkoxy substituted by halogen. 

• heterocyclyl, and 

• heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

- C1.5 alkyI, 

•• carbocyclic aryl, and 

carbocyclic aryl substituted by halogen, 

(ii) ^2-5 a^kenyl, and 

C2.5 alkenyl substituted by substituent(s) Independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by nitro, 

(iii) carbocyclyl, 

(iv) carbocyclic aryl, and 

carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• nitro, 

• alkyI, 

• C).5 alkyI substituted by halogen. 
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• C,.5 alkoxy, 

• alkoxy substituted by halogen, 

• alkoxy substituted by carbocyclic aryi, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by 0^.5 alkoxy, 

• mono-Ci .5 alkylaminocarbonyl, 

• dl-C^.5 alkylaminocarbonyl, 

• mono-C^.g alkylaminocarbonyl substituted by carbocyclic aryl, 

• dl-C^.s alkylaminocarbonyl substituted by carbocyclic aryl, 

• mono-C|.5 alkylamlnosutfonyl, and 

• di-C).5 alkylamlnosutfonyl, 

(v) heterocyclyl. and 

heterocyclyl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• nitro, 

• C1.5 alkyi, 

• alky! substituted by substituent(s) Independently selected from the group consisting of: 

0^.5 alkylthio, 
•• alkylthio substituted by carbocyclic aryl, and 
•• alkylthio substituted by halogenated carbocyclic aryl, 

• Carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by halogen, 

• carbocyclic aryloxy substituted by C^.g alkyI, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by halogen, 

• carbocyclic aryl substituted by nitro, and 

• heterocyclyl; 

wherein carbocyclic aryl Is phenyl or naphthyl; 
carbocyclyl is 1-oxo-indanyl; 

heterocyclyl is 1,2,3-trla2olyl. IH-lndolyl, 1H-pyrrolyl, 2.3-dihydro-benzofuryl, 9H^xanthenyl, benzo 
[2,1,3]oxadlazolyl. benzo[1 ,2,6]oxadlazolyl. benzo[b]thlenyl. furyl, Isoxazolyl, pyrldyl. quinoxalyl, thiazoiyi, or 
thienyl; and 

halogen is fluoro, chloro, bromo, or iodo; 

or a phamnaceutlcally acceptable salt, hydrate, or solvate thereof. 
63. The compound according to claim 1 selected from the group consisting of: 

N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amlno}cyclohexyl)-3-methoxyben2amlde; 

3-bromo-N-(cis-4-{[4-(dlmethylamlno)pyrlmldln-2-yl]amino}cyclohexyl)-ben2amlde; 

N-(cis-4-{[4-{dlmethylamino)pyrlmidln-2-yl]amlno}cyclohexyO-2,1,3-benzoxadla2ole-5-carboxa 

3- chloro-N-(cis-4-{[4-(dlmethylamlno)pyrimidln-2-yl]amino}cyclohexyl)-benzamide; 

4- chloro-N-{cls-4-{[4-(dlmethylamlno)pyrimidln-2-yl]amino}cyclohexyl)-benzamide; 
4K:hloro-N-(ci8-4^[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-3-nitroben2amlde; 
3,5-dichloro-N-(cls-4-{[4-(dlmethylamlno)pyrimldln-2-yl]amino}-cyclohexyl)benzamide; 
3,4-dlchloro-N-(cls-4-{[4-(dimethylamlno)pyrimldin-2-yl]amlno}-cyclohexyl)ben2amide; 
N-(cls-4-{[4-(dimethylamino)pyrlmidln-2-yl]amlno)cyclohexyl)-2,2-diphenylacetamlde; 
N-(cis-4-{[4-{dlmethylamino)pyrimidin-2-yl]amino}cyclohexyO-3.4-difluorobenzamide; 
N-(cis-4-{[4-{dlmethylamino)pyrimidjn-2-yl]amino}cyclohexyl)-3.5-difluorobenzamide; 
N-(cls-4-{[4-(dimethylamlno)pyrlmldin-2-yl]amino}cyclohexyl)-3-fluoro-5-(trmuoromethyl)benz^^ 
N-(cis-4-{[4-(dimethylamlno)pyrimldin-2-yl]amlno}cyclohexyl)-4-methyl-3-nitrobenz^ 
N-(cls-4-{[4-(dimethylamlno)pyrimldin-2-yl]amlno}cyclohexyl)-3-nltrobenzamlde; 
N-(cis-4-{[4-(dimethylamino)pyrimldln-2-yl]amino}cyclohexyO-2-phenoxybuta 
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N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino)cyclohexyl)-3-methylben 
N-(cls-4-{[4-(dimethylamlno)pyrlmjdln-2-yl]amlno}cycloh 

4-bromo-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno)cyclohexyl)-3-methylben 

N-(cls-4-{[4-(dimethylamino)pyrimidln-2-yl]amjno}c7clohexyl)-3 

N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-2,5-dlmethyl-3 

3-chloro-N-(cis-4-{[4-(dlmethylamlno)pyrlmldin-2-yl]amjno}cyclohexyl)-4-^ 

N-(cls-4-{[4-(dlmethylamino)pyrlmidln-2-yl]amlno}cyclohexyl)-3,5-dlmethoxy^ 

N-(cjs-4-{[4-(dimethylamino)pyrlmldin-2-yl]amino}cyclohe^^^ 

N-(cis-4-{[4-(dimethylamino)pyrimldln-2-yl]amino}cyclohexyl)-4-fluoro^^ 

2,5-dtehloro-N-{cis-4^[4-(dlmethylamino)pyrimidin-2-yl]amlno}-^ 

1- benzyl-3-tert-butyl-N-(cls-4-{[4-(dimethylamlno)pyrimldin-2-yl]amlno}^^ 
mide; 

N-(cis-4-{[4-(dimethylamlno)pyrimidln-2-yl]amlno}cyclohexy^ 

2- (4-chlorophenoxy)-N-(cls-4^[4-(dlmethylamino)pyrimidln-2-yl]^^ 

1- (4-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)pyrimidm-2-yl]amino}K:yclohexyO^ 

3- (2-chloro-6-fluorophenyl)-N-(cis-4^[4-(dimethylamino)pyrimidln-2-yl]amino}cy^^ 

4- carboxamjde; 

N-(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)-4-^^ 

N-(cis-4-{[4-(dimethylamlno)pyrlmldln-2-yl]amlno}cyclohexyl)^ 

amide; 

N-(cis-4-{[4-(dimethylamino)pyrimldjn-2-yl]amino}cyclohexyO-2-(4-methoxyphenox^^ 

N-(cis-4-{[4-(dlmethylamino)pyrlmldin-2-yl]amjno}c7clohexyl)-2-phenoxyacetam^ 

N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-quinoxali^ 

.N-(cis-4^[4-(dlmethylamlno)pyi1midln-2-yl]amlno}cyclohexyI)-3-(tri^^ 

N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-2-(pentafluorop 

2- (3-chlorophenoxy)-N-(cis-4^[4-(dlmethylamlno)pyrimldln-2-yl]amino)cycloh 

3- (2,6-dichlorophenyl)-N-(cis-44(4-(dlmethylamino)pyrimidln-2-yl]amino}cyc^^ 

4- carboxamide; 

N-(cis-4-{[4-(dimethyIamino)pyrlmidin-2-yl]amlno}cyclohexyl)-2-phenoxynrc^^ 
N-(cjs-4-{[4-(dlmethylamino)pyrimidjn-2-yl]amino}c^clohexyl)-2-(4-methyl^^ 
N-(cls-4-{[4-(djmethylamino)pyrimidjn-2-yl]amino)}cyclohexyl)-4-[(dlpropy 
2-(4-chlorophenoxy)-N-{cis-44[4-{dlmethylamino)pyrimidln-2-yl]amjno}cyclo 

2- (2,3-dihydro-1-benzofuran-6-yl)-N-(cis-4-{[4-(dimethylamlno)pyrim 

4- carboxamide; 

3- tert-butyl-1-(2,4<llchloroben2yl)-N-(cis-4-{[4-(dlmethylamlno)pyrimldln-2-yl]^ 
zole-5-carboxamide; 

6-chloro-N-(cis-4-{[4-(dimethyIamlno)pyrimjdln-2-yl]amlno}cyclohexyl)-2HKihromene-3-cart^^ 
N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-2-(2-thlenyl)-^ 

5- (4-chloro-2-nitrophenyl)-N-(cis-4^[4-(dimethylamlno)pyrimldin-2-yl]amino}cyclohe^^^ 
N-{cjs-4-{[4-(dimethylamlno)pyrim}din-2-yl]amlno}cycIohexyl)-5-lodo-2-furamide; 
N-(cls-4-{[4-(dimethylamlno)pyrlmldin-2-yl]amlno}cyclohexyl)-5-(4-methyl-2-nltro 
N-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)-5-nitrothlophene-2<arboxamide; 
N-(cis-4-{[4-(djmethylamino)pyrlmidln-2-yl]amino}cyclohexyl)-3-methyl-4-nitrobenzami 
N-(cis-4-{[4-(dimethyiamino)pyrimidin-2-yl]amino}cyclohexyl)-3-methoxy-4-nitrobe 

1- benzyl-N-(cis-44[4-(dime%lamino)pyrimldln-2-yl]amlno)cyclohexyl)-1H-indole-3K;art^ 
3-acetyl-N-(cls-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyl)-ben2amlde; 
5-bromo-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-2-furamide; 
5-(4-chlorophenyl)-N-(cis-4-{[4-(dimethylamlno)pyrlmidln-2-yl]amino}-cyclohe^^^ 
4.5-dibromo-N-{cis-4-{[4-(dlmethylamino)pyrimidin-2-yQamino}-cyclohexyl)thiophene-2K:arboxa 

2- (3,5-dl-tert-butyl-4-hydroxyphenyl)-N-(cis-4-{[4-(dlmethylamjno)-pyrimldl 
mide; 

N2,N6-dibenzoyl-N-(cis-4^[4-(dimethylamino)pyrimidln-2-yOamino}-cyclohexyl)lysinamid^ 

3- (dimethylamino)-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino)-cyclohexyl)ben2amide; 
4,5<libromo-N-(cjs-44[4-{dimethylamjno)pyrimidin-2-yOamino}-cyclohexyl)-2-furamide; 
N-(cis-4-{[4-(dimethylamino)pyrimldin-2'yl]amino}q^clohexyO-2-(1H-indot-3-yl)acetam^ 
N-(cls-4-{[4-(dimethylamino)pyrlmidin-2-yl]amjno}c7cIohexyi)-2-(5-^^^ 

mide; 

N-(cis-4-{[4-(dime%lamlno)pyrimidln-2-yl]amlno}cyclohexyO-2-(1H-indol-3-yl)-^^ 
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4-(4-bromophenyl)-N-{cis-4-{[4-(dimethylamino)pyrimldjn-2-yl]a^ 
tanamide; 

3.5-dlchloro-N-(cls-4^[4-(dimethylamlno)pyrimidin-2-yQamino}-cyclohexyl)-2-[(3^ 
benzamlde; 

N-(cls-4-{[4.(dimethylamino)pyrimidin-2-yl]amino}cycIohexyO-2-(1-m 
4-oxobutanamide; 

N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amlno}cyclohexyl).2-m 
1 H-pyrrole-3-carboxamlde; 

N-(cls-4-{[4-(dlmethylamino)pyrimidln-2-yl]amino}cyclohexyl)-4-(4^ 

N-(cis-4-{[4-(dlmethylamino)pyrlmidin-2-yl]amlno)cyclohex^ 

N2-benzoyl-N5-(cis-4-{[4-(dimethylamino)pyrlmldin-2-yl]amlno}-cyclohexy^ 

N-{cis-4-{[4-(dlmethylamlno)pyrlmldin-2-yl]amlno}cq^clohexyl)-3-phe^ 

3-benzoyl-N-(cls-4Ht4-(dimethylamlno)pyrimidln-2-yl]amlno}-cyclohexyl)ben2aml^ 

N-(cis-4-{[4-(dlmethylamino)pyrlmidin-2-yl]amlno}cyclohexyO-2-(^^ 

N-(cis-4-{[4-(dimethylamino)pyrlmidln-2-yl]amino}cyclohexyl)-N^[(1R)-1-(^ 

(2S)-2-(3-benzoylphenyl)-N-(cis-4-{[4-(dimethylamlno)pyiimidin-2-yl]amino}cyc 

N'-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino)cyclohexyI)-N,N-bis[(1S)-1^ 

N-(cis-4-{[4-(dlmethylamlno)pyrlmldln-2-yl]amino}cyclohexyO-2^(1E)-6-fluoro-2-methy^^ 
benzylidene]-1H-lnden-3-yl}acetamide; 

N-(cis-4-{[4-(dimethylamino)pyrimidjn-2-yl]amino}cyclohexyl)-2-(4-(2-thte 
3-(benzyloxy)-N-{cls-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amjno}-cyd 
N-(cis-4-{[4-(dimethylamlno)pyhmldln-2-ylJamino}cyclohexyl)-2-methyl^ 
ide; 

1- {2-[(2K:hloro-6-fluorobenzyl)thio]ethyl}-N-(cis-4-{[4-(dlmethy[amino)-p^ 

2- methyl-5-phenyl-1H-pyrrole-3-carboxamide; 

N-(cls-4-{[4-(dlmethylamino)pyrlmldln-2-yl]amlno}cycIohexyl)-2-phenoxyben 
N-(cis-4-{[4-{dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-^^ 

2- [4-(4K:hlorophenyl)-2-phenyl-1,3-thia2ol-5-yO-N-(cls-4-{[4-(dimethylamln 
clohexyl)acetamide; 

N-(c^s-4^[4-(dime%lamino)py^imidin-2-yl]amino]cyclohexyl)-H(4-m 
boxamide; 

N-(cis-4-{(4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)-5-(3-nrtrophen 

3- chloro-N-(cjs-4-{[4-(djmethylamino)pyrimidin-2-yl]amino}cyclohexyl)-4^ 
thiophene-2-carboxamide; 

N-(cls-4-{[4-(dimethylamino)pyrimidln-2-yl]amlno}cyclohexyl)-3-iodo-4-(te 
ophene-2-carboxamjde; 

N-(cis-4-{[4-(dlmethylamino)pyrlmidln-2-yl]amlno}cyclohexyl)-5-nitroth^ 

N-(cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]amlno)cyclohexyl)-1-mem 

N-(cis-4-{[4-{dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-4^ 

N-(cis-4-{[4-(dimethylamino)pyrimjdin-2'yl]amlno}cyclohexyl)-3,5-dimethyl-4^ 

N-(cls-4-{[4-(dlmethylamjno)pyrlmidin-2-yl]amino}cyclohexyl)-2-mesi^^^ 

3,5-di-tert-butyI-N-(cis-4-{[4-(dlmethylamino)pyrimldln-2-yl]amino}K:yclo 

4- chloro-N-[(cis-4-[4-(dimethylamlno)pyrimidin-2-yl]amino}cyclohexyl)-methyl]benz^ 
(2E)-N-[(cls-4-{[4-(dimethylamino)pyrimjdin-2-yl]amino}cyclohexyl)-methyO-3-^ 
4-chloro-N-[(cls-4-{[4-{dlmethylamino)pyrimidjn-2-yl]amino}cycloh 
2-(4-chlorophenyl)-N-[(cls-4-(4-(djmethylamino)pyrimldin-2-yl]amlno}-cyclohexyl)m 
3,5-dichloro-N-[(cis-4-{[4-(dtmethylamino)pyrjmidin-2-yl]amlno}Kjyclohexyl)m 
3,4-djchIoro-N-[{cls-4-[4-(dimethylamino)pyrlmidin-2-yl]aminohcyclohe^ 
N-[{cis-4-{[4-(dlmethylamlno)pyrlmldln-2-yl]amino}cyclohexyl)meth 
2.4-dlchloro-N-[(cjs-4-{[4-(dlmethylamino)pyrimidin-2-yl]ami 
N-[(cls-4-{[4.(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)methyll^ 
N-[(ciswi-{[4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)methyl]-^ 
N-[(cis-4-{[4-(dimethylamino)pyrimjdin-2-yOaniino}cyclohexyl)methyl]-2-(^^^ 
N-[(cis-4^[4-(dimethylamlno)pyrjmldin-2-yOamino}cyclohexyl)methyl]-2-(4-metho^^ 
N-[(cis-4-{ [4-(dimethylamino)pyrimldin-2-yl]amino}cyclohexyl)methyl]-3.5-bis{trifluoromet^^ 
(2E)-N^(cis-4-[4-(dimethylamino)pyrimjdin-2-yl]amino}cydohexyl)-methyO-3-(4-nrt 
2-(2-bromophenyI)-N^(cls-4-{[4-(dlmethylamino)pyrimidin-2-yl]amino}H:^^ . 
N-[{cis^4[4-(dimethylamino)pyrlmidin-2-yOamino}c7clohexyl)methyl].2-(pro^^ 
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N-[(cis-4-{[4-(dlmethylamlno)pyrimidjn-2-yl]amjno}cyclohexyl)met 
N-[(cis-4^[4-(dlmethylamlno)pyrlmidln-2-yOamino}cyclohexyl)methyl]-9-^^^ 
N-[(cis^^[4-(dimethylamino)pyrlmldin-2-yOamino}cyc)ohexyl)methyl]-2,4,6-^^^^ 
2,4,64richloro-N-[(cis-4-{(4-(dimethylamino)pyrimidin-2-yl]amino}K;yclohe^ 

(2E)-3-(2-chlorophenyl)-N-[(cis-4-{[4-(dimethylamino)pyrlmidjn-2-yl]amino}cyclohexyl)met^ 

N-[(cis-4-{[4-(dimethylamjno)pyrimldln-2-yl]amino)cyclohexyl)methy 

N-[(cls-4^t4-(dimethylamlno)pyrimid^n-2-yOamino)(7cIohexyl)methyl]-2,3-d^ph 

N-[(cis-4-{[4-(dimethylamlno)pyrimidln-2-yI]amino}cyclohexyl)methyy^ 

(2E)-N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyO^ 

N-[(cls-4-{[4-(dimethylamlno)pyrimidln-2-yOamino}<7clohexyl)methyl]-3-^^^ 

2-benzyl-N-[(ds-4-{[4-(djmethylamino)pyrimldln-2-yl]amlno}cycloh8 

2,2-bjs(4KJhlorophenyl)-N-[(cls-4-{[4-(dlmethylamlno)pyrimldin-2-yl]amino}cyclohex^ 

N-[(cis-4^[4-(dimethylamino)py^imldin-2-yOamino}cyclohexyl)methyl]-3^^^e% 

N-[(cis-4^[4-(dimethylamino)pyrlmldin-2-yl]amino}cyclohexyl)methylI.3-methox^ 

N-[(cis-4^[4-(dlmethylamjno)pyrimidln-2-yl]amino}cyc!ohexyl)methyl]-2-[2-(trm 
mide; 

N-[(cjs-44(4-(dimethylamino)pyrimidln-2-yl]amlno}cyclohexyl)methyl]-9H-xanthen 

2-(1-ben2othlen-3-yl)-N-[(cls^-{[4-(dimethylamino)pyrlmldln-2-yl]amjno}cyclohexyl)methy 

N-[cis-4-(4-dlmethylamjno-pyrlmldin-2-ylamjno)-cyclohexyl]-2-(4-fluoroi)h 

N-[cis-4-(4-dimethylamino-pyrimjdin-2-ylamino)-cyclohexyl]<:-(ethyl^ 

C-[cls-(4-chloro-phenyl)-ethyl-amino]-N-(4-(4-dimethylamlno-pyr1midin-2 

2- (3,4-difluoro-phenyl)-N-[cis-4-(4-dlmethylamlno-pyrimjdin-2-ylamino)-cyclohexyn^ 

4- chloro-N-[cjs^-(4-dimethylamlno-pyrimldin-2-ylamino)-cyclohexyl]-3-fl 

5- bromo-N-[cis-4-(4-dlmemylamino-pyrimidln-2-ylamino)-cyclohex^ 

3- chloro-4-fluoro-N-[cis-4-(4-methylamino-pyrimidln-2-ylamlno)-cyclohe^^^ 
N-[cls-4-(4-djmethylamlno-pyrimidin-27lamlno)K;yclohexyl]-4-fIuoro-benzam 
3-chloro-N-[cis-4-(4-dimethylamino-pyrimidin-2-ylamlno)-cycIohexyQ-5-flu 
N-[cls-4-(4-dlmethylamino-pyrimidjn-2-ylamino)<7clohexyl]-3,4,5-trifluoro-^ 
N-[cis-4-(4-dimethylamlno-pyrimldin-2-ylamlno)K:yclohexylmethyl]-3,4-^ 

2- (3,4-djchloro-phenoxy)-N-[cis-4-(4-dimethylamino-pyrimjdin-2-ylami^ 

N-[cis-4-(4-dlmethylamlno-pyrlmldln-2-ylamjno)<yclohexyl]-2-(3-methoxy-p^ and 
N-[cis-4-(4-dlmethylamino-pyrimidin-2-ylamino)-cyclohexyl]<5-(ethyl-phen 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

64. The compound according to claim 63 selected from the group consisting of: 

3- bromo-N-(cls-4-{[4-(dimethylamino)pyrlmidin-2-yl]amino}cyclohexyl)-ben2amide; 
N-(cls-4-{[4-{dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-2,1,3-benzoxadia2ole-5-ca^^^ 

3- chloro-N-(cls-4-{[4-(dlmethylamlno)pyrimidln-2-yl]amino}cyclohexyl)-benzamide; 

4- chloro-N-(cls-4-{[4-(dlmethylamino)pyrlmldln-2-yl]amlno)cyclohexyl)-3-nltrobenzamlde; 

3,5-dichioro-N-(cis-4-{[4-(dimethylamino)pyr1midln-2-yl]amino)-cyclohexyl)benzamlde; 

3,4-dichloro■N-(cis-4^[4-(dlmethylamino)pyrimldl^-2-yl]amino}-cyclohexyI)benzamide; 

N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)-3,4-dlfluorobenzamide; 

N-(cis-4-{[4-(dlmethylamino)pyrlmldin-2-yl]amino}cyclohexyl)-3-njtrobenzamide; 

N-(cis-4-{[4-(dlmethylamlno)pyiimldln-2-yl]amino)cyclohexyl)-3-(trifluoromet^ 

4-bromo-N-(cls-4-{[4-(dimethylamlno)pyrimidin-2-yl]amjno}cyclohexyl)-3-methylbenzamlde; ' 

N-(cis-4-{[4-(dimethylamlno)pyrjmidin-2-yl]amlno}cyclohexyl)-3-iodobenzamjde; 

3-chloro-N-(cjs-4-{[4-(dlmethylamlno)pyrlmidln-2Vlamrno}cyclohexyl)-4-fluoroben2 

N-(cls-4-{[4-(dimethylamjno)pyrimidin-2-yl]amino}cyclohexyl)-3,5-dlmethoxybenzamide; ' 

N-(cls-4-{[4-(dimethylamino)pyrimldln-2-yl]amlno}cycIohexyO-3,5-bis(trjfluoromethyO 

N-(cls-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-4-fIuoro-3-methylbenzamide^^ 

2-(4-chlorophenoxy)-N-(cis-44[4-(dimethylamlno)pyrimidln-2-yl]amlno)-cyclohexyl)acetam'lde; 

N-(cis-4-{[4-{dimethylamlno)pyr[mldln-2-yl]amlno}cyclohexyl)-4-fluoro-3-(trifluoromethyl^ 

N-(cls-4-{[4.(dlmethylamino)pyrimidin-2-yl]amino}cyclohexyO-5-methyl-2i5henyK^ 
amide; 

N-(cls-4-{[4-(dlmethylamlno)pyrimidin-2-yl]amlno}cyclohexyl)-2-(4-methoxyphenox^^ 
N-(cls-4-{[4-(dimethylamlno)pyrimidln-2-yl]amlno}cyclohexyO-qulnoxaline-2-carboxamlde; 
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2- (3-chlorophGnoxy)-N-(cls-4^[4-(dlmethylamino)pyrimidln-2-yl]amino}-cy^ 

3- (2.6-dfchloroghenyl)-N-(cls-4^t4-(dlmethylamlno)pyl1mldin-2-yOamino}cyclohe^ 

4- carboxamide; 

N-{cis-4-{[4-(dlmethylamino)pyrimjdjn-2-yl]amino}cyclohexyl)-2-(4-methylpheno^^ 
N-(cls-4-{[4-{dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)-4-[(djpropyte 

2-(2,3-dihydro-1-ben2ofuran-5-yl)-N-(cis-4-{[4-(dlmethylamino)pyrimidin-'2-yl]a^ 

4- cart)oxamide; 

N-(cis-4-{[4-(dimethylamino)pyrlmidin-2-yl]amlno}cyclohexyl)^^^ 

5- (4-chloro-2-nitrophenyl)-N-(cis-4^[4-(dimethylamjno)pyrimldln-2-^^^ 
N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)-3-met^ 
5-bromo-N-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cycb 
5-(4-ch!orophenyl)-N-(cls-44[4-(dimethylamino)pyrjmidln-2-yl]amino}<^^^ 

2- (3,6-di-tert-butyl-4-hydroxyphenyl)-N-(ds-4^[4-(dimethylamino) 
mide; 

4,5-dibromo-N-(cis-44[4-{dimethylamino)pyrimldin-2-yl]amino}-cyclohexyl)-2-^^ 
N-(cls-4-{[4-(dlmethylamino)pyrlmidln-2-ylJamlno}cyclohexyO-2-(1H-indol-3^ 
N-(cls-4-{[4-{dimethylamino)pyrimidln-2-yl]amino}cyclohexyO-2-(1-me% 
4-oxobutanamide; 

N-(cls-4-{[4-(dimethylamlno)pyrlmidln-2-yl]amino}cyclohexyl)-2-(2-phenyl-1H-in^^ 
N-(cjs-4-{[4-{dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-2-{ethylthio^ 

N'-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)-N,^ [(1S)-1-phenylethyl]phthalamlde; 

3- (benzyloxy)-N-(cis-4-{[4-(dlmethylamino)pyrlmidin-2-yl]amjno}-cyclohexyl)-4-meth 
N-(cis-4-{[4-(dimethylamino)pyrlmidin-2-yl)amlno}cyclohexyO-2-met^ 

ide; 

1- {2-[(2K:hloro-6-fluorobenzyl)thio]ethyl}-N-(cis-4-{[4-(d[methylamlno)-pyiimW 

2- methyl-5-phenyl-1H-pyiTOle-3-carboxamlde; 

2-t4.(4K:hlorophenyl)-2-phenyl-1,34hiazol-5-yO-N-(cis-4-{[4-(dimethylamino)pyrimidin-^ 
cIohexyl)acetamjde; 

N-(cjs-4-{[4-(dimethylamino)pyrimjdin-2-yl]amino}cyclohexyl)-5-nitrothiophene^^ 

N-(cis-4-{[4-(djmethylamlno)pyrimidln-2-yl]amjno)cyclohexyl)-lH^ 

3,5-di-tert-butyl-N-(cis-4-{[4-(dlmethylamino)pyrimldin-2-yl]amlno}K^^ 

N-[(cls-4-{[4-(dimethylamino)pyrlmldin-2-yl]amlno}cyclohexyl)methyl]-^ 

N-[(cis-4-{[4-(dimethylamlno)pyrlmidln-2-yaamino}cyc!ohexyl)methy^ 

(2E)-N-[(cjs-4-{[4-(dimethylamlno)pyrimidin-2-yl]amino)cyclohexyl)-^ 

N-[(cis-4^(4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)meth 

N-[(cjs-4^[4-(dimethylamino)pyrimid(n-2<yOamino}cyclohexyl)methyl]-2-(2 

(2E)-N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino)cyclohexyl)-m^^^^ ' 

N-[(cls-4^[4-(dimethylamlno)pyrimjdin-2-yl]amino}cyclohexyl)methyO-3^^^ 

2,2-bls{4-chlorophenyl)-N-[(cis-4-{[4-(dimethylamino)pyrjmldin-2-yl^^^ 

N-[(cls-4-{[4-(dlmethylamino)pyrimidin-2-yl]amjno}cyclohexyl)methyl]-3-me%^ 

N-[(cis-4-{[4-(dlmethylamino)pyrlmidln-2-yl]amino}cyclohexyl)methyl].3^^ 

N-[(cis-4^[4-(dimethylamino)pyr^mldln-2-yl]amlno}cyclohexyI)methyl]-2^2-(tr^ 
mide; 

N-[(cls-4-{[4-(dlmethylamlno)pyrimidjn-2-yl]amino}cyclohexyl)methyl]-9H-xant^^ 

2-{1-benzothien-3-yl)-N-[(cls-4-{[4-(dlmethylamlno)pyrimidln-2-yl]amlno}(^^^ 

N-[cls-4-(4<Jimethylamlno-pyrimldln-2-ylamino)^clohexyl]-2-(4-fluoroi3heno^^^ 

N-[cis-4-(4-dimethylamino-pyrimidln-2-yIamino)-cyclohexyl]<)-(ethyl-phenyl-^ 

C-[cis-{4-ch!oro-phenyl)-ethyl-amlnoJ-N-[4-(4-dimethylamino-pyrimi^ 

4-chloro-N-[cis-4-(4-dlmethylamlno-pyrimldin-2-ylamino)-cyclohexyl]-^^^^ 

N-[cjs-4-(4-dimethylam{no-pyrimidin-2-ylamjno)-cyclohexyl]-3,4,5-t^^^ 

2-(3,4-dichloro-phenoxy)-N-[cis-4-(4-djmethylamino-pyrimidin-2-ylamino)-c^^ 

N-[cjs-4-(4-dimethylamino-pyrimidln-2-ylamino)K:yclohexyl]-2K3-methoxy-pheno^^ and 

N-[cis-4-(4-dimethylamino-pyrimidin-2-ylamino)^clohexyl]<)-(ethyl-^ 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
65. The compound according to claim 52 wherein is selected from the group consisting of: 
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(i) C1.5 alkyl, and 

Ci.5 alkyl substituted by substituent(s) independently selected from the group consisting of: 

• C^^galkoxycarbonyl, 

• alkyfthio, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 

halogen, 
alkyi, and 
•• C2.5 aikenyl, 

(>i)C3.6cycloalkyl, 

C3.6 cycloalkyi substituted by carbocyclic aryl, 
(ill) carbocyclic aryl, and 

carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• alkyl. 

• 0^.5 alkyl substituted by halogen, 

• Ci.galkoxycarbonyl, 

• alkoxy, 

• cycloalkoxy, 

• carbocyclic aryloxy, 

• alkyfthio. and 

• carbocyclic aryl, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• C1.5 alkyl, 

• C^,5 alkyl substituted by halogen, and 

• carbocyclic aryl; 

L is Fonnula (VII); 
Y is -C(0)ISIR5-; 

wherein carbocyclic aryl is phenyl or naphthyi* 
olyl. fuTS^oryfa?/"'"'^^^ 3.4.dihydro-2Afbenzo[bl[1.4]dioxeglnyl. benzoti .3]diox- 

halogen is fiuoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

66. The compound according to claim 65 wherein is methyiamino or dimethylamino; p is 0; R3 and R. are hydrogen • 
solt^te thereS ^ ^'"^'^ ^"""^ °' "^"^"^ hydrogen; or a phamiaceutically acceptable salt, hydrate, or 

67. The compound according to claim 66 wherein R^ is selected from the group consisting of: 

(i) alkyl, and 

alkyi substituted by carbocyclic aryl. 

(ii) carbocyclic aryl, and 

carbocyclte aryl substituted by substltuent(s) independently selected from the group consisting of: 

• halogen, 

• nttro. 
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• Ci.5 alkyl. 

• 0^.5 alkyl substituted by halogen, 

• alkoxy, and 

• cycloalkoxy, 

(iii) heterocyclyl, and 

heterocyclyl substituted by C,^ alkyl, and 
heterocyclyl substituted by carbocyclic aryl; wherein carbocydlc aiyl Is phenyl or naphthyl; 

heterocyclyl is Isoxazolyl; and 

halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceutlcally acceptable salt, hydrate, or solvate thereof. 
The compound according to claim 1 selected from the group consisting of: 

N-(cls-4-{[4-(dim6thylamlno)pyrlmldln-2-yl]amino}cyclohexyO-N'-me8ltyiurea; 

N-(cis-4-{[4-(dimethylamino)pyrlmidln-2-yl]amino}cyclohexyl)-N'-(2,4,6-trlchlorophenyl)urea; 

N-(cls-4-{[4-{dimethylamino)pyrimidin-2-yi]amino}cyclohexyO-N'-(2,4,6-tribromophenyl)urea' 

N-(2,4-dibromo-6-fluorophenyl)-N'-(cis-4^[4-(dimethylamino)pyrimidin-2-ylIamino}cyclohex)^l)urea• 

N-(cis-4-{[4-(dimethylamino)pyrimidln-2-yIlamino}cyclohexyi)-N'-{diphenylmethyl)urea- 

N-(4-bromo-2,6-dimethyiphenyl)-N'-(cis-4-{[4-(dimethylammo)pyrimidin-2-yl]amino)cyclohexyl)urea- 

N-(cis-4-{[4-(dimethylamino)pyrlmidin-2-yl]amlno)cyclohexyl)-N'-[1-(1-naphthyl)ethyl]urBa: 

N-(cis-4-{[4-(dimethylamino)pyrlmidin-2-ylIamlno}cyclohexyl)-N'-(3.4,5-trimethoxyphenyl)urea- 

N-(4<hloro-2-methylphenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimldin-2-yl]amino)cyclohexyl)urea- 

N-(5-chIoro-2.4-dimethoxyphenyl)-N•-(cis-4^[4-(dimethylamino)-pyrlmidin-2-yl]amino}cyciohexy'i)urea• 

N-{4-bromo-2-methylphenyl)-N'-(cis-4-fl4-(dimethyiamino)pyrlmldin-2-yl]amlno}cyclohexyl)urea- 

N-(2,6-dibromo-4^sopropylphenyO-NMcis^-{t4-(dimethyiamino)-pyrimidin-2-yi]amino)cyclohewl)urea- 

N-3-(cyclopentyloxy)-4-methoxyphenyl]-N4cis-4-{[4-(dimethylamino)-pyrimidin-2-yl]amino}cyciohexyl)^ 

N-[(cis^-{[4-(dimethylamino)pyrimidin-2-yl]amlno}cyclohexyl)methyi]-N'-(2.6-dimethylphenyl)urea- 

N-(2.4-dlfluorophenyl)-N"-[(ci8-4H[4-(dlmethylamino)pyrimidin-2-yl]amino}cyciohexyl)methyl]urea' 

N-[(cis-4-{[4-(dimethylamlno)pyrlmidln-2-yGamlno}cyclohexyl)methylI-N'-(2-ethyl-6-methylphenyl)urea- 

N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yGamlno)cyclohexyl)methyl]-N'-(4-fluorophenyl)urea- 

N-[(cis-4-{[4-{dimethylamino)pyrlmidln-2-yl]amlno}cyclohexyl)methyi]-N'-mesityiurea; 

N-[(cis-4-{[4-(dimethylamino)pyrimidln-2-yOamino}cyclohexyi)methyl]-N'-(2,4.6-trichlorophenyl)urea- 

N-[(ci8-4-{[4-(dlmethylamino)pyrlmidln-2-yGamino}cyclohexyi)methylJ-N'-(2.4,6-tribromophenyi)urea' 

N-(2,4-dibromo-6-fluorophenyi).N4(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino)cy^ 

N-(2.6-d.ethyiphenyi)-N•-t(cis-4^[4-(dimethylamino)pyrimidin-2-yllamino}cyclohexyl)methyllurea■ 
N-[2-chloro-6-(trifluoromethyOphenyihN4(cis-4^[4-(dimethyiamino)-pyrimldin-2-yOamino)cyclohexyl)methyl] 

N-(cis^-{[4-(dimethylamino)pyrimidin-2-yOamlno}cyclohexyi)methylI-N'-(2-ethyl-6-lsopropylphenyl)urea- 

N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)methyl]-N'-(2-isopropyl-6-methyiphenyl)urea- 

N-[(cis-4-{[4-(dimethylamino)pyrimidin-2-yGamino)cyclohexyl)methyi]-N'-(2-methyl-3-nitrophenyi)ufea- ' 

N-[(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)methyl]-N"-(2-propylphenyl)urea- 

N-(2-tert-butyl-6-methylphenyl)-N4(cls-4-{[4-(dimethyiamino)pyrimidin-2-yl]amino}cydohex^ 

N.(2-t6rt-butylphenyl)-N'-[(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]aminoJcyclohexyl)methyllurea- 

N-(3-chloro-2-methylphenyl)-N4(cis-4^[4-(dimethylamino)pyrimidin-2-yQamino)cyclohexyl)methy^^ 

N-44>romo-2,6-difiuorophenyl)-N4(cis-4-{[4-(dlmethylamino)pyrimid 

N-[4^rfiloro-2-(triftuoromethyl)phenyl]-N^[(cis-4-p-(dimethylamino)-pyrimidin-2-yl]amino}cyclohexyl)methyl] 

N-[(cis^-{[4-(dlmethylamino)pyrimidin-2-yOamlno}cyclohexyl)methyQ-N'-(diphenylmethyl)urea- 

N-[(clS-4^[4-(dlmethylamlno)pyrimidin-2-yOamino}cyclohexyi)methyi]-N■-(3-methy|.5i)henylisoxazol-4-^ 

N•(3.5-dichlorophenyl)-N4(cis-4^[4.(dimethylamlno)pyrimldin-2-y^-amino)cyciohexyl)methyl]urea; 

N-2.3-dichlorophenyl)-N4(cis-4-{[4-(dimethylamlno)pyrimidin-2-yl]-amino)cyclohexyl)methyl]urea 
N-(2.6-diisopropylphenyl)-N^[(cis-4-{I4-(dimethylamino)pyri^ 

N-[(cis-4-[4-(dimethylamino)pyrimidin-2-yl]amino)cydohexyl)methyO-N42,3-dimethyl-6-nitrophen^ 



556 



EP 1 464 335 A2 

N-(2,6-dibromo-4-fluorophenyl)-N4(cls-4-{[4-(dlmethy!amino)pyrimi^ 

N-(2,6-dlchlorophenyl)-N'-[(cls-4^[4-(dimethylamino)pyi1mldln-2-yO-amino}c^^^ 

N-[(cis-4-{[4-(dimethylamino)pynmidln-2-yOamino}cyclohexyl)methyl]-N'-{2-met^ 

N-[(cis-4^[4-(dimethylamino)pyrlmidln-2-yQamino}cyclohexyl)methy^^ 

N-(3,4-difluorophenyl)-N'-[(cls-4-{[4-(dimethylamino)pyrlmidin-2-yll-amino}cycIo 

N-(3,5-difluorophenyl)-N'-[(cls-4-{[4-(dimethylamino)pyrlmidin-2-yl]-amino^^ and 

N-{3-chloro-4-fluorophenyl)-N4(cls-4-{[4-(dlmethylamino)pyrimldin-2-yO^ 

or a pharmaceuticaliy acceptable salt, hydrate, or solvate thereof. 

69. The compound according to claim 52 wherein is selected from the group consisting of: 

(i) 0^.5 alkyl, and 

C1.5 alky! substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryi, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
0^.5 alkoxy, 

(II) carbocyclyl, 

(Hi) carbocyclic aryl. and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• alkyl, 

• alkyt substituted by halogen, 

• C1.5 alkoxy carbonyl, 

• C^.g alkoxy, 

• alkoxy substituted by halogen, 

• mono-C^.5 alkylamino, 

• di-C^.5 alkylamino, and 

• carbocyclic aryl, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

• Ci. 5 alkyl. 

• alkoxy carbonyl, and 

• carbocyclic aryl; 

L Is Formula (VII); 
Y is -C(S)NR5-; 

wherein carbocyclic aryl Is phenyl or naphthyl; 
cartocyclyl is blcyclo[2.2.11heptyl; 

heterocyclyl is 2,3-dihydro-benzo[1 ,4]dloxlnyl. benzo[1 ,3]dloxolyl, isoxazolyl, orthienyl; and 
halogen Is fluoro, chloro, bromo, or lodo; 

or a phamnaceutteally acceptable salt, hydrate, or solvate thereof. 

70. The compound according to claim 69 wherein R2 is methylamino or dimethylamino; p Is 0; R3 and R4 are hydrogen; 
A Is a single bond; B is a single bond or -CHg-; R5 is hydrogen; 

or a phamiaceutically acceptable salt, hydrate, or solvate thereof. 

71. The compound according to claim 70 wherein R^ is selected from the group consisting of: 
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carbocyctic aryl, and 

carbocycHc aryl substituted by substituent(s) independentty selected from the group consisting of: 

• halogen, 

• cyano, 

• Ci.5 ailcyl. 

• C1.5 alkoxy, 

• mono-C^.s alkylamino, and 

• di-C^.g all^lamino; 

wherein carbocyclic aryi is phenyl or naphthyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a phannaceutlcally acceptable salt, hydrate, or solvate thereof. 

72. The compound according to claim 1 selected from the group consisting of: 

N-(4-cyanophenyl)-N*-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}-cyclohexyl)thlourea; 

N-(2,4-dlmethoxyphenyl)-N*-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]-amino}cyclohexyl)thiourea; 

N-{cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)-N'-(3,4,5-trimethoxyphenyl)thiourea; 

N-(3,4-dlmethoxyphenyl)-N'-(cis-4-{[4-(dlmethylamlno)pyrimldin-2-yll-amlno}cyclohexyl)thiourea; 

N-[4-(dimethylamino)-1-naphthyl]-N'-(cls-4-{[4-(dimethylamino)-pyrimidln-2-yl]amino}cyclohexyl)thiourea; 

N-(cls-4-{[4-(dimethylamino)pyrlmidin-2-yl]amino}cyclohexyl)-N'-(2,4,6-tribromophenyl)thiourea; 

N-(cis-4-{[4-(dimethylamino)pyrlmidin-2-yl]amino}cyclohexy!)-N*-mesitylthiourea; 

N-(4-bromo-2,6-dimethylphenyl)-N'-(cls-4-{[4-(dlmethylamino)pyrimidln-2-yl]amino)cyclohexyl)thiourc^ 

N-{5-chloro-2,4-dimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamjno)-pyrlmidln-2-yl]amino}cyclohexyl)thiourea; 

N-{2,4-dibromo-6-fluorophenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimidin-2-yl]amino}cyclohexyl)thiourea; and 

N-(2,4-dichloro-6-methylphenyl)-N'-(cis-4-{[4-(dimethylamino)pyrimidln-2-yl]amino}cyclohexyl)thiourea; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

73. The compound according to claim 52 wherein Is selected from the group consisting of: 

Ci>8 ^^^^ substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C1.5 alkoxy. 

• 0^.5 alkoxy substituted by carbocyclk: aryl, 

• carbocyclyl, 

• carbocyclic aryl, 

• Carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
nitro, and 
alkoxy, 

(ii) C2.5 alkenyl, 

(iii) carbocyclyl, 

(iv) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyi, 

• alkyI substituted by halogen, and 

• alkoxy; 

L is Formula (VII); 
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Y is -C(0)0-; 

wherein carbocycllc aryl is phenyl or naphthyl; 
carbocyclyl is 9H-fluorenyl or menthyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or sotvate thereof. 

74. The compound according to claim 73 wherein is methylamino or dimethylamino; p Is 0; Rg and R. are hydrogen- 
A IS a single bond; B is a single bond or -CHg-: 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

75. The compound according to claim 2 wherein Q is Formula (IV); p is 1 or 2; 
Ri Is selected from the group consisting of: 

(0 Ci.16 alkyi, and 

Ci.is alkyl substituted by substituent(s) independently selected from the group consisting of: 

• hydroxy, 

• 0X0, 

• carbocyclic aryloxy, 

• carbocycllc aryloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 
- alkyl, 

C1.5 allcyl substituted by halogen, and 
alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

•• C1.5 alkyl, and 

alkyl substituted by halogen, 

• mono-carbocycllc arylamino, 

• mono-carbocycllc arylamino substituted by substltuent(s) independently selected from the group consist- 
ing of: 

•• halogen, 

alkoxy, and 
alkyl, 

• carbocyclic arylsulfinyl, 

• carbocyclic arylsulfinyl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

alkyl, and 
•• C1.5 alkyl substituted by halogen. 



carbocyclic arylsulfonyl, 

carbocyclic arylsulfonyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

alkyl, and 

alkyl substituted by halogen, 
carbocyclic aryl, 

carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 
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•• halogen, 
nrtro, 

•• 0^,5 alkylcarbonylamino, 
•• cycloalkylcarbonylamino, 

- Ci.5alkyl, 

•• alkyi substituted by halogen, 
•• alkoxy, and 

^ 0^.5 alkoxy substituted by halogen, and 

• heterocyclyl, 

(H) 03.^2 cycloalkyi, and 

C3.^2 cycloalkyi substituted by substltuent(s) Independently selected from the group consisting of: 

• carbocycllc aryl, and 

• carbocycllc aryl substituted by substitutent(s) Independently selected from the group consisting of: 

- 0^.5 alkoxy, 
•• halogen, 

alkyI, and 
•• alkyI substituted by halogen, 

(iii) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• q.ioalkyl, 

• C^.^o a'kyi substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, and 
•• hydroxy, 

• alkoxy, 

• alkoxy substituted by substituent(s) Independently selected from the group consisting of: 

halogen, and 
•• carbocycllc aryl, 

• carboxy, 

• alkoxycarbonyl, 

• dl-C^.g alkylamino, 

• alkytearbonylamino, 

• cycloalkylcarbonylamino, 

• C^-salkylthio, 

• Ci.5alkylsulfinyl, 

• alkyteulfonyl, 

• carbocycllc aryl, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• amino, 

• C1.5 alkyI, 

• alkyI substituted by halogen, 
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• Ct.5 alkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
•• Ci.5alkyl, 

^ C^.s alkyt substituted by halogen, and 
•• C^.5 alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by halogen, 

• heterocyclyl sulfonyl, 

• heterocyclyl sulfonyl substituted by C^.g alkyl. 

• mono-carbocyclic arylamino, 

• mono-carbocyclic arylamino substituted by halogen, 

• alkylthro, 

• C-,.5 alkylsulfinyl, 

• carbocyclic arylsulf inyl, 

• carbocyclic aryisulflnyl substituted by halogen, 

• carbocyclic arytsuifonyl, 

• carbocyclic arylsulf onyl substituted by substrtuents(s) Independently selected from the group consisting of: 

halogen, 
C1.5 alkoxy. 
•• C1.5 alkyl, and 

•• alkyl substituted by halogen, 
R2 is selected from the group consisting of: 

amino, C1.5 alkyl, C^.g alkoxy, -N(R2a)(R2b). wherein Rga is hydrogen or C. . alkyl and is C. . alkyl or Co « 
cycloalkyi; ^ ^'^ 

wherein carbocyclic aryl Is phenyl or naphthyl; 

heterocyclyl is 3,4-djhydro-1H-isoquinolinyl, benzo[1 .3]dioxolyl. furyl. isoxazolyl, oxazolyl, pyrazoiyi, 
pyrazinyl, pyridyl, pyrimidyl, or thienyl; and 
halogen is fluoro, chloro, bromo, or lodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 

76. The compound according to claim 76 wherein is selected from the group consisting of: 

(i) alkyl. and 

alkyl substituted by substituent(s) independently selected from the group consisting of: 

• 0x0, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent(s) independently selected from the group consisting of: 

•• halogen. 
- C1.5 alkyl, 

alkyl substituted by halogen, and 
C1.5 alkoxy, and 

alkoxy substituted by halogen, 

(ii) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 



carbocyclic aryisulflnyl, and 

carbocyclic aryisulflnyl substituted by halogen. 
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L is Formula (VII); 

Y is a single bond or -CH2-; 

R2 is -N(R2a)(R2b)p wherein Rga is C^^ alkyi and Rab is C^.g allcyl; 
carbocyclic aryl is phenyl; 
heterocyclyl is pyrazlnyl; and 
halogen isfluoro, chloro, or bromo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

77. The compound according to claim 76 wherein R^ is selected from the group consisting of: 

(i) C^.^e alkyl. and 

Cms alkyl substituted by substrtuent(s) Independently selected from the group consisting of: 

• carbocyclic aryl. 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
•• C1.5 alkoxy, 

(li) heterocyclyl, and 

heterocyclyl substituted by substituent(s) Independently selected from the group consisting of: 

• carbocyclic arylsuifinyl, and 

• carbocyclic arylsuifinyl substituted by halogen, 

Rg is -N(R2a)(R2b)» wherein Rga is C^^ alkyl and Rjb is C^.g alkyl; 
carbocyclic aryl is phenyl; 
heterocyclyl is pyrazlnyl; and 
halogen is fluoro or bromo; 

or a phanmaceutlcalty acceptable salt, hydrate, or solvate thereof. 

78. The compound according to claim 77 wherein R, is selected from the group consisting of: 

heterocyclyl. and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic arylsuifinyl. and 

• carbocyclic arylsuifinyl substituted by halogen, 

R2 is -N(R2a)(R2b). wherein Rga is 0^.5 alkyl and R2b is C^.g alkyi; 
carbocyclic aryl is phenyl; 
heterocyclyl is pyrazlnyl; and 
halogen is fluoro; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 

79. The compound according to any one of claims 76 to 78 wherein p is 1 and T Is C1.5 alkyl; R3 and R4 are both 
hydrogen; A and B are both single bonds: 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

80. The compound according to claim 1 selected from the group consisting of: 

N2^cis-4-[(3,5-dimethoxybenzyl)amino]cyclohexyl)-N^,N^5-trimethylpyrimidine'2,4-diamine; 
N2-{cis-4-[(3-bromobenzyl)amino]cyclohexyl}-N^,N^5,6-tetramethylpyrimidine-2,4-diamine; 
N2^cis-4-[(3,4-difluorobenzyl)amino]cyclohexyl}-rsK,N^,5,6-tetramethylpyrimldine-2,4-dlamine; and 
N2-[cis-4-({6-[{3,4-difluorophenyl)sulfinyOpyrazin-2-yQamino)cyclohexyl]-N^,N^,5-trimethylp 
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amine; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

81. The compound according to claim 1 is: 

N2^cis-4-({6-[(3,4<llfluorophenyl)sulflnyl]pyrazln-2-yl}amino)cyclohexyl]-N^ 
amine; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

82. The compound according to claim 75 wherein Is selected from the group consisting of: 

(0 C^.ie a'M. and 

^1-16 alkyi substituted by substituent(s) independently selected from the group consisting of: 

• hydroxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 

- Ci.galkyl, 

~ aikyi substituted by halogen, and 

- Ci.5 alkoxy. 

• heterocyclyloxy. 

• heterocyclyloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

aikyi, and 

aikyi substituted by halogen, 

• mono-carbocyclic arylamino, 

• mono-carbocycllc arylamino substituted by substltuent(s) independently selected from the group consist- 
ing of: 

halogen, 

C1.5 alkoxy, and 

- C1.5 aikyi, 

• carbocyclic arytsulflnyl, 

• carbocyclic arylsulfinyl substituted by substltuent(s) independently selected from the group consisting of: 

•• halogen, 

alkyi, and 

alkyi substituted by halogen, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by substituent{s) independently selected from the group consisting of: 

•• halogen, 

•• alkyi, and 

•• a\ky\ substituted by halogen, 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) Independently selected from the group consisting of: 
•• halogen, 
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- Ci.5alkyl, 

•• alkyi substituted by halogen, and 
0^.5 alkoxy, 

(li) 03.^2 cycloalkyi, and 

C3.12 cycloalkyi substituted by substituent(s) Independently selected from the group consisting of: 

• carbocycllc aryl, and 

• carbocycllc aryl substituted by substltutent{s) independently selected from the group consisting of: 

•• 0^.5 alkoxy, 
•• halogen, 
C1.5 alkyI, and 

C^.g alkyI substituted by halogen, 
(ill*) carbocycllc aryl, and 

carbocycllc aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• alkyI substituted by substituent(s) independently selected from the group consisting of: 

halogen, and 
•• hydroxy, 

• C1.9 alkoxy, 

• C^^ alkoxy substituted by halogen, 

• carboxy, 

• C^.g alkoxycarbonyl, 

• di-C^.s alkylamino, 

• 0^.5 alkytearbonylamino, 

• cycloalkylcarbonylamino, 

• C^.Q alkylsulfonyl, and 

• carbocyclic aryl, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• amino, 

• Ci.5alkyl, 

• alkyI substituted by halogen, 

• alkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

- Ci.galkyl, 

C1.5 alkyI substituted by halogen, and 

- C^,5 alkoxy, 

• heterocyclyloxy, 

• heteroeyclyloxy substituted by halogen, 

• heterocyclyl sulfonyl, 

• heterocyclyl sulfonyl substituted by C1.5 aikyl. 
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• mono-carbocyclic arylamino, 

• mono-carbocycllc arylamino substituted by halogen, 

• C1.5 alkylthio, 

• alkylsulfinyl. 

• carbocycllc arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by substituents(s) Independently selected from the group consisting of: 

•• halogen, 
C1.5 alkoxy, 
alkyi, and 

alkyi substituted by halogen. 

L is Formula (VII); 
Y Is -C(0)-: 

R2 is selected from the group consisting of: 

amino, C^,^ alkyl. C^.g alkoxy, -N(R2a)(R2b). wherein R^^ is hydrogen or C- 5 alkyI and is C. . alkyI or 
cycloalkyi; *° 

wherein carbocyclic aryl is phenyl; 

heterocyclyl Is benzo[1 ,3]dloxolyl, furyl, Isoxazolyl. oxazolyl, pyrazolyl, pyrazlnyl. pyrldyl, pyrlmidyl, or 
thienyl; and 

halogen is fluoro, chloro. bromo, or iodo; 

or a phannaceutically acceptable salt, hydrate, or solvate thereof. 

83. The compound according to claim 82 wherein Is selected from the group consisting of: 

(1) C^.e alkyl, and 

C^^ alkyl substituted by substituent(s) independently selected from the group consisting of: 

• hydroxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substjtuent(s) independently selected from the group consisting of: 

halogen, 

- alkyl, 

•• C1.5 alkyl substituted by halogen, and 
alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by halogen, 

• mono-carbocycllc arylamino, 

• mono-carbocycllc arylamino substituted by substituent(s) independently selected from the group consist- 
ing of: 

halogen, 
•• alkoxy, and 

- alkyl. 

• carbocyclic arylsulfinyl, 

• carbocyclic arylsulfinyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

•• alkyl, and 

alkyl substituted by halogen, 

• carbocyclic arylsulfonyl, 
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• carbocycllc arylsulfonyl substituted by substituent(s) independently selected from the group consisting of: 

•• C1.5 alky], and 

alkyi substituted by halogen, 

• carbocyclic aryl, 

• carbocycllc aryl substituted by substltuent(s) independently selected from the group consisting of: 

halogen, 
•• alkyi, and 

** alkyi substituted by halogen, 
(11) 63.^2 cycioalkyi, and 

C3.12 cycioalkyi substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by substitutent{s) independently selected from the group consisting of: 

•• C1.5 aikoxy, 

halogen, 
•• C^.g alkyi, and 

alkyi substituted by halogen, 

(lii) carbocyclic aryi, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• alkyi, 

• alkyi substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, and 
•• hydroxy, 

• C^^ aikoxy, 

• C^^ aikoxy substituted by halogen, 

• carboxy, 

» 0^.5 alkoxycarbonyl, and 

• alkylsulfonyl, 

(iv) heterocyciyi, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• alkyi, 

• 0^.5 alkyi substituted by halogen, 

• aikoxy, 

• carbocyclic aryloxy, 

• carbocycllc aryloxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
- C1.5 alkyi, 

^ alkyi substituted by halogen, and 
•• C^5 aikoxy, 

• heterocyelyloxy, 

• heterocyelyloxy substituted by halogen. 
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• heterocyclyl sulfonyl. 

• heterocyclyl sulfonyl substituted by C^.g alkyl, 

• mono-carbocyclic arylamino, 

• mono-carbocycllc arylamino substituted by halogen. 

• alkylthio, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by substltuents(s) independently selected from the group consisting of : 

•• halogen, 

alkyl, and 
^ ^1-5 all<yl substituted by halogen, 

R2 is selected from the group consisting of: 

C1.5 alkoxy, -N(R2a)(R2b). wherein is hydrogen or C1.5 alkyl and R^b «s C.g alkyl; wherein carbocyclic 
aryl Is phenyl; 

heterocyclyl is benzo[1 ,3]dioxolyl. furyl. isoxazolyl. oxazolyl, pyrazolyl. pyridyl, or thienyl; and 
halogen Is fluoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

i. The compound according to claim 83 wherein R, is selected from the group consisting of: 

(0 C^.^e a'kyl. and 

aikyi substituted by 8ubstituent{s) independently selected from the group consisting of: 

• hydroxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substituent(8) independently selected from the group consisting of: 

•• halogen, 
- C1.5 alkyl. 

alkyl substituted by halogen, and 
•• alkoxy, 

• heterocyclyloxy, 

• heterocyclyloxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
C,.5 alkyl, and 
•• alkyl substituted by halogen, 

• mono-carbocyclic arylamino, 

• mono-carbocyclic arylamino substituted by substituent(s) independently selected from the group consist- 
ing of: 

•• halogen, 

•• alkoxy, and 

- C,.5 alkyl, 

• carbocyclic arylsulflnyl, 

• carbocyclic arylsulfinyl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

•• alkyl, and 

•• alkyl substituted by halogen, 

• carbocyclic aryl, 
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• carbocyclic aryl substituted by substrtuent(s) independently selected from the group consisting of: 

halogen, 
alkyl, and 
•• 0^.5 alkyi substituted by halogen, 

(11) cycloalkyi, and 

C3.12 cycloalkyi substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryl, and 

• carbocyclic aryl substituted by substitutent(s) Independently selected from the group consisting of: 

•• alkoxy. 

•• halogen, 

•• C1.5 alkyi, and 

0^.5 aikyi substituted by halogen, 

(iii) carbocyclic aryl, and 

carbocyclte aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• cyano, 

• nitro, 

• C^.^o alkyi. 

• Ci.-,o alkyi substituted by halogen, 

• C^^ alkoxy, and 

• alkoxy substituted by halogen, 

(iv) heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• C1.5 alkyi, 

• 0^.5 alkyi substituted by halogen, 

• C,.5 alkoxy, 

• carbocyclic aryloxy, 

• carbocyclic aryloxy substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
- C^-s alkyi. 

alkyi substituted by halogen, and 
C^.5 alkoxy, 

• C1.5 alkylthio, 

• carbocyclic arylsulfonyl, 

• carbocyclic arylsulfonyl substituted by halogen, 

R2 is selected from the group consisting of: 

-N(R2a)(R2b). wherein H^a is hydrogen or C1.5 alkyi and is 0^.5 alkyi; 
wherein carbocyclic aryl is phenyl; 

heterocyclyl Is benzo[1.3]dioxolyl, furyl, pyrazolyl, pyrldyl, orthienyl; and 
halogen is fluoro, chioro. bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

as. The compound according to any one of claims 82 to 84 wherein p is 1 and T is C^.g alkyi; R3 and R4 are both 
hydrogen; A is a single bond and B is a single bond or -Cf-l2-; 
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or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 
86. The compound according to claim 1 selected from the group consisting of: 

N-[{cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohe)(yl)methyO-3,5-bls(^ 
zamide; 

N-[(cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cyclohexyl)methyl]-3,4-d 

3.6.dichloro-N-[(cis>4-{[4.(dimethylamlno)-6-methylpyrimidln.2-yl]amlno}cyclohexyl)methyl]^ 

N-[(cis-4-{[4-(dlmethylamino)-5-methyIpyrimidin-2-yl]amlno}cyclohexy!)methyQ-3,4-difluor^ 

N.[(cls-4-{[4-(dimethylamlno)-5-methylpyrimldin-2-yl]amino}cyclohexyl)methyO 

N-[(cis-4-{[4-(dimethylamino)-5-methylpyiimidln-2-yl]amlno}cyclohexyl)methyQ-3-fluoro-4-^ 

N-[{cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)methyO 
mide; 

N-[(cis-4-{[4.(dimethylamino)-5-methylpyiimidln-2-yQamlno}cycIohexyl)methya.3-(tri^^ 
mide; 

4-bromo-N-[{cis-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]-3-m^^ 
mide; 

N-[(cls-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl]methyl]-3-fluoro-4-ft^^^ 
benzamide; 

3,5-dichloro-N-[(cis-4-3{[4-(dimethylamino).5-methylpyrlmidin-2-yl]amino}cyclohexyl)^ 

3.4- dlchloro-N-[(cis-4-{[4-(dimethylamlno)-6-methylpyrimldln-2-yl]amino}cyclohexyl)methyl]benzami^ ' 

4-chloro-N-[(cis-4-{(4-(dimethylamino)-5-methylpyrimldin-2-yl]amino)cyclohexyl)methyl]benzamW^ 

4-chloro-N-[(cis-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)methyl)ben2amide; 

N-[cls-4-({[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}methyl)cyclohexyQ-3,5-dimethoxybenza^ 

4-bromo-N-[cis-4-({[4-(dlmethylamino)-5-methylpyrlmidin-2-yl]amino}methyOcyclohexyl]benzamide; 

4-bromo-N-[cls-4-({[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amlno}methyl)cyclohexyl]-3-methylbe^ 
mide; 

3.5- dichloro-N-(cis-4-({[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amlno}methyl)cyclohexyl]benzami^ 

3,4-dlchloro-N-[cis-4-({[4-(dimethylamjno)-5-methylpyrimidin-2-yl]amino}methyl)cyclohexyO^ 

N-[cis-4-({[4-(dimethylamlno)-5-methylpyrimldln-2-yl]amino}methyl)cyclohexyl]-3,5-bis(tr^ 
zamide; 

N-[cis-4-({[4-(dimethyIamino)-6-methylpyrimidin-2-yl]amino}methyl)cyclohexyQ-3.4-difluoroben^^^ 

4-bromo-N-[cis-4-{{[4-(dlmethylamlno)-6-methylpyrlmidln-2-yl]amlno}methyl)cyclohexyl]ben2amlde; 

4-bromo-N-[cis-4.({[4-(dlmethylamlno)-6-methylpyrlmldln-2-yl]amlno}methyl)cyclohexyI]-3-methylb 
mide; 

N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimldin-2-yl]amino}cyclohexyO-2-(2-fluorophenoxy)nfc^^ 

N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexyl)-3,4.5-trimethoxybenzamlde; 

N-(4-{[4-(dimethylamlno)-6-methylpyrlmidln-2-yl]amlno}cyclohexyl)-3-nltroben2amide; 

N-(cls-4-{[4-{dimethylamlno)-6-methylpyrimldm-2-yl]amlno}cyclohexyl)-2,2-diphenylaM 

N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidjn-2-yl]amino)cyclohexyl)-4-methylbenzamide; 

4-chloro-N-(cis^-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cyclohexyl)benzam(de; 

3-chloro-N-{cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)ben2amide; 

N-(cls-4-{[4-(dimethylamino)-6-methylpyrimjdin-2-ylJamino}cyclohexyl)-3.4-difluorobenzamide; 

N-(cls-4-{[4-(dimethylamlno)-6HTiethylpyrimidm-2-yl]amlno)cyclohe 

N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrlmidln-2-yi]amlno)cyclohexyl)-3-methoxybenzamide; 

N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-ylJamino}cyclohexyl)-4-fiuoroben2amjde; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amlno)cyclohexyl)-3-methylbenzamide^ 

N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino)cyclohexyl)-3-methoxybenzamide; 

N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimldin-2-yI]amino}cyclohexyl)-4-methyIben2amide; 

N-(ds-4-{[4-(dimethylamino)-5-methylpyrimtdln-2-yl]amino}cyclohexyl)-3,4-difluorobenzamld^ 

3-chloro-N-{cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl)amlno}cyclohexyl)ben2amlde; 

N-(cls-4-{[4-(dlmethylamlno)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)-2-(3-methylph 

2-(4-bromophenoxy)-N-(cis-4^[4-(dimethylamino)-5-methylpyrlmidjn-2-yl]amino}cyclohex^ 

2-(4-chlorophenoxy)-N-{cis-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-yl]amlno}cyclohexyl)nlM 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yllamino)cyclohexyl)-2-(4-fluorophen 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino)cyclohexyl)-2-^^^^ 
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2-(24)romophenoxy)-N-(ds-4K[4-{dimethylamino)-5-mGthylpyrimidin-2-ylJamino}cyclohexyl)nicotinamide; 

N-(cls-4-{[4-(dimethylamlno)-5-methylpyrlmidln-2-yllamino}cyclohexyl)-2-(3-methoxyphenoxy)nlcotinamlde; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino)cyclohexyl)-2-(4-methoxyphenoxy)nicotinami 

N-(cis-4-{[4-(dime%lamino)-5HTiethylpyrimidin-2-yl]aminoJcyclohexyl)-2-(4-iodophenoxy)niro^ 

2-(3,4-dfchlorophenoxy)-N-(cis-4-{[5-methyl-4-(methylamino)pyrimidin-2-yl]amino}cyclohexyl)acetamide; 

2-(2,3-dichlorophenoxy)-N-(cis-4-p-methyl-4-(methylamino)pyrimidin-2-yl]amino)cyclohexyl)acetamide; 

2j^^'^J^'^'"0''oP'ienyl)sulfonyO-N-(cis-4^[4-(dimethylaminoV^ 

N-(cis-4-([4-{dimethylamino)-5-ethylpyrimidin-2-yl]amino]cyclohexyl)-3,4-difluorobenzamide; 

N-[cis-4^{4-[ethyl(methyl)amino]-5-methylpyrimidin-2-yl)amino)cyclohexyG-3.4-difluorobenzami^^ 

N-(cis-4-fl4-(dimethylamino)-6-methylpyrimidin-2-yl)amino}cyclohexyl)-3.5-dimethoxyben2amide; 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylIamino}cyclohexyl)-2-(2-methoxyphenoxy)nicot 

2-(2-chlorophenoxy)-N-(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino)cyclohexyOnicotinamide• 

2-(3-chlorophenoxy)-N-(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-ylIamino}(qrdohexyl)nicotin 

2-(3-bromophenoxy)-N-(d8-4^[4-{dime%lamino)-S-methylpyrimidin-2-y^amino}cyclohexyl)nicotinamide• 
J|'^J^-^'5"^f^(<^''"®thylamlno)-5-methylpyrimidin-2-^^ 

N-(cis-4-{[4-{dime%lamino)-5-me%lpyrimidin-2-ylIamino)cyclohexyl)-2-(3-fluorophenoxy)acete^ 

N-(cis-4^[4-(dlmethylamino)-5-methylpyrimidin-2-ylJamino)cyclohexyl)-2-(3-methoxyphenoxy)acetamid^ 
N-(as-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl)amino)cyclohe^^^^^ 

2-(3-chlorophenoxy)-N-(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)acetamide• 

2-[(5H:hloropyridin-3-yl)oxy]-N-(cisw4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyn 
mide; 

N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyolohexyl)-3,4-difluoroben2amide; 
2-(3,4-difluorophenyl)-N-(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino}cyclohexyl^ 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino)cyclohexyl)-2-hydroxy-2-(^^^ 
acetamide; 

2-(2,3-dtfluo^ophenyO-N-(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}CTdohe 

cetamlde; 1 1 i j 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yllaminoD(yclohexyl)-2-hydroxy-^^^ 

nyljacetamide; ^ 

2-[(2-chlorophenyl)sulfinyl]-N-(cis-4-{[4-(dime%lamino)-5-methylpyrimldin-2-yl]aminoJcyclohexyh 

mide; 

2- [(3-bromophenyl)sulfinylhN-(ds-4-{[4-(dime%lamino)-5-methylpyrimidin-2-yl]amlno}^ 

mide; 

N-(cis-4-{[4-(dimethylamino)-5-me%lpyrimidin-2-ylJamino)cyclohexyl)-3-(trifiuorom8thyl)benza^ 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl)amino}cyclohexyl)-3-fluorobenzamide; 

3- bromo-N-(cis^-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)ben2amide- 
N-(cis-4-{[4-{dimethylamino)-5-methylpyrimidin-2-yllamino)cyclohexyl)-4-(trifluoromethoxy)bGnzamide- 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino)cyclohexyl)-4-fluorobenzamide; 
3.4-dichloro-N-(cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)benzamide; 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yllamino)cyclohexyl)-3.5-bis(trifluoromethyl)benzamide- 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino)cyclohexyl)-3,5-dimethoxybenzamlde- 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino)cyclohexyl)-2.4-difluorobenzamide- 
N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino)cyclohexyl)-2.5-difluorobenzamide" 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJaminoJcyclohexyl)-2,3.4-trifluorobenzamide- 

4- chloro-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)benzamide- 
3<yano-N-{cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yGamino}cyclohexyl)b8nzamide; 
4-cyano-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)benzamide' 
2-K3^-dichtorophenyl)sulfinyl]-N-(cis-4^[4-(dimethylamino)-S-me%lpyrimidin-2-yl]am^^ 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]aminoJ<yclohexyl)-2^[3-(trifluoro^^^ 
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acetamide; 

N-(cls-4-{[4-(dimethylamlno)-5-methylpyiimldin-2'yl]amlno}cyclohe^^^ 
nyl acetamide; 

N-(cis-4-{[4-(dimethylamtno)-5-methylpyrjmidin-2-yl]amino)cyclohexyl)-2-(te^^ 

2- (tert-butytthlo)-N-(cis-4-{[4-(dlmethylamino)-6-methylpyrim 
N-(cis-4-{[4-{djmethylamino)-5-methylpynmldin-2-yl]aminoJcyclohexyl)-2-(propyrt^ 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl)amlno)cyclohexyl)-3-(met 
N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cycIohexyl)-^^^ 
N-(cis-4-{[4-(dimethylamino)-6-methylpyrimjdin-2-yl]amino}cyclohexyl)-3-(t^^^ 

3- cyano-N-(cjs-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amjno}(7clohexy^ 

4- cyano-N-(cis-4-{[4-(dimethy)amino)-6-methylpyrimidin-2-yI]amino)c^^ 
N-(cis-4^[4-(dlmethylamino)-5,6-djmethylpyrimidln-2-yl]amlno)cyd 
N-(cis-4-{[4-(dimethylamino)-5,6-dlmethylpyrimldin-2-yl]amlno}cyclohexyO^ 
3-cyano-N-(cjs-4-{[4-(dimethylamino)-6,6<limethylpyrimidin-2-yl]amlno}c^^ 
N-(cls-4-{[4-{dimethylamino)-S,6-dlmethylpyrimidin-2-ynamlno}cyclohexyl)-^^ 
3-chloro-N-(cls-4^[4-(dimethylamino)-5,6-dime%lpyrimldin-2-yl]amln 

3- bromo-N-(cis-4-{[4-(dimethylamino)-5.6-dimethylpyrimidin-2-yl]amino}cy^^ 

N-(cis-4-{[4-(dlmethylamjno)-5,6-dlmethyIpyrlmidin-2-yl]amlno)cycl^ 

N-(cis-4-{[4-(dime%lamino)-5,6-dlmethylpyrimidin-2-yOamino}cyclohexyl)-3,^ 
mide; 

3,4-dichloro-N-{cls-4^[4-(dimethylamino)-6,6-dimethylpyrimidin-2-yl]amlno}^ 
N-(cls-4-{[4-(dimethylamlno)-5.6-dimethylpyrjmldin-2-yl]amino}cyclohexyl)-^ 

4- cyano-N-(cls-4-{[4-(dimethylamino)-5.6-dimethylpyrimldin-2-yl]amm 
N-(cls-4-{[4-(dimethylamino)-5,6*dimethylpyrlmidjn-2--yl]amino}cyclohexyl)-4^ 
N-{cis-4-{[4-(dlmethylamino)-5,6-dlmethylpyrimldin-2-yl]amino}cyclohexyO 
4-chloro-N-(cls-44[4-(d[methylamlno)-5,6-dimethylpyrimldln-2-yl]am 
N-(cis-4-{[4-(d(methylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyd 

4- bromo-N-(cis-44[4-(dimethylamino)-5-methylpyrimidjn-2-yl]amjno}cycloh 
N-(cis-4-{[4-{dimethylamino)-5H7iethylpyrimldln-2-yl]amino)cyclohexyl).4-^ 
N-(cls-4-{[4-(dlmethylamino)-5,6-dimethy!pyrimidin-2-yl]amino)cycloh 

5- bromo-N-(cls-4-{(4-(dimethylamino)-6.6-dlmethylpyrimidin-2-yl]amin^^^^ ' 

N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-ylJamino}cyclohe)^^ 
ide; 

2-(3,5-difluorophenyl)-N-(cis-4-{[4-(dimethylamlno)-5,6-dimethylpyrimldin-2-yO^ 
acetamide; 

N-(cls-4-{[4-(dlmethylamino)-5,6-dimethyIpyrlmidin-2-yl]amino}cyclohexyl)-2-methyl-1,3-oxazole-^^^ 
mIde; 

N-(cis-4-{[4-(dimethylamino)-5,6-dlmethylpyrimidin-2-yl]amino)cyclohexyl)-2,^ 

4-bromo-N-(cis-4-{[4.(dimethyiamino)-6,6-dimethylpyrlmidin-2-yl]amino}cyclohexyl) 

N-(ds-4-{[4-(dimethylamino)-5,6-dimethylpyrimldin-2-yI]amlno}cycIohexyl)-4-(tri 

4- bromo-N-{ds-4-{[4-(dlmethyIamlno)-5,6-dlmethylpyrimldm-2-yl]amino}cydohexyl) 
N-(cis-4-{[4-(dimethyiamjno)-6,6-dimethylpyrlmidln-2-yl]amino)cydohexyl)-3-fluoro-4-methylbenza^ 
N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidln-2-yOamino}cyclohexyl)-4-fluoro-3-me% 
N-(ds-4-{[4-(dlmethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cydohexyl)-3-^ 
N-{cis-4-{[4-(dimethyiamjno)-5,6-dimethylpyrimldin-2-yl]amino}cydohexyl)-3-(trifluorometh 

5- bromo-N-(cls-4-{[4-(dlmethylamino)-5,6-dlmethylpyrimidin-2-yl]amlno}cydohexyl)nlcoti 

N-(cls-4-{[4-(dimethy!amino)-5,6-dimethylpyrlmldin-2-yOamino}cyciohexyl)-5-methylthlophene-^ 
ide 

N-(cis-4-{[4-(dimethylamino)-5,6-dlmethylpyrlmldln-2-yl]amino}cydohexyl)-6-{tri^^ 

N-{cls-4-{(4-(dimethylamino)-5,6-dimethylpyrimldin-2-yOamlno}cyclohexyl)-3,5-dlethoxybenzamid^ 

N-(ds-4-{[4-(dlmethylamino)-5,6-dlmethylpyrimidln-2-yl]amino)cyclohexyl)-3-etho 

N-(cis-4-{[4-{dimethyiamino)-5,6-dimethylpyrimidln-2-yl]amlno)cydohexyl)-3-lsopropo^ 

3,5-dichloro-N-(cls-44[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}cyciohexyO 

4-bromo-N-(ds-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyI)-3-^^^ 

N-(cis-4-{[4-(djmethylamino)-5-methylpyrimldln-2-yI]amjno}cyciohexyl)-4-ethoxybenza 

N-(cls-4-{t4.{dimethylamlno)-5H7iethylpyrimldln-2-yl]amlno}cydohexyl)-44luoro-3-meth 

N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino)cydohexyO-3-fluoro^-meth^^ 

N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amlno)cydohexyl)-3-ethylben2^ 
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N-(Gis-4-{[4-(dimethylamino)-6HTiethylpyrimjdin-2-yl]amino}cycl^ 

N-(cls-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyO^ 
mide; 

N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amjno}cycIohexyl)-^ 

mide; 

3- chloro-N-(cjs-4-{[4-(djmethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexy^ 
N-(cjs-4-{[4-(dlmethylamlno)-6-methylpyrimldin-2-yl]amlno)cyclohexyl)^^^^^ 
N-(cis-4-{[4-{dimethylamino)-6-methylpyrimidjn-2-yl]amlno}cyclo 
3,5'-dichloro-N-(cis-4^[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino 
N-(cls-4-{[4-(dimethylamlno)-6-methylpyrimidln-2-yl]amlno]cyclohexyl).^^ 
N-(cis-4-{[4-{dimethylamino)-6-methylpyrimjdin-2-yl]amjno}cyclohex^ 

4- bromo-N-{cis-4-{[4-(dlmethylamlno)-6-methylpyrimjdin-2-yl]amlno}cycto 
N-(cls-4-{[4-(dimethylam!no)-6-methylpyrlmidin-2-yl]amlno)cyclohexy 
N-(cis-4-{[4-{dimethylamino)-6-methylpyrlmldin-2-yl]anino}cyclohexyl)-4-^ 

4- bromo-N-(cls-4-{[4-(dimethylamjno)-6-methylpyrimjdln-2-yl]amino}cyclo^ 
N-(cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amlno}c^^ 
N-(cis-4-{I4-(dlmethytamino)-6-methylpyrimidin-2-yl]amlno}cyclohex^^^ 
N-(cls-4-{[4-(dimethylamino)-6H7iethylpyrimldin-2-yl]amlno)cyclohe^^^ 
N-(cjs-4-{[4-(dimethylamino)-6-methylpyrlmidin-2-yl]amlno}cyclohex^ 

5- bromo-N-(cls-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexy^ 

5-bromo-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amlno}(^^^ 

5-chloro-N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexyl^ 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-^^^^ 
mide; 

N-(cis-4-{[4-(dimethylamlno)-5-me%lpyrimidin-2-yl]ammo)cyclohe>q^ ,3-ben2odioxole-6-car- 
boxamide; 

N-(cls-4-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-3-etho^^ 
N-(cis-4-{[4-(dlmethylam}no)-5-methylpyrimidjn-2-yllamino)cyclohexyl)-^ 
5'bromo-N-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yllamino}cycto 
N-(cls-4-{[4-(dimethylamino)-5-methylpyrimjdjn-2-yl]amino)cyclohexyl)-3,5-dje^^ 

4- chloro-N-(cls-44[4-(dimethylamino)-5-methylpyrimldin-2-yl]amm 
mide; 

5- bromo-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)nicotinamW 
3,4-dlchloro-N-{cis-4^[4-(dlmethylamino)-6-methylpyr^midin-2-yl]am^no}cyclohexy 

3H)hloro-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ynamino}cyclohexy^ 

mide; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-4-methoxy-3-(trtf 
mide; 

N-(cls-4-{[4-(dlmethylamino)-6.methylpyrimidin-2-yl]amino}cyclohexyl)-4-methoxy-3-^ 
mide; 

2-(4-chlorophenyl)-N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amlno}cyd 
mide; 

1-(4-chlorophenyl)-N-(cjs-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yi]amino}cyclohex^ 
boxamide; 

1-(4-chlorophenyl)-N-(cis-4-{[4-(dlmethylamino)-5-methyipyrimldin-2-yl]amino}cyclohexyl)^^^ 
boxamide; 

1- (2,4-dichloroghenyl)-N-(cls-4^[4-(dlmethylamlno)-5-methylpyrimldin-2-yl]amino}cyclohew^ 
carboxamide; 

2- (4-chlorophenyO-N-(cls-4-{[4-(dlmethylamino)-6-methylpyrlmidin-2-yO^ 
mide; 

1-(4-chlorophenyO-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)c^^^ 
boxamide; 

1-(4-chlorophenyl)-N-(ciswi-{[4.(dimethyiamino)-6-methyipyrimldin-2-yl]ami^ 
boxamide; 

1- (2.4-dichIo^ophenyl)-N-{cis-4^t4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}(^^ 
carboxamide; 

2- [3.5-bis(trifluoromethyl)phenyO-N-(clS"4-{[4-{dimethylamino).6-meth^ 
acetam i de i 
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N-(cis-4-{[4-(dimethylamino)-5-methylpyiimldin-2-yl]amino}cyclohexyl)-4^ 
omethyl)ethy(]ben2amlde; 

2-(4-chlorophenyO-N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-^^^ 

N-(ci8-4-{[4-(dlmethylamino)-6-methylpyrimldin-2-yl]amino)cyclohexyO 
boxamide; 

2-(4-chlorophenyl)-N-(cjs-4-{[4-(dimethylamlno)-5-methylpyrlmidjn-2-^^^ 

2-(4-chlorophenyO-N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}^^^ 

mide; 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohe^^^ 
carboxamide; 

N2.(3-chlorophenyl)-N-(cls-4-{[4-(dlmethylamino)-5-methylpyrimidin-^^^ 
namide; 

N2-(3,4-dlchlorophenyl)-N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimldin-2^^^ 
lycinamide; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmjdjn-2-ylIamino}cyclohexyl)-N^ 
namide; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amlno}cyclohe^^^ 
namide; 

N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-N2-(44l^ 
namide; 

N2-(4-chlorophenyl)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidln-2-yl]amino}cyclohe^ 
namide; 

N2-(3,4-difluorophenyl)-N-(cis-4^[4-{dlmethylamino)-5-methylpyrimidln-2-yl]amino}cycloh^^ 
lycinamide; 

N-(cis-4-{[4-(dimethylamino)-5-methyipyrlmidin-2-yl]amlno}cyclohexyl)-N2-(3^ 
cinamde; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]aminolcyclohexyl)-N2-(4-methoxyphenyh^ 
cinamide; 

2-[(3,4<lrfluorophenyl)amlno]-N-(cis-4-{[4-(dime%lamrno)-5-methylpyrimidln-2-yl]amino}c^^ 
namide; 

2-(3,4-dlchlorophenoxy)-N-{cis-4-{[4-methyl-6-(methylamlno)pyrimldin-2-yi]amino}cyclohexyl) 

tran8-2-{4K;hlorophenyl)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrlmldin-2-yI]amino}cyclohexyl)^^ 
panecarboxamide; 

trans-2-(3KJhlorophenyl)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohe^^ 
panecarboxamide; 

trans-2-{3.4-difluorophenyl)-N-(cls-4-{[4-(dlmethylamlno)-5-methylpyiimldln-2-yl]OT 
panecarboxamide; 

trans-2-(3,4-dichIorophenyl)-N-(cis-4-{t4-(dimethylamino)-5-me%lpyrimldin-2-yl]amino}cy^ 
panecarboxamide; 

trans-2-[3,5-bis(trifluoromethyl)phenyl]-N-(cis-4-{[4-(dimethyIamino)-5-methy!pyrimidi 
clohexyl)cyclopropanecarboxamide; 

2-[(4-clilorophenyl)sulfonyl)-N-(cis-4-{[4-(dimethylamino)-6-methyipyrimidin-2-yl]amino}c^^^ 
mide; 

2-[(3-chlorophenyl)sulfonyll-N-{cis-4-{[4-(dlmethylamino)-5-methylpyr1midin-2-yl]amino}cycto 
mide; 

2-[(4-bromophenyl)sulfonyl]-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)nic^ 
mide; 

N-(cls-4-{[4-(dimethylamino)-5-methylpynmldin-2-yl]amino}cyclohexyl)-24[4-(trifluorome% 
nicotinamide; 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-2^^ 
pyra2oI-5-yl]oxy)acetamide; 

2-[(2-chlorophenyl)sulfonyi]-N-(cls^[4.(dlmethylamino)-6-methylpyrimidin-2-yl]amino}^^^^ 
mide; 

2-[(3-chlorophenyl)sulfonyl]-N-(cls-4-{[4-(dimethylamino)-6-methyIpyrimidin-2-yl]a^ 
mide; 

3,4-dichloro-N-{cis-4-[(4.methoxy.6-methylpyrimidin-2-yl)amino]cyclohexyl} benzamlde; 
N-(cis-4-(4-dimethylamino.5-methyli)yrimidln-2-ylamino)-cyclohexyl]-2-phenoxy-n^^^^ 
N-[cis-4-(4-djmethylamino-6-methyl-pyrlmidin-2-ylamino)-cyclohexylJ-2-pheno^^ 



573 



EP1464 335A2 



3- chloro-N-[cls-4-(4-dimethylamlno-5-methyl-pyrimldln-2-ylamino)K7clohG^^ 

4- chloro-N-[cis-4-(4-dlmethylamino-6-methyl-pyrimidln-2-ylamlno)-c^^ 
3-chloro-N-[ciS'4-(4-djmethylamlno-6-methyl-pyrimidin-2-ylamino)-cyclohexyq^ 
N-[cis-4-(4-djmethylamlno-6-methyl-pyrimldin-2-ylamino)-cyclohexylh^ 

3- chloro-4-fluoro-N-[cls-4-(5-methyl-4H7iethylamino-pyrimidln-2-ylam 
4H:hloro-N-[cis-4-(4-dlmethylamino-6-methyl-pyrimidin-2-yIamlno)-cyclohexyl]-3^ 
3K:hloro-N-tcis-4-(4-dimethylamino-5-methyl-pyrlmldln-2-ylamlno)-cycloh8^^^ 
N-[cis-4-(4-dimethylamino-5-methyl-pyrimidln-2-ylamlno)-cyclohexyl]-3,4^ 
N-[cls-4-(4-dlmethylamino-5'methyl-pyrimldin-2-ylamlno)-cyclohexyn 

2- (3.4-drfluoro-phenyl)-N-[cis-4-(4-dimethylamino-5-me%l-pyrimidin-2-y 

or a phanmaceutically acceptable salt, hydrate, or solvate thereof. 
87. The compound according to claim 1 selected from the group consisting of: 

N-[(cis-4-{[4-(dimGthylamino)-5-methylpyrimidin-2-yQamino}cyclohexyl)methyl].3,5-bis(trlf^ 
zamide; 

N-[{cls-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)methyO-3,5-^ 

N-[(cis-4-{[4-{dlmethylamino)-5-methylpyrimldln-2-yl]amlno}cyclohexyl)methyO-3-(trmuoromethyObe 
mide; 

4- bromo-N-[{cis-4-{[4-(dimethylamino)-5-methylpyrimldln-2-yl]aminol}cyclohexyl)methyl]-3-m 
mide; 

3,5-dlchloro-N-[(cis-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyl)methyl]benzamid 

3.4- dichloro-N-[(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yllamlno}cyclohexyl)methyl]^ 

3.5- dichloro-N-[cis-4-({[4-(dlmethylamino)-6-methylpyrlmidin-2-yl]amino}methyl)cycIohe^^^ 
N-(cls-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-2-(2-fluorophenoxy)ni^ 
N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrlmidin-2-yl]amino}cyclohexyl)-3,4,5-trimethoxybenzamlde; 
N-(4-{[4-(dlmethylamino)-6-methylpyrimidln-2-yl]amino}cycIohexyl)-3-nitrobenzamide; 
N-(cis-4-{[4-(dlmethylamlno)-6-methylpyrimldln-2-yl]amlno}cyclohexyl)-2,2-djphenylac^ 
4-chloro-N-(cls-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]annino}cyclohexyl)ben2amide; 

3- chloro-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amlno}cyclohexyl)ben2amide; 

N-(cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yllamlno)cyclohexyl)-3.4-difluorobenzamlde; 

N-(cls-4-{[4-(dimethylaminoV6-methylpyrimidin-2-yl)amlno}cyclohexyl)-3-methylbenzamW 

N-(cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yllamino)cyclohexyl)-3-methoxybenzamide; 

N-(cis-4-{[4-(dimethylamlno)-6-methylpyrlmidin-2-yl]amino}cyclohexyl)-4-fluoroben2amlde; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amlno}cyclohexyl)-3-methylbenzamide; 

N-(cis-4-{[4-{dfmethylamino)-5-methylpyrlmidln-2-yl]amino}cyclohexyl)-3-methoxybenzamide; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yllamlno}cyclohexyl)-4HTiethylbenzamide; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-3,4-difluorobenzam 

3-chloro-N-(cis-4-{[4-{dimethylamlno)-5-methylpyrimidln-2-y[]amino}cyclohexyl)ben2amlde; 

N-(cis-4-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yl]amlno}cyclohexyl)-2-(3-methylph^ 

2-(4-bromophenoxy)-N-(ds-44[4-(dlmethylamino)-5-methylpyrlmidin-2-yl]amlno}cyclohexyl)nicot^ 

2-(4-chlorophenoxy)-N-(cls-4^[4-(dimethylamlno)-5-methylpyrlmldin-2-yl]amlno}cyclohexyO^ 

N-(cls-4-{[4-(dfmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-2-(4-fluorophenoxy)nlcotlnamld 

N-{cis-4-{[4-(dlmethylamlno)-6-methylpyrimldin-27l]amino}cyclohexyl)-2-(3-fluorophenoxy)nl^^^^ 

2-(2-bromopheno)(y)-N-(cis-4^[4-(dlmethylamlno)-5-methylpyrimldin-2-yl]amlno}cyclohe^ 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino}c7clohexyl)-2-(3-metho^^ 

N-(cis-4-{[4-{dimethylamino)-5-methylpyrlmidin-2-yl]amino}cyclohexyl)-2-(4-methoxyphenoxy)nlcotinam^ 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-2-(4-lodophenoxy)nrc^^^ 

2-(3,4-dichlorophenoxy)-N-(cis-4-{[5-methyl-4-(methylamino)pyrimldln-2-yOamlno}cyclohexyl)acetamlde; 

2-(2,3-dk:hlorophenoxy)-N-(cjs-4-{[5-methyl-4-(methylamino)pyrimidln-2-yOamlno}cyclohexyl)^ 

2-[(3,4<llfluorophenyl)sulfonyn-N-(cis-4-{[4-(dimethylamlno)-5-methylpyrlmldln-2-yl]amino}^^ 
namide; 

N-[cis-4-{{4-[ethyl(methyl)amino]-5-methylpyrimldin-2-yl}amino)cyclohexyl]-3,4-difl^ 

N-(cls-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino)cyclohexyl)-3,5-dimethoxybenzamld 

N-(cls-4-{[4-(dimethylamino)-5H7iethyipyrimidin-2-yl]amino)cyclohexyl)-2-{2.meth 

2-(2-chlorophenoxy)-N-{cls-4^[4-(dimethylamino)-5-methylpyrimldln-2-yllamlno}cyclohe^ 

2-(3-chlorophenoxy)-N-(cls-4^[4-(dlmethylamino)-5•methylpyrlmidln-2-yl]amlno}cyclohe 
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2-(3-bromophGnoxy)-N-{ds-4^[4-(dlmethylamlno)-5-methylpy^imidin-2-^^^^ 

N-(cls-4-{[4-(dlme%lamino)-5HTiethylpyrimidln-2-yI]amino]cyclohex^^^ 

namide; 

N-(cis-4-{[4-(dlme%lamino)-5-methylpyrimldln-2-ylJamlno]cyclohexyl)-2-^ 

N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexylV^ 

N-(cls-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino)cyclohe 
mide; 

2-(3-chlorophenoxy)-N-(cls-44[4-(dimethylamlno)-5-methylpyrlmidln-2-yl]a^ 

2-[(5-chloropyridln-3-yl)oxy]-N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimldin^ 
mide; 

N-(cis-4-{[4-(dimethylamino)-5,6-dimethylprimldin-2-yl]ami^ 

N-(cis-4-{[4-(dimethylamlno)-5-methylpyrlmldin-2-yl]amlno}cyclohexyl)-^ 

acetamide; 

2-(2.3-difluorophenyl)-N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-y^^ 
cetamide; 

N-(cis-4-{[4-(dlmethylamino)-5-methylpyrlmldin-2-yllamlno)cyclohexyl)-2-hydro^^^ 
nyljacetamide; 

N-(cis-4-{[4-{dlmethylamlno)-6-methy!pyrimidin-2-yl]amino}cyclohexy 
acetamide; 

2-[(2-chlorophenyl)sulflnyl]-N-(cls-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amlno^^^ 
mide; 

2- [(3-bromophenyl)sumnyl^N-(cls-4^[4-(dimethylamlno)-5-methylpyrlmidin-^ 
mide; 

N-(cis-4{[4-(dimethylamino)-6-methylpyrlmidln-2-yl]amino}cyclohexyl)-3-(triflu 
N-(cjs-4-{[4-(dimethylamino)-5-methy!pyrimidin-2-yi]amino)cyclohexyl)-3-fluoroben2amlde; 

3- bromo-N-{cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yi]amlno}cyclohexyl)ben2amide^ 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrjmidin-2-yl]amino}c7clohexyi)-4-(trifluoromet 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cycIohexyl)-4-fluorob 
3,4-dichloro-N-(cis-4^[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyi)ben 
N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-3,5-bi^ 
N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-3.6-dimethoxyben 
N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno)cyclohexyl)-2,^^ 
N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl)amlno}cyclohexyl)-2,5-difluorobenza^ 
N-(cls-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-2.3,4-W^ 

4- chloro-N-(cis^-{[4-(dimethylamino)-5-methy(pyrimldin-2-yl]amino}cyciohexyl)ben2amlde; 

3- cyano-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)benzamide; 

4- cyano-N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}cyclohexyj)ben2amide; 
N-{cis-4-3{[4-(dimethylamlno)-5-methylpyrimidin-2-yllamino}cyclohexyl)-2-(lsopropylthio)n^^ 
N-(cis-4-{[4-(dlmethylamino)-5-methytpyrimidin-2-yl]amino}cyclohexyl)-2-(propy[thio)nlc^^ 
N-(cis-4-{[4-(dimGthyIamlno)-6-mGthylpyrimidin-2-yl]amino}cyciohexyl)-3-(trifluoromethy 

3- cyano-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}cyclohexyl)ben2amide 

4- cyano-N-(cis-4-{[4-(dimethylamjno)-6-methylpyrjmidjn-2-yl]amino)cyclohexyl)ben2^ 
N-(cls-4-{[4-(dimethylamino)-5,6-dimethylpyrimldin-2-yi]amlno}cyclohexyl^ 
3-cyano-N-(cis-4-{[4-{dlmethylamino)-5.6-dimethylpyrimidin-2-yl]amino}cyclohexyl)ben2amid^ 
N-(cls-4-{[4-(dimethylamino)-5,6-dimethylpyrimldin-2-yl]amino}cyclohexyl).3-methylben2^ 
3-chloro-N-(cis-4^[4-(dimethylamino)-5,6-dimethylpyrimldin-2-yl]amlno}cyclohexyi)benzami^ 

3- bromo-N-(cjs-4-{[4-(dimethylamino)-5,6-dimethylpyrimldin-2-yl]amino}cyclohexyi)ben2amide'; 

N-(cis-4-{[4-(dimethylamino)-6.6-dimethylpyrimidin-2-yl]amino}cyclohexyl).3,5<limetho 

N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidln-2-yllamino}cyclohexyl)-3.54)is 
mide; 

3,4-dlchloro-N-(cis-44[4-(dimethylamino)-5,6-dimethylpyrlmidin-2-yl]amino)cyclohexy^^ 

4- cyano-N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino]cyclohex^^ 
N-(cis-4-{[4-(dimethylamino)-5,6-dlmethylpyrimldin-2-yllamino}cyclohexyl).4-me% 
N-(cls-4^[4-(dime%lamlno)-5.6-dimethylpyrimldln-2-yl]amino}cyclohexyl)-4-fluoroben 
4-chloro-N-(cis-4-{[4-(dimethylamino)-5.6-dimethyipyrimldin-2-yl]amino}cyclohexyl)ben2amid^^^^ 
4-bromo-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yqamino}cyclohexyl)ben2amide; 
N-(cls-4-{[4-(dimethylamino)-5-memylpyrlmidin-2-ylJamino}cyclohexyl)-4-(trifl 
N-(cis-4-{[4-{dimethylamino)-5.6-dimethylpyrimidin-2-yOamino}cyclohexyl)-3-methoxy^ 
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5-bromo-N-(cis-4-{[4-(dimethylamino)-5.6-dimethylpyrimidin-2-yl]amino}cyclohexyl)-2-fura^ 
N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyclohexyl)-2.6-dimethoxynicotin^ 
4-bromo-N-(cis-4-{[4-(dimethylamino)-5.6-dimethylpyrimidin-2-yllamino}qrclohexyl)benzami^ 
N-(cis-4-{[4-(dimethylamino)-5,6-dimethylpyrimidin-2-yOamino}cyclohexyl)-4-{trffluoro^ 

4- bromo-N-(cis-4-{(4-(dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino)cyclohexyl)-3-methylbenzamide' 
N-(cis-4-{[4-(dimethylamino)-5.6-dimethylpyrimldin-2-yl]amino}<yclohexyl)-3-fluoro-4-methylbenzamW^ 
N-{cis-4-{[4-{dimethylamino)-5,6-dlmethylpyrimldin-2-yQamlno}cyclohexyl)-4-fluoro-3-me 
N-(cis-4M[4-{dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino)cyclohexyl)-3-(trifluoromethoxy)benzamide- 

5- br<)mo-N-(cis-4-{(4-(dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyclohexyl)nicotina^ 

N-(cis-4-{(4-(dimethylamino)-5.e-dimethylpyrimidin-2-yOamino}cyclohexyl)-5-methylthiop 
id6; 

N-(cis-4.{r4-(dimethylamino)-5,6-dimethylpyrlmidin-2-yl]amino}cyclohexyl)-3.5-diethoxybenzamlde; 

N-(cis-4-{[4-{dimethylamino)-5,6-dimethylpyrimidin-2-yl]amino}cyclohexyl)-3-ethoxybenzamide- 

N-(ci8-4M[4-(dimethylamino)-5.6-dimethylpyrimidin-2-yl]amino}cyclohexyl)-3-isopropoxybenzam^ 

3,S<lfchloro-N-(cis-4^[4-(dime%lamino)-S-me%lpyrimidin-2-yl]amino}cyclohexyl)benzamide; 

4-bromo-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-3-methylb6nzamide- 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino}cyclohexyl)-4-fluoro-3-methylbenzamide' 

N-(cis-4-{[4-(dimethylamino)-5HTiethylpyrimidin-2-yl]amino}cyclohexyl)-3-fluofD-4^^ 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino)cyclohexyl)-3-ethylbenzamide; 

N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-ylJaminoJcyclohexyl)-3.5-bis(trifluorome%^ 

N-^cis-4-{[4-(dimethylamino)-6Hnethylpyrimidin-2.yl]amino}c^^ 

N-(cis-44[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)-3-fluoro-5-(trifluoromethyl^ 
mide; 

3- chloro-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)-4-fluorobenzamide; 
N-(cis-4-{[4-(dlmethylamino)-6-methylpyrimidln-2-yllamino}cyclohexyl)-4-fluoro-3-methylbenzamide; 
N-(cis•4^[4-(dimethylamino)-6-methylpyrimidin-2-yllamino)cyclohexyl)-3-fluorD-4-methylbenzamide; 
3,5Klichloro-N-(cis-4^[4-(dimemylamino)-6-me%lpyrimidin-2-yl]amino}cyclohexyl)benzamide• 
N-(cl8-4-{[4-(dimethylamino)-6-methylpyrimidin-2-ylIamino)cyclohexyl)-3-(trifluorometho^ 
N-(cis-4M[4-(dimethylamino)-6-rnethylpyrimidin-2-yl]arTiino)cyclohGxyl)-3,5-difluoroben2aniide; 

4- bromo-N-(cis-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-ylJamino}cyclohexyl)-3-methylbenzami^ 
N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-ylJamino)cyclohexyl)-3-ethylbenzamide; 

4- bromo-N-(cis-4^[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)benzamide; 
N-(cis-4-{[4-(dimethylamino)-6-methylpyrirnidin-2-yl]aminoJcyclohexyl)-4-ethylbenzamide; 
N-(cis-4^[4-(dimethylamino)-6-methylpyrimidin-2-ylIamino)cyclohexyl)-3,5-diethoxybenza^^ 
N-(cis-4-{[4-{dimethylamino)-6-methylpyrimidin-2-yl]amino)cyclohexyl)-3-ethoxybenzamide; 
N-(cis-4-{[4-(dimethylamino)-6-rnethylpyrimidin-2-yl)amino)cyclohexyl)-3-isopropoxyben2amide; 

5- bromo-N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)nicotinamide; 
5-bromo-N-(cis-4-{[4-{dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)-2-furamide; 
5H:hloro-N-(cis-4^[4-(dimethylamino)-6-methylpyrimidin-2-yl]arnino}cyclohexyl)-2-furamide; 
J^-(|^'s-^-W<^'™%la"f'lno)-5-methylpyrimidln-2-ylJamlno}cy^ 

N-(cis-4-{[4-(dimethylamino)-5-me%lpyrimidln-2-yl]amino]cylohexyO-2.2-difluoro-l,3-benzodioxole-5^ 
boxamide; 

N-{cis-4-{[4-(dimethylamino)-5H7iethylpyrimidin-2-yl]amino)cyclohexyl)-3-ethoxybenzamide- 
5-bromo-N-(cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl)amlno}cyclohexyl)-2-furamide; 
N-(cis-4-{[4-(dimethylamino)-5-methyIpyrimidin-2-yllamino)cyclohexyl)-3,5-diethoxybenzamide- 

4- chloro-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino)cyclohexyl)-3-(trifluoromethyl)benza- 
mide; 

5- bromo-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]arnino}cyclohexyl)nicotinamide; 

3.4<lichloro-N-(cis-4^[4-(dimelhylamino)-6-methylpyrimidin-2-yl]amino}cyclohexyl)benzamide• 
3-chJoro-N-(cis-4^[4-(dimethylamino)-5-rnet^^^^ 

N-(cis-4-fl4-(dimethylamino)-5-me%lpyrimidin-2-yl]amino)cyclohexyl)-4-mGthoxy-3-{trtf 

mide; 

N-^ds-4-{[4-(dimethylamino)-6-methylpyrimidin-2-ylJamino]cyclohexyO-4-meth 
2-(4-chlorophenyO-N-(cis^^[4-(dimethylamino)-5-methylpyrimidin-2-yllamino}cyclohe^^ 
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1-(4-chlorophenyl)-N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino^^^ 
boxamide; 

1-(4K5hlorophenyO-N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino}^^^ 
boxamide; 

1- (2,4-dichlorophenyl)-N-(cls-4^[4-(dimethyIamino)-5-methylpyrimidin-2-^^^ 
carboxamide; 

2- (4-chlorophenyl)-N-{cis-4-{[4-(dlmethylamino)-6-methylpyrlmidin-2-yl]amino^^^^ 
mide 

1-(4-chlorophenyO-N-(cis-4^[4-(dlmethytamino)-6-methylpyrimldin-2-yllamino}cyclohexyl)^^^ 
boxamide; 

1-(4-chlorophenyl)-N-(cis-4^[4-(dimethyIamlno)-6-methylpyrimldln-2-yl]amlno}cyclohexyl)<^^^ 
boxamide; 

1- (2,4-dlchlorophenyl)-N-(cis-4^[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohe^^^ 
carboxamide; 

2- (4-chlorophenyl)-N-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yI]amino)cyd 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)-1-(4-methylphenyl)cyc 
boxamide; 

2-(4-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cyclohexyl)^ 

2-(4-chlorophenyl)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino}cyclohexyO 
mide; 

N-(cis-4-{[4-(dimethylamino)-6-methylpyrimidjn-2-yl]amino}cyclohexyl)-1-(4-methoxyp 
carboxamide; 

N2-(3-chlorophenyl)-N-(ds-4-{[4-(dlmethylamino)-5HTiethylpyrimldln-2-yl]amino}^^ 
namide; 

N2-(3,4-dlchlorophenyl)-N-(cls-4-{[4-(dlmethylamino)-5-methylpyrlmidln-2-yl]amino}cy^ 

lycinamlde; 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylIamino}cyclohexyl)-N2-methyl-N2.(3-me 
namide; 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldin-2-ylJamlno}cyclohexyl)-N2-(3-fiuoro^ 
namide; 

N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino)cyclohexyl)-N2.(4-fluoro^ 
namide; 

N2-(4-chlorophenyl)-N-(cls-4-{[4-(dimethylamino)-5Hrnethylpyrimidin-2-yl]amlno}cyclohe 
namide; 

N2-(3,4-difluorophenyl)-N-(cls-4^[4-{dimethylamino)-5-methylpyrimldin-2-yl]amino}cyclohexyl)-^ 
lycinamlde; 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-N2-(3-methoxyphenyO^ 

cinamide; 

2-(3,4-dichlorophenoxy)-N-(cis-4-{[4-methyl-6-(methylamino)pyrimidin-2-yl]amino}cyclohe 

trans-2-(4K:hlorophenyl)-N-(cis-4-{[4-(dimethyiam[no)-5-methylpyrimidln-2-yl]amlno}cyclohe^^ 
panecarboxamide; 

trans-2-(3K:hlorophenyl)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yOamino}cyclohexyl)c^^ 
panecarboxamide; 

trans-2-(3,4-dmuorophenyl)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amino}cy^ 
panecarboxamide; 

trans-2-(3,4-dichlorophenyl)-N-(cis-44[4-(dimethylamino)-5-methylpyrimidln-2-yl]amlno}^^ 
panecarboxamide; 

trans-2-[3,5-bis(trifluoromethyl)phenyI]-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yQ^ 
clohexyl)cyclopropanecarboxamide; 

2- [(4-chlorophenyl)sulfonyl)-N-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]ami^ 
mide; 

N-(cis-4-{[4-(dlmethylamlno)-5-methyipyrjmidin-2-yl]amjno)cyclohexyl)-24[1-methyl-3-^ 
pyrazol-5-yl]oxy)acetamlde; 

N-[cis-4-(4-dimethylamino-5-methyl-pyrimidin-2-ylamino)-cyclohexyl]-2-phenoxy-nicotlnamide; 
N-[cls-4-(4-djmethylamino-6-methyl-pyrlmldin-2-ylamino)-cyclohexyl]-2-phenoxy-nicotinam 

3- chloro-N-[cls-4-(4-d(methylamlno-6-methyl-pyrlmidin-2-ylamino)-cyclohexyl]-4-fluoro-benzamide; 

4- chloro-N-[cls-4-(4-dimethylamino-6-methyl-pyrimidln-2-yIamlno)-cyclohexyl]-3-fluoro-ben2am 
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3-chloro-N-[cis-4-(4-dimethylamino-6-methyl-pyrimldin-2-ylamino)-cyclohe)^ 
N-[cis-4-(4-dimethy(amjno-6-methyl-pyrlmldin-2-ylamino)-cyclohexyl>^ 

3- chloro-4-fluoro-N-[cis-4-(5-methyl-4-methylamlno-pyrimldin-2-ylamino)-^^^ 

4- chloro-N-[ciS'4-(4-dimethylamlno-5"methyl-pyrimidin-2-ylamino)-cyclohex^ 
3-chloro-N-[cis-4-(4-dimethylamino-5-methyl-pyrimldin-2-ylamino)-c^^^ 
N-[ds-4-(4-dimethylamjno-5-methyl-pyrimidin-2'ylamino)-cyclohexyl]-3,4,^^^^ 
N-[cls-4-(4-dimethylamjno-5-methyl-pyrlmldin-2-ylamlno)-cyclohexyl]-3.5-^^^^ 
2-(3.4-difluoro-phenyl).N-[cls-4-(4-dimethylamino-5-me%l-pyrimldin-2-ylamln 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

1. The compound according to claim 75 wherein is selected from the group consisting of: 

(t) C^.^G alkyi, and 

C1-16 alkyI substituted by substltuent(s) independently selected from the group consisting of: 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substltuent{s) independently selected from the group consisting of: 

halogen, 
nitro, 

•• alkylcarbonylamino, 

C3.6 cycloalkylcarbonylamino, 
- Ci.gallcyl, 

C1.5 ailcyl substituted by halogen. 

Ci.5allcoxy, and 

0^.5 alkoxy substituted by halogen, 

(ii) ^3-12 cycloalkyi, and 

cycloalkyi substituted by carbocyclte aryl, 
(Hi) carbocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

• halogen, 

• ^1-10 alkyl substituted by halogen, 

• alkoxy, and 

• 0^.5 alkylthio, 

(iv) heterocyclyl, 

L is Fomnula (XV); 
Y Is -C(0)NR5-; 

R2 is selected from the group consisting of: 

-N(R2a)(R2b), wherein R2a is hydrogen or C^.g alkyI and is C^.g alkyI; 
wherein carbocyclic aryl is phenyl or naphthyl; 
heterocyclyl Is 3,4-dihydro-1H-isoquinolinyl; and 
halogen is f iuoro, chloro, bromo, or iodo; 

or a pharmaceutteally acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 88 wherein R^ Is selected from the group consisting of: 

(I) alkyI, and 

C^.^e alkyi substituted by substituent(s) independently selected from the group consisting of: 
• carbocyclic aryl, 
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• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, 

nitro, 
- C^.s alkyi, 

alkyI substituted by halogen, 
C^.g alkoxy, and 

alkoxy substituted by halogen, 

(ii) C3.12 cycloalkyi, and 

^3-12 cycloalkyi substituted by carbocyclic aryl, 
(iil) carfoocycllc aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected f ronn the group consisting of: 

• halogen, 

• alkyI, 

• C^.^Q alkyI substituted by halogen, and 

• alkoxy; 

R2 is selected from the group consisting of: 

- N(R2a)(R2b)» Wherein is hydrogen or C^.g alkyI and is 0^.5 alkyi; 
wherein carbocyclic aryl is phenyl or naphthyl; 
heterocyclyl is 3,4-dihydro-1H-isoquinolinyl; and 
halogen is fluoro, chloro, bromo, or iodo; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

90. The compound according to any one of claims 75. 88, ar^d 89 wherein p is 1 and T is 0^.5 alkyI; R3 and R4 are 
both hydrogen ; and A and B are both single bonds; R5 is hydrogen: or a phamiaceutically acceptable salt, hydrate, 
or solvate thereof. 

91. The compound according to claim 1 selected from the group consisting of: 

cls-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl] amino}-N-(3-lodobenzyl)cyclohexanecarboxamide; 

cls-N-(2.4-dlchlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amlno}cyclohexanecarbo^ 

cis-N-(2,5-dichlorobenzyl)-4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl)amlno}cyclohexa 

cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amlno)-N-(4-methylbenzyl)cyclohexanecarboxam 

cis-N-(3,5-dichlorobenzylH-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecart^^^ 

cis-N-(3,5-dimethoxybenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexane^^ 

cis-N-(3<hlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amlno}cyclohexanecarboxami 

cis-4-[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}-N-[3-(trifluoromethyl)ben2yl]cyclohexan^^ 
Ide; 

cis-N-[3.5-bis{trifluoromethyl)benzyl)-44[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanTO^ 
boxamlde; 

cls-4-{[4-(dimethylamlno)-6-methylpyrimldin-2-yl]amino}-N-(3-methoxybenzyl)cyclohexanecarboxamid6; 

cis-N-(4-chlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecarbo 

cis-N-{3,4-dichloroben2yl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecarboxamide; 

cis-N-(2.5-dlfluorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecarboxamid 

cis-N-(2,3-difluorobenzyl)-44[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecar^ 

cis-N-(4-bromo-2-fluoroben2yl)-4-{[4-(dlmethylamino)-6-methylpyrimldin-2-yl]amino)cyclohexanecarboxa^ 

Ide; 

cis-N-(2.4-difluorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecart^^^ 

cls-4-{[4-(dlmethylamino)-6-methylpyrimidin-2-yl]amlno}-N-(3-methylbenzyl)cyclohexanecarboxami 

cis-4-{[4-(dlmethylamino)-6-methylpyrjmidin-2-yl]amino}-N-[2-(trifluoromethoxy)ben2yl]^^^ 
mide; 

cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amlno}-N-[{1R)-1-phenylethyl]cyclohexanecarboxam 
cis-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amino}-N-[(1S)-1-(4-methylphenyl)eth^^^^ 
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boxamide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}-N-t(1R)M-(44luorophenyl)ethyn 
boxamide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[(1S)-1-(4-fluorophenyl)ethyfl^^^ 
amide; 

cfe-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino)-N-[(1R)-1-{3-methoxyphenyl)ethyl]cyclohexanecar- 
boxamide; 

cis-4-tf4-(dimethylamimo)-5-methylpyrimidin-2-yl]amino}-N-[(1S)-1-(3-methoxyphenyl)ethyl]cyclohexane^^^ 
boxamide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}-N-[(1S).1-(4-methoxyphenyl)ethyllCTciohexanM^^^ 
boxamide; 

cis-N-t(1R)-1-{4-chlorophenyl)ethyl]-4-{[4-(dimethylamino)-5-methyipyrimidin-2-yl]amlno}cyclohexanecar- 
boxamide; 

cis-N-[1-(4-bromophenyl)ethyl]-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yllamino)cycloiiexanecarboxam- 
ide; 

cis-4.{[4.(dimethylamino)-5-methylpyrlmldln-2-yl]amlno}-N-[(1R)-1.(4-nltro^ 
amide; 

cis-4-{[4-(dlmethylamino)-5-methylpyrlmidin-2-yl]amino}.N-[(1S)-1-(4-ni^^^ 
mide; 

cls-4-{[4-(dimethylamino)-5-methylpyrjmldin-2-yl]amjno}-N-{3-fluorophenyl)c^^^ 

cjs-4-{[4-(dimethylamjno)-5-methylpyrimidjn-2-yl]amjno)-N-(3-methoxyghen 

cis-N-(3K:hlorophenyl)-4-{[4-(dime%lamjno)-5-methylpyrimldln-2-yl]amin^^^^ 

cls-4-{[4-(dlmethylamlno)-5-methylpyrimtdln-2-yl]amlno}-N-[(1S.2R)-2-^ 
boxamide; 

cis-4-{[4-(dimethylamino)-5-methylpyrlmidin-2-yl]amino}-N-[4-(trifluoromethyl)phenyn^^ 
Ide; 

cis.4-{[4-(dimethylamino)-6-methylpyrimidin-2.yl]amino}-N-[(1R).1-(3-methoxyphenyl)ethyU^^ 
boxamide; 

cis-N-[(1S)-1■(4-chlorophenyl)ethyl]-4^[4-(dimethylamino)-6-methylpyrimidin-2-ylIamino}c^^ 
boxamide; 

cls-N-benzyl-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yl]amino}cycloltexanecartoxami 

cis-4-{[4-(dimethylamino)-6-methylpyrlmldin-2-yl]amino}-N-(4-fluorobenzyl)cyclohexan^^ 

cls-N-(3.4-difluorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}cyc!o 

cls.4-{[4-(dimethylamlno)-6.methylpyrjmidin-2-yl]amino}-N-[(1S)-1-(4-methoxyphenyl)^ 
boxamide; 

cis-4-{[4-(dimethylamino)-6-methylpyrimldln.2-yl]amlno}-N.[(1S)-1.{3-^ 
boxamide; 

cls.4-{[4-(dimethylamino)-6-methylpyrlmldln-2-yOamlno}-N-[(1R)-1-(4-fluoroph 
boxamide; 

cls.N-[(1R)-1-(4-chlorophenyl)ethyO-44[4-(dlmethylamlno)-6.methylpyrimidin.2-yl]ami^ 
boxamide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}-N-[(1 S)-1 -(1 -naphthyl)ethyl^^^^ 
ide; 

cls-N-[(1R)-1.(4-bromophenyl)ethyO-4^[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amlno^^ 
boxamide; 

cls-N-[(1S)-1-(4-bromophenyOethylJ-44[4.(dimethylamlno)-5-methylpyrimidln-2-yl]amlno}cyd^ 
boxamide; 

cls^-{[4-(dlmethylamino)-6-methylpyrlmldln-2.yl]amino}-N-{(1S)-1-[4-(trifluoromethox^^ 
clohexanecarboxamide; 

cis-4-{[4-(dimethylamino)-5-methyipyrimidln-2-yl]amino}-N-[(1R)-1-(2.fluorophenyl)ethyn^^ 
boxamide; 

cis-N-{(1S)-1-[3.5-bis(trifluoromethyl)phenyl]ethyO-4^[4-(dimetliylamino)-5-methyl 
clohexanecarboxamide; 

4-{[4-(dimethylamino).5-methylpyrlmldin-2-yl]amlno}-N.{(1S)-1-[3.(trifluoromethyl)p 
carboxamlde; 

4-{[4-(dimethylamino)-5-methyipyrlmldin-2-yl]amino}-N-{(1S)-1-[2-(trifiuoromethyl)phenyl]e 
carboxamide; 

cis-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amlno}-N^(1R)-1-[4-(trifluorome^ 
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clohexanecarfooxamlde; 

cis-N-[(lS)-1-(4<hlorophenyl)ethyl]-4K[4-(dimethylaminoh5-methylpyrfmidin-2.yllamlno)cw 
boxamide; 

cis-N-[(1R)-1-(4K:hlorophenyl)ethylJ-4^(4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cycto 
boxamide; 

cis-N-[1-(4K:hlorophenyl)-1-me%lethyl]-4-{[4-{dimethylamino)-5-methylpyrimidin-2-yl]amino]cycl^ 
carboxamide; and 

cis-N^H3.5-bis(trifluoromethyl)phenyl].1-me%lethyl}-40[4-(dimethylamino)-5-methylpyri^ 
cyclohexanecarboxamide; 

or a pharmaceutically acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 1 selected from the group consisting of: 

cls-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}-N-(3-iodobenzyl)cyciohexanecarboxamide; 

cls-N-(2,4-dlchlorobenzyl)-4-{[4-(dlmethylamino)-6-methylpyrimldin-2-yl]amino)cyclohexanecarboxamide- 

cis-N-(2.5-dichlorobenzyi)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecarboxamide- 

ci8-4-{[4-(dimethylamino)-e-methylpyrimidln-2-yl]amino}-N-(4-methylbenzyl)cyclohexanecarboxamide; 

cis-N-(3,5-dichlorobenzyi)-4-{(4-(dimethylamino)-6-methylpyrimidln-2-yl]amino)cyclohexanecarboxamide- 

cis-N-(3,5-dimethoxybenzyl)-4-{(4-(dlmethyiamino)-6-methyipyrimidin-2-yl]amlno}cyclohexanecaiboxamide- 

cis-N-(3-chloroben2yO-4-{[4-(dim6thylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexanecarboxamide- 

cis-N-[3,5-bis(trifluoromethyl)benzyl]-4^[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino}cyclohexan^r- 
boxamide; 

cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yOamino}-N-(3-methoxybenzyl)cyclohexanecarboxamide; 

cis-N-(4-chlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecarboxamide; 

ci8-N-(3,4-dichlorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yl]aminoJcyclohexanecarboxarnide- 

cis-N-(2.5-dlfluorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}cyclohexanecarboxamlde-' 

cis-N-(2,3-difluorobenzyl)-4-{[4-(dimethylamino)-6-methylpyrimidin-2-yi]amino}cyclohexanecarboxamide' 

cis-N-(4-bromo-2-fluoroben2yl)-4-{[4-(dimethyiamino)-6-methylpyrimidin-2-yl]amino}cyciohexanecarboxam- 
ide; 

cis-N-(2,4-difluoroben2yl)-4-{[4-(dimethyiamino)-6-methylpyrimidin-2-yl]amino}cyclohexanecarboxamide- 

cis-4-{[4-(dimethylamino)-6-methylpyrimidin-2-ylJamino}-N-(3-methylbenzyl)cyclohexanecarboxamide- 

cis-4-{[4-(dimethylamino)-6-methylpyrimldin-2-yOamino}-N^2-(trifluoromethoxy)benzyOcyclohexaneca'rboxa- 
mide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino}-N-[(1S)-1-{4-methyiphenyl)ethyllcyclohexanecar- 
boxamide; 

cis-4-{[4-(dimethyiamino)-5-methylpyrimidin-2-yi]amino}-N-[(1R)-1-(4-fluorophenyl)ethyl]cyclohexanecar- 
boxamide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino}-N-[(1R)-1-(3-methoxyphenyl)ethyl]cyclohexanecar- 
boxamide; 

cis-4-{t4-(dimethylamlno)-5-methylpyrlmidin-2-ylJamino}-N-{(1S)-1.(3-methoxyphenyOethyllcyclohexanecar- 
boxamide; 

cis-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[(1S)-1-(4-methoxyphenyl)ethyl]cyciohexanecar- 
boxamide; 

cis-N-[{1R).1-(4-chlorophenyl)ethyl]-4^[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino}cyclohexanecar- 
boxamide; 

ds-N^1-(4-brorTiophenyl)ethylW[4-(dimethylamino)-5Hflethylpyrimidin-2-yl]aminoJcyclohex^ 
ide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-ylJamino}-N-[(1R)-l.(4-nitrophenyl)ethyl]cyclohexanecarbox- 

amide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-(3-methoxyphenyl)cyciohexanecarboxamide- 

cis-N-(3-chlorophenyl)-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino)cyclohexanecarboxamide- 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[(1S,2R)-2-phenylcyclopropyllcyclohexanTOar- 
boxamide; 

cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}-N-[4-(trifiuoromethyl)phenyGcyctohexane^^ 

ide; 

cis-N-[(1S)-^(4-chlorophenyl)ethyM^[4-(dimethylamino)-6-methylpyrimidin-2-yl]ami^o}cyclohexanecar- 
boxamide; 
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cjs-N-(3,4-dlfluorobenzyl)-4-{[4-(dimethylamlno)-6-methylpyrimjdin-2-yl]ami^ 

cis-4-{[4-(dlmethylamlno)-6-methylpyrlmldin-2-yl]amlno}-N-[(1S)-1-{4-m 
boxamide; 

cis-4-{[4-(dimethylamlno)-6-methylpyrlmidin-2-yOamlno}-N-[{1S)-1.(3-^ 
boxamide; 

cis-N-[(1R)-1-(4K:hlorophenyI)ethyl]-44[4-(dimethylamlno)-6-methylpyrimidin-2-^^^ 
boxamide; 

cis-4-{[4-(dlmethylamino)-5-methylpyrlmjdin-2-yl]amino}-N.[(1 S)-1 -(1 -naphtha 
ide; 

cis-N-[(1S)-1-(4-bromophenyl)ethyO-4^[4-(dimethylamino)-5-methylpyrimidin-2-yl]amlno}^^ 
boxamide; 

cls-4-{[4-(dimethylamlno)-5-methylpyrimidin-2-yl]amino}-N4(1S)-1-[4-(trifluoromethox^^ 
clohexanecarboxamlde; 

cls-4-{[4-(dlmethylamjno)-5-methylpyrimidjn-2-yl]amlno}-N-[(1R)-1-(2-fluorophenyl)^^^ 
boxamide; 

cis-N-{(1S)-1-[3,5-bis(trifluoromethyl)phenyl]ethyl} -4-{[4-(dimethylamino)-5-methyipyrimidln-2.yl]amino}cy- 
clohexanecarboxamide; 

4-{[4-(dimethylamlno)-5HTiethylpyrlmidin-2-yl]amino}-N^(1S)-1-[3-{trifluorome^^^ 
carboxamide; 

4-{[4-(dimethylamino)-5-methylpyrlmldln-2-yl]amino}-N-{(1S)-1-[2-(trifluoromethyl)phenyl]em 
carboxamide; and 

cls-N-[(1R).1-(4K:hlorophenyl)ethyl]-44[4-(dimethylamino)-5-methylpyiimidin-2-yl]amino}c^^ 
boxamide; 

or a phamiaceutically acceptabie salt, hydrate, or solvate thereof. 
93. The compound according to claim 75 wherein is selected from the group consisting of: 
(") Ci.^e alkyi, and 

Ci.i6 alkyl substituted by substltuent(s) independently selected from the group consisting of : 

• carbocyclic aryl, 

• carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 

halogen, 
0^.5 allcyl, and 

0^.5 alkyl substituted by halogen, 
(i>) cycioalkyi, and 

C3.12 cycloalkyi substituted by substituent(s) Independently selected from the group consisting of: 

» carbocyclic aryl, and 

• carbocyclic aryl substituted by halogen, 

(ill) carbocyclic aryl, and 

carbocyclte aryl substituted by substltuent(s) Independently selected from the group consisting of: 

• halogen, 

• alkyl substituted by halogen, 

• C^^ alkoxy, 

• alkoxy substituted by substituent(s) independently selected from the group consisting of: 

•• halogen, and 
•• carbocyclic aryl, 

L is Formula (VII); 
Y is -C{0)NR5-; 
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is -N(R2a)(R2b) wherein Rga is hydrogen or C1.5 alkyi and R^ is C1.5 allcyl; 
wherein carbocyclic aryl Is phenyl; and 
halogen is f luoro, chloro, bromo, or iodo; 

or a phamnaceutlcally acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 75 or 93 wherein p Is 1 or 2 and each T is independently C^g allcyl; R3 Is 
hydrogen; R4 Is hydrogen or C1.5 alkyI; A and B are both single bonds; R5 Is hydrogen; or a pharmaceutlcally 
acceptable salt, hydrate, or solvate thereof. 

The compound according to claim 1 selected from the group consisting of: 

N-(3,4-dlmethoxyphenyl)-N'-(cls-4-{[4-(dimethylamino)-5,6-dlmethylpyrlmidin-2-yl]amino}^^^ 

N-(3K:hlorophenyl)-N'-(cis-4-{[4-(dimethylamlno)-5-methylpyrlmldin-2-yl]amino}<^^ 

N-{3,4-dlchlorophenyl)-N'-(cls-4-{[4-(dlmethylamino)-5HTiethylpyrlmldin-2-yl]amino}cyclohexyl)-^ 
rea; 

N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl)amino}cyclohexyl)-N-methyl-N-(3-methylphe 

N'-(cls-4-{[4-(dimethylamlno)-5-methylpyrlmldln-2-yl]amlno}cyclohexyl)-N-methyl-N-(4-methylpheny 

N'-(cis-4-{[4-(dlmethylamino)-6-methylpyrimidjn-2-y(]amino}cyclohexyl)-N-(3-fluorophen^ 

N'-(cis-4-{[4-(dimethylamlno)-5-methy!pyrimidin-2-yl]amino}cyclohexyl)-N-(4-fl^ 

N-(4-chlorophenyl)-N'-(cls-4-{[4-(dlmethylamlno)-5-methylpyr(mldin-2-yl]amino}cyclohexyl)-N-met^^ 

N-(3,4-dlfluorophenyl)-N'-(cis-4^[4-(dlmethylamlno)-5-methylpyrimidln-2-yl]amino}cyclohexy 
rea; 

N'-{cis-4-{[4'(dimethylamino)-5-methylpyrlmidin-2-yl]amino}cyclohexyl)-N-(3-methoxyphenyl)-N-^ 

N'-(cls-4-{[4-(dlmethylamlno)-6-methylpyrlmldln-2-yl]amino}cyclohexyl)-N-(4-methoxyp 

N-{1-[3,5-bis(trlfluoromethyl)phenyl]-1-methylethyl)-N'-(cls-4-{[4-{dlmethylamino)-5-methylpyri 
amlno)cyclohexyl)urea; 

N-[1-(4-chlorophenyl)'1-methylethyl]-N'-(cis-4-{[4-(dlmethylamino)-5-methylpyrlmldin-2-^^^ 
urea; 

N-t1-(4-chlorophenyl)-1.methylethyl]-N^(cis-4-{[4-(dimethylamlno)-6-methylpyrimldln.^^^^ 
urea; 

N-[1-(4-chlorophenyl)-1-methylethyl]-N*-(cis-4-{[4-(dimethylamlno)-5-methylpyrlmidin-2-yl]amino}^^ 
-N-methylurea; 

N-[1-(4-chlorophenyl)-1>methyIethyl)-N'-(cis-4-{[4-{dlmethylamino)-6-methylpyrimldin-2-^^^ 
-N-methylurea; 

N-[1-(4-chlorophenyl)cyclopropyl]-N'-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimldln-2-yl]^^ 
methylurea; 

N-(cis-4-{[4-(dlmethylamino)-5-methylpyrimldln-2-yl]amino}cyclohexyl)-N'-(2-methoxyphenyl)urea; 

N-(cis-4-{[4-(dlmethyIamino)-5-methylpyrimldin-2-yi]amino}cyclohexyl)-N'-(3-methoxyphenyl)urea 

N-(3Adimethoxyphenyl)-N'-(cis-4-{[4-(dimethylamlno)-5-methylpyrimldin-2-yl]amlno)cy^ 

N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimldln-2-yl]amino}cyclohexyl)-N'-(4-fluorophenyl)urea; 

N-(3,4-difluorophenyl)-N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimldln-2-yI]amino}cyclohexyi)ure^ 

N-(cis-4-{[4-(dimethylamino)-5-methylpyrimldln-2-yl]amlno}cyclohexyl)-N'-[2-(trlfluorometho^^ 

N-(4-chlorophenyl)-N'-(cis-4-{[4-(dlmethylam}no)-6-methylpyrlmldin-2-yl]amino}cyclohexyl)urea; 

N-[3,5-bls(trifluoromethyl)phenyl]-N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amino}cycto 
urea; 

N-(4-bromophenyl)-N'-(cis-4^[4-(dimethylamino)-5-methylpyrlmidln-2-yl]amino}cyclohexyl)urea; 

N-(cls-4^t4-(dimethylamlno)-5-methylpyrimidin-2-yl]amlno}cyclohexyl)-N*-(2-methylphenyl)urea; 

N-benzyl-N'-(cis-4-{[4-(dimethylamlno)-5-methylpyrimldin-2-yl]amlno}cyclohexyl)urea; 

N-[2<:hloro-6-{trifluoromethyl)phenyl]-N'.(cls-4-{[4-(dimethylamino)-5-methylpyrimidin^^ 
clohexyl)urea; 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrlmldin-2-yl]amlno}cyclohe)(yl)-N'-(2,4,6-trlchl^ 

N-(2,4-dichlorophenyl)-N^(cls-4-{[4-(dlmethylamlno)-5-methylpyrlmidln-2-yl]amino)cyclohexyl)^ 
rea; 

N'-(cis-4-{[4-(dlmethylamino)-5-methylpyrimldln-2-ynamino}cydohexyl).N-methyl-N-[2-(tri^^ 
phenyljurea; 

N-(4K:hlorophenyl)-N'-(cis-4-{[4-(dlmethylamlno)-5-methylpyrlmldin-2-yl]amino}cyclohe^^ 
N-[3.5-bis(trifluoromethyl)phenyl]-N'-(cis-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]^ 
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ethylurea; 

N'-(cls-4-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-y(]am}no}^^^^ 

N'-(cis-4-{[4-(djmethyIamino)-5-methylpyrimjdin-2-yl]amino}cyclohexyl)-N-ethyl^ 
nyl]urea; 

N'-(cis-4-{[4-(dimethylamino)-6-methylpyrimidln-2-yl]amino}c^^^ 

N'-(cis-4-{[4-(djmethylamino)-5-methylpyrimidin-2-yl] amlno}cyclohexyl)-N-ethyl-N-(3-methylphenyl)urea; 
and 

1-(2,3-dtehloro-phenyl)-3-[cis-4-(4-dimethylamino-5-methyl-pyrimidln-^^^ 
or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 
96. The compound according to claim 1 selected from the group consisting of: 

N-(3,4-dimethoxyphenyl)-N'-(cls-4-{[4-(dimethylamlno)-6,6-dimethylpyrlmldin-2-yl]amlno}^^ 
N-(3"Chlorophenyl)-N*-(cls--4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yl]amino)cyclohexyO 

N-(3,4-dlchlorophenyl)-N^(cis-4.{[4-(dimethylamlno)-5HTiethylpyrlmidln-2-yl]amino)cy^ 

rea; 

N'-(cis-4-{[4-(dimethylamlno)-5-methylpyrimldln-2-yl]amlno}cydohexyl) 

N'-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimidln-2-yl]amino}cyclohexyl)-N-methyl-N-(4-met 

N'-(cls-4-{[4-(dimethylamino)-5-methylpyrimidin-2-yl]amjno}cyclohexyl)-N-{3-fluorophen^^ 

N'-(cls-4-{[4-(dlmethylamlno)-5-methylpyrlmldln-2-yl]amino}cyclohexyl)-N-(4-fluorophenyl)-N-^ 

N-(4K:hlorophenyl)-N'-(cls-4-{[4-(dimethylamino)-5-methylpyrlmjdln-2-ylIamlno}cyclohex^ 

N-(3,4-dlfluorophenyl)-N'-(cis-4^[4-(dimethylamlno)-5-methylpyrimldin-2-yl]amino}cydohexyl)-N-methyl^ 
rea; 

N'-(cis4-{[4-(dimethylamlno)-6-methylpyrimidin-2-yllamino}cyclohexyl)-N-(3-methoxyph 
N*-(cls-4^[4-(dimethylamlno)-5-methylpyrimidln-2-ylJamino}cyclohexyl)-N-(4-methoxyphenyO^ 
N-[1-(4-chlorophenyl)-1.methylethyl] -N'-(cis-4-{[4-(dlmethylamlno)-5-methylpyrimldln-2-yl]amino}cyclohexyi) 
urea; 

N-[1-(4-chlorophenyl)-1-methylethyl]-N'-(cis-4^[4-(dlmethylamino)-6-methylpyrimidin-2-yl]ami 
urea; 

N-[1.(4-chlorophenyl)-1-methylethyl]-N^(cls-44[4-(dimethylamino)-5-methylpyr[midln-2-^^^ 
-N-methylurea; 

N-(cls-4-{[4-{dimethylamlno)-5-methylpyrlmldin-2-yl]amlno}cyclohexyl)-N'-(4-fluoropheny^ 

N-(cls-4-{[4-(dimethylamino)-5-methylpyrimldln-2-yl]amjno}cyclohexyl)-N42-^ 

N-(4-bromophenyl)-N'-(cjs-4^[4-(dimethylamino)-5-methylpyrlmidln-2-yl]amino}cyclohexyl)^ 

N-(cls-4-{[4-(dlmethylamlno)-5-methylpyrimidin-2-yl]amino)cyclohexyl)-N'-(2-methylphenyl)ure^^^ 

N-{cis-4-{[4-(dlmethylamino)-5-methylpyrimidin-2-yl]amino)cyclohexyl)-N'-(2,4,6-l^^^ 

N-(2,4-dlchlorophenyl)-N'-(ds-4-{[4-(dimethylamino)-5-methylpyrimidln-2-yl]amino)cycloh^^ 
rea; 

N*-(cis-4-{[4-(dimethylamino)-5-methylpyrimldin-2-yl]amlno}cydohexyl)-N-methyl-N-[2-{tri^^ 
phenyl]urea; 

N-(4K5hlorophenyI)-N'-(cis-4-{[4-{dimethylamino)-5-methylpyrimidin-2-yl]amino)c^^ 

N-[3.5-bls(tr^fluoromethyl)phenyI^N•-(ds-4^[4-(dimethylamino)-5-methylpyrimldin-2^ 
ethylurea; 

N'-(cls-4-{[4-{dlmethylamino)-5-methylpyrimldin-2-yl]amino}cydohexyl)-N-ethyl-N-phenylurea; 
N'-(cls-4-{[4-(dlmethylamino)-5-methylpyrlmldln-2-yl]amlno}cydohexyl)-N-ethyl-N-(3-methylpheny and 
1-(2,3-dfchloro-phenyl)-3-[cis-4-(4-dimethylamlno-5-methyl-pyrimidln-2-ylamlno)-cycto 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 

97. The compound according to claim 75 wherein is selected from the group consisting of : 

heterocyclyl, and 

heterocyclyl substituted by substituent(s) independently selected from the group consisting of: 

• carbocyclic aryloxy, 

• carbocydic aryloxy substituted by substltuent(s) independently selected from the group consisting of: 
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•• halogen, and 
alkoxy, 



L is Formula (X) or (XI); 
Y Is -C(0)-; 

Rg is -N(R2a)(R2b) wherein R^a 's C^.g alkyi and Rg^ is C^.g alkyi; 

wherein carbocyclic aryl Is phenyl; 

heterocyclyl is pyrldyl; and 

halogen is fluoro, chloro, bromo, or iodo; 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 

98. The compound according to claim 75 or 97 wherein p is 1 and T is C^.g alkyi; Rg and R4 are both hydrogen; A Is 
a single bond and B Is -CH2-; 

or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof, 

99. The compound according to claim 75 wherein R^ is selected from the group consisting of: 

(i) cartocyclic aryl, and 

carbocyclic aryl substituted by substituent(s) independently selected from the group consisting of: 



• halogen, 

• alkyi, and 



* C^.^o Qii^i substituted by halogen, 

(11) heterocyclyl, 

L is Formula (VII); and 
Yls -8(0)2-; 

R2 is -N(R2a)(R2b) wherein Rga is 0^.5 alkyi and R2b is alkyi; 

wherein carbocyclic aryl is phenyl or naphthyl; 

heterocyclyl is furyl; and 

halogen Is fluoro. chloro, bromo, or iodo; 

or a phamnaceutically acceptable salt, hydrate, or solvate thereof. 

100. The compound according to any one of claims 75 or 99 wherein p Is 1 and T is C^.g alkyi; R3 and R4 are both 
hydrogen, and A and B are both single bonds; or a pharmaceutlcally acceptable salt, hydrate, or solvate thereof. 

101. The compound according to claim 1 is: 

4-chloro-N-(cls-4-{[4-(dimethylamlno)-5-methylpyrimidln-2-yl]amlno}cyclohexyl)benzenesulfon 
or a phamiaceutteally acceptable salt, hydrate, or solvate thereof. 

102. The compound according to claim 1 wherein R^ is selected from hydrogen, -COo^Bu, or -COoBn (Bn is a benzvl 
group); 

R2 is selected from the group consisting of: 

hydrogen, halogen, hydroxy, carboxy, carbamoyl, amino, C^.g alkyi, C^.g alkyi substituted by halogen, 5 
alkyi substituted by hydroxy, 0^.5 alkyi substituted by carboxy, C1.5 alkyi substituted by carbamoyl, C. . alkoxy 
C1.5 alkoxy substituted by halogen, -N(R2a)(R2b); 

wherein Rg^ is hydrogen or C^.g alkyi and Is C^.g alkyl, cycloalkyi, or C^.g alkyi substituted by substituent 
(s) independently selected from the group consisting of: 

• halogen, 

• hydroxy, 

• carboxy, 
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» carbamoyl, 

• C,., alkoxy, 

• amino, and 

• Cg^ cycloalkyi; 

or R2 is methylamino or dimethylamino when Q is Formula (II); 

Each T is independently selected from the group consisting of halogen, hydroxy, carboxy, carbamoyl 
amino, cyano, nitro, C^.g alkyi, C^.g alkyi substituted by halogen, C,., alkyi substituted by hydroxy, C, 5 alkyi 
substituted by carboxy, C,.5 alkyi substituted by carbamoyl, 03.5 aikenyl, Cg.g aikynyl. 03.6 cycloalkyi, C,' 
alkoxy, C1.5 alkoxy substituted by halogen, carbocycito aryl, heterocyclyl. and -Nmo Ifflo^V 

pisO. 1,2,3,4or5; * 2a/v 2w. 

L is selected from the group consisting of Fomiula (Vli), (X), (XI), (XV), (XVIII), or (XiX): wherein R, and 
R4 are independently hydrogen or 0^.5 alkyI; and A and 
B are Independently a single bond or -CHg-; and 
Y is a single bond; 

or a phamiaceutteaiiy acceptable salt, hydrate, or solvate thereof. 

1 03 A phamnaceutical composition comprising a therapeutfcally efTective amount of a compound according to any one 
of claims 1 to 1 02 in combination with a phamnaceutfcaliy acceptable carrier. 

1 04. A method forthe prophylaxis or treatment of improving memory functton. sleeping and arousal, anxiety, depression 
mood disorders, seizure, obesity, diabetes, appetite and eating disorders, cardiovascular disease, hypertension' 
dyslipidemla, myocardial infarction, binge eating disorders including bulimia, anorexia, mental disorders including 
manic depression, schizophrenia, delirium, dementia, stress, cognitive disorders, attention deficit disorder sub- 
stance abuse disorders and dyskinesias including Parkinson's disease, epilepsy, and addiction comprising admin- 
istering to an IndivMuai suffering from said condition a therapeutically effective amount of a compound according 
to any one of claims 1 to 1 02 or a pharmaceutical compositton according to claim 1 03. 

105. A method forthe prophylaxis or treatment of an eating disorder, obesity or an obesity related disorder comprising 
administenng to an individual suffering from said condition a therapeutically effective amount of a compound ac- 
cording to any one of claims 1 to 1 02 or a phannaceutical composition according to daim 103. 

106. A method for the prophylaxis or treatment of anxiety, depression, schizophrenia, addiction, or epilepsy comprising 
administenng to an individual suffering from said condition a therapeutically effective amount of a compound ac- 
cording to any one of claims 1 to 1 02 or a pharmaceutteal compositton according to daim 1 03. 

107 compound according to any one of claims 1 to 102 or a phamiaceuticai composition according to claim 103 for 
use in a method of treatment of the human or animal body by therapy. 

1 08^ compound according to any one of claims 1 to 1 02 or a phamiaceutical composition according to claim 1 03 for 
use in a method of prophylaxis or treatment of an eating disorder, obesity or an obesity related disorder of the 
human or animal body by therapy. 

109. A compound according to any one of claims 1 to 1 02 or a pharmaceutical composition according to claim 1 03 for 
use in a method of prophylaxis or treatment of anxiety, depression, schizophrenia, addiction, or epilepsy of the 
human or animal body by therapy ^ ' 

1 10. A compound according to any one of daims 1 to 1 02 forthe manufacture of a medicament for use in the prophylaxis 
or treatment of an eating disorder, obesity or obesity related disorders. 

1 1 1 .A compound according to any one of claims 1 to 1 02 forthe manufacture of a medicament for use in the prophylaxis 
or treatment of anxiety, depression, schizophrenia, addiction, or epilepsy 

112.A method of produdng a phannaceutical compositton comprising admixing a compound according to any one of 
claims 1 to 1 02 and a phamiaceutlcaily acceptable carrier. 
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